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ABSTRACT

It should be noted that adamantane fragment containing organic compounds are
widely used in the medicine in consideration of their unique pharmacological properties.
Preparations of the adamantane series are characterized with antiviral, antibacterial,
cytotoxic, psycho neuro immune regulatory and other effects. They strengthen energy of
the human body and significantly improve emotional and physical conditions of patients.

The wide spectrum of pharmacological activities of adamantane line derivatives are
conditioned by the structure of their molecules. The diamond-like firm cyclic structure
determines their unique physical, chemical and biological properties. Insoluble in water and
highly lipophilic adamantane can easily migrate to the inside of the lipid layer of the cell
membrane, which leads to an increase of the conductive ability in the cell membrane. Because
of that, adamantane had become an interesting compound for scientists to investigate its
pharmacological characteristics, for use of adamantane radicals in medicines to access of cells
and to enhance pharmacological activity. It should be noted that the presence of the
adamantane radicals in a drug molecule in many cases increases its activity and reduces toxicity
what can be explained by a change of the spatial organization of the preparation, its
hydrophobicity or lipophilicity. Based on their unpolar nature, adamatane compounds can more
easily be transported through biological membranes, resulting in a prolonged action of the
drugs, higherimmunotropicity etc.

The strategy of selection of adamantane containing benzimidazoles for our study is based
on the following assumption: it is well known that benzimidazoles are characterized with wide
range of biological activities. Preparations created on their base are widely used in medicine,
veterinary and agriculture. Benzimidazole-2-carbamates, such as Parbendazole, Oxybendazole,
Albendazole, Mebendazole, Vermox, Flubendazole, Fenbendazole , Oxfendazole and others
belong to the most effective preparations. Their pharmacological effectiveness can be explained
by influence of the carbamate group, which imparts lipophilicity, resistance to the fermentative
hydrolysis and maintains its prolonged action. On the other hand, a number of compounds of
this group have revealed their teratogenic, embriotoxity and other side effects .Believed that
substitution of the carbamate group (-NHCOOR) by lipophilic, hydrophobic, membranotropic
and immunotropic adamanatane pharmacophore will be eliminated these negative effects and
improve biological characteristics of the molecule. Thus, the research and synthesis of
adamantane containing new benzimidazoes is perspective and actual. For this purpose, we
synthesized the 2-(1-adamantyl)- benzimidazole’s derivatives and implemented some of the
new conversion.

As well known, peptides are biologically active substances which are presented in all
living cells of the organisms. They participate and control a lot of biochemical and
physiological processes. Over the last few years peptides, as therapeutical means, were
broadly produced. Preparations synthesized on the basis of peptides are widely used in
neurology, endocrynology and hematology. Although a lot of synthetic methods to obtain
peptides are known, using of multicomponent reactions is a more interesting approach. By us
were synthesized some adamantane fragment containing new dipeptides on the basis of
isocyanides via Ugi reaction where adamantine -1-carboxylic acid, different aryl- and
alkylamines, aldehydes and adamantane-2-on, ethyl-, adamantine- and benzene isocyanide ware
used as reacting components, accordingly were synthesized some new dipeptides.
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© § 3b6&H00bg39gdzomcdo

WCH BSBMSE GBS
H,N 0O

2 NH,

1.2 396%080@sBmols 655s®3gd0l g3dmygbgds dgogobsdo

096080 sBMmEo Fo6MHIMoYgbl gMm-9hm y39wsBg 3010300906090 BEHOWJEHY)-
Mol BoMTo300Ld O L¥IYEOE0bM Jodosdo, ML sdmE 36 sBMEGHTYI339o 39GIMME03-
MO0 63909300 9330093500 obLOIMPMYGOMO YMMHoEEgds doodaos. 096Bodo-
5DBMol 65{sMdgoolbmzol sdsbsliosmgdgwo s0dmhbEs FssEr0 dOMEMYOMHO SJBO0-
MOMIYO0, OOoL 2odma oo d3Bsby J9ddbowro 36935653 Jd0 BsOMME 04bs godmoygbg-
0990 3903306530, 393H9M0bsM05d0 s Lobswbm dgmEbgmdsdo, HMaMOE 9539dGHwIOO bo-
995000900 [15-19, 26, 27]. B0 dcaM0bos Bogmmgdo b3sBAME0EH0IMM0, 56mgdols Lfobs-
50d©ga™, B96y0300MM0, BE0T03OMdIMWOo, 6GH03gedobmmo s Lbgs sy@omOm-
09000.

096080 sBMEoL dBoMmM30L J99339e0 8496906030 BsgMJd0L Y3z9esbg 3603369-
@®356 Boghoml Fo6rdmobl N-6odmbowodgmowdgbbodosbmero, HmIgwog 303s-
dobo B120b Lsbgeomss 36mdogro.

O

HoN
Osx_NH,
HoN_© \j

HoN

HO
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ol §o6Hdmgdmegdol Lobmgbls s B0 BOMWMYOMMHO SgEOIOMdIOOL dglfogesls [15-
19, 26, 27].
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SN OT \O:N\ Nﬁ 564039 dobmm®o

39939bsbmero
HyCH,CH,CO N
\C[ \>_NHCOOCH§ 56039806 M®o
N
H
0dlodgbsbmwo
Bu N
\©: \>7NHCOOCH_3 36 03gdoborgmo
N
H
356096 yBMo
H3CH,CHLCS N 563 039wdobom®o
\li:l: \>— NHCOOCH,
N
H
3ed9bsbmEo
S N 563039 dobomvyMo
C[ \>— NHCOOCH;
N
3396096sb Mo
@)
O E\ j)\ 563039 dobomyMo
0
H H
F
Bd9gbsHMmEo

239BL53MMMGOOM T gR3gdGIO 369356053l 8093993690056 d96BoTosbmen-2-
39605353 900:  356Md9bIBMo, MmJuodgbIBMmwo (USA), s¢dgbsbmero (Smith Klein,
USA), 09996sBmo  (3909mduo), Bwd9bsBmeo  (Belgium), 196096@sHmeo
(Germany). 3500 35050 BoMT53MWMY0M0 JRIJAHVIOMDS 50bLBJOS JoMDSTGHMEO X Y1)-
gob (NHCOOR) 953w 9b0m. 030 Boghob 9603908 0dmaowwmmdsl, 396Md9b@mwo 3oq-
HoHBoLsdo 8EYMmIMIL S bawls MHgmdl 3M9356M5EHOL 3OHMEMbao®Mgdme dmddg-

Q©QOSL.  535300MMNMo@, 98 XAMBOL  36935M5GHJOL  50IMIBBEID  BHYMSGHMYIbIEO,
9906MH0MEMJB03MOH0 s b3S 2390om0 dm3wgbgdo [16] 396Md535G 0 XaRolL d933-
W00 WO3MBOWOHO, 300MOMBMINNOO S F9IdMIBMEBHOMIMWO 55FbEIBOL FGoMITo M-
R0Oom, dglsdergdqgero 0dbgds 90bodbmo MsMHymaomo M30l9d900L guodoboMgds
00MEMY0H0 M30Lgd9O0L go)dx MdIIDS.
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B90mm 5060860 sb  499mIEobsGY, sbowo  Lsd3MMbsgrm 3693560 GHJOol s
00MWMYPONMS© 5JBHO0M0 BsgHMgdol dogdol Jobbom, oblszMmEmgdom Ls0bEHIMILMS
33093900 5Q5356¢356d9933900 39600 sBMgdol Lobmgbols JodsGrnEgdoo.

06500569  @o@IMsGHMOMEo  dodmbogol  Logsbl FoMdmoabl 5356396~
3993390 396H080@IHBMEgdoL b5{o®mdgool domgdol dgmmEgdols s JodorMo mz0Lg-
0900 50(gMS BOMEMAO0WEO 5JEH0OMIOL 0bEHIM3MYEHSE00m.

1.3 5005356356890339¢0 8960805 BMEYdo s 5000
doegdol dgomEgdo

5005356@9b6ol  65{o0dgdol s ¥96B0FoEIBMEol 89933900 Boghmgdol domenm-
2309960 59GH0MOMOOL BoOOM 139JBHOOL g5dM 33193900 5 5396Es6d9833900 d9E6BoTo.-
Bmgdol J0FoMr0)gdom 5dGH0Ms© 8080bsMgMBIL. PJoLm30L 3bmdoos M-
60odg 9OM™Is, do JmEol, d0dmboEz300 LBEHIEGH09d0E, OMIJEoiE MIMswm© 9dwgbgds
096030 sDMol d0M™M3d0 56 339MOM X5F300 50s35bEBOL MOl Joghmgdom
30090990 b59Mmgd0L LobMGHBLY s Fo0 BOMEMYPOWEO 5dBH0OMDJIOL 330935-d0JOSL
[28].

500595639639933900  096%000sHBMOl Jowgds 30039  JIBBMM(309wGdIEO
0765 1969 §. Lobogols s MsbssgBM®mgdol dogH [29]. 58 M™MOLIMZ0L, dbMmEm© M53I-
6039 500535635639933900 bom s 993LF93Ms 3939OHME03W MO bsgMmo ogm 3bmdowo.
93GMM 900l dog® [29] oaqbowo 0dbs, HM B396B00IBMEGdOL BoMgdol JEsliogwemo
3900000 (5¢0xBSGHMOO 8553900l 3bgrgdom M-13960bE0530bmMsb, For0ETsog35L b
3mogBMBRMO 5358 0565MdOLSL) 50839BE96-1-35603MbTso35L 39w gdom gdz0dmermeo
56585OOMOOL  MOHDNM-53960096©05806m56 896B0TosBMol Fowgds Fgmdwrgdgo
50dmPbs.

2-(1-5005956&0)d9bb0dosbmol omgds dglisodrgdgero 4obs 5@dsbEo63950dMb-
0595358 Jwm9b30MOEOL s MOOM-8960wgbosdobols  MOHMoghmndgwogdom  sdU.
9009M0L 560930, GHM09m0Esdobol Msbsmdolsl, doMgdmwo N-(1-50356¢3)0350HdMbo)-
-33960¢0 96000580600 (1) 303e00Ds30000 30 0RMLGMOTH535L JoJMOL MBIMBOLLL Jarm-
H0RmOdol s6gdo (dgds 1). Lobmgbo®gdMo 3OHMmPNYIEHOL 2-(1-505356@0w)dg6bodo-
5DBMOb (2) 358mbogw0sbmdsd dgoa0bs5 96%.

NH,
0 Ce i)
cocl —» N\
TEA NH, @Nﬁ
H
1 2

Bgds 1.

2-(1-5005356@0)d9bbodosbdmol (2) Lobomgbo T39bygodgdol s 39HBdohgzsl
3096 23bbm®E0gwgdmwwo 0dbs 5@856¢3)9b-1-3563MbBTss35L BoGMowol L3oMEbLbsGIo
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39650 Jem®figoedsol 4539Mgd0m s 800MgdME0 5 85639635003MbTH535L 0dobm-
9009600L 30MHMJMmOHOEOL M0 §J3035¢9bEGHIOO HoMm©IbMdOL MOHMM-39bowgb-
05306056, 9OLMEMEWMOHO B30MOEHOL s®gdo (bdgds 2) [30]. Bogmmo 2 450mbogzw0s6Mdsad
995009065 72%:

NH,
ROH NH -HCI @NH \
CN——— - N
HCI ROH N
OR N
2

Lggds 2.

1976 §. 939b3903960L s 399HTohg3z5L JogH 45939969390 0dbs IOMTs [31], Losg
1-(096%080sBMEo-2)-3-dgmmdio 356MdMbo 5336360l  (3) Jowgds bmGmEogwgds
5Q59563560-1,3-0000d0bMgmMgMH0oL 030OMIWMOHOEMIB M-739bowgbosdobols MGmo-
96mddggdom (bdyds 3).

MeO

. NH2
_NH-HCl @ COOMe
NH N
NH- HCI A Z
/
N
OMe H

1ggBs 3. 3

69% 250mb3e05bMd0m  5@96E6-1,3-0096HB0dosHBMmEo (4) 0dbs FowgdIEo
©00306m9mgMHol 030OHMJwmOHO0EOL MO0 MmNJdggdom 5-xg6 dgEH0 Mobsgs®m—
0L M-13960¢ 96 0530bmMsb, bmwm 58 % 59z 0sbmdom 0dbs BomqdvEo boghomo 4
5Q05956396-1,3-0boGHMowmol 3bgwgdom Mm-3960wg60s806mb o0 dsgo35L bom-
dobsL (Lggds 4) [31]:

CN

CN

Bgds 4.
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B59M0ol 3 306 bLOE00m 0w gbE0sF0BMIb JoEomboGo KU-2 msbsmdolisls dogg-
0990 0465 5535656899339 080 sHBM-396%B0dosbmwo 5 (bdgds 5) [31]:

COOMe /\\\7
N
N 115°C

3 659®MoL 39 gd0m M-5306MmBRI6MW ™Mb Juowrmeol sMgdo 3s@Gombodo KU-2 osbs-
®d0LSL J0gdIE0 0465 59% 2593w 05bMBOm 1-(396HB00EIBMEO-2)-3-(096DMJbo-
DmoE-2)50535bEsbo (bdqds 6) (6):

wn TZ \Z

1gds 5.

Bgds 6.

3 BsgMH ol 8mddggdom I9gmO0WOMPOPMSL 539E0WJMOmOET0 O 35MORMOBoen-
930030 dogdgmo 0dbs  N-Bsbs33gdwo bsg®omgdo 7-9 (bdqds 7) [31].

COOMe COOMe
N N
7 _— 2
N N
H I
R
3 7-9

(7) R= CH; (8) R=CHsCO; (9) R= CH20H.
BggBs 7.
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BGH03060MBwo 5dGHoMO®dOL 3Jmbg bsgMmngdol 4sdmgergbols Jobboor 1974-75 {fengd-
do 25dmg399bs Mbytgwo dgaboggool [32, 33] IO™Igd0, 80dm3bowo FsMTsIMEMm-
309905 5JBHOMEM0 1-50535bFH 0w Bsbs3zwrgdmwo bogmmgdol Lobmgbolsdo. 3 Job-
Boo 350 Foge gobbm®E0gwgdmwo 0dbs ¥396H080@IBMEOL bofo®dgdol Lobmgbo dgmdg
900356 9Md5d0 Bobs(33e 900 5535BEH0EIOL 56 5535bEHMOsT0bMIE 30Ol KA Ma3g-
00m, BOsE XIO 30663M0L MgoJ3000 VJIMWMdID 0dobmgmgHl, bmerm d9dgy 30baol
3900000 [34] 5569096 0806 90gMHd0L 3mbIbLOEOL M-8960wgBE0530bgdME Jarm-
H0RmOdol sGgdo. J00gdwo bBsghmgdol 10 s 11 gsdmbsgerosbmdsd dgsyobs 50 s
60%, bmerm 12 BsgMH 0ol 259moger0sbmds d9sy9bws dbmeme 10% (Lggds 8).

NH
NH(CH,),CN np.HC! 2
C,H,OH NH(CH,), — NHR

- . OCH, — >
o) HCl 5
N
NH(CH2)24</
I
o) R
10, 11

10 (R=H), 11(R=CHs).

NH- HCI NH,
NH,, N
OCHs _— NHCOCH —</
NH 2
(0] N

12
1gds 8.

333™M9d0L [32, 33] dogé dgufogeroeo odbs 1-89000¢0-2-(1-55356¢3¢0¢)d96%0doo—
bmob (13) Lobmgbo, G™Igmos bmOdEogwgds N-(1-5005956@Mmow)-N-1-0g0m0-m-
3396096053060l 3030Bs300m 353d9-0L MBsMBOLLL BBMEMEHWEO JerMmOHMBRMOIOL
b B3o®GOL sMmgdo (Ldgds 9), Lsosbs3 Fogdmwo  bBsghmo 13 gsdmbogErosbmdsd
99500996L 35%.

N
) A
N
HN |
I CH,
CH

3
13
1ggds 9.
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1-( N-2,4-0060@H®™ 539602000300 5306)5005356¢s60l 53mligs@ ol daqmom, pH 8,5
©509853900m, 90°C-By, 136 Losndo dogdmw 0dbs 6-60FOMdIHY0TosbBME-2-3563Mb-
059539b-(1-5000956¢05300L)-1-mgboo (14) 3 % 353mbogerosbmdoom (bdqds 10).

O,N
N
NHCOCH,NH NO, —>
NH004<\
N

14
1ggds 10.

0300900 6596H™Mg00L 13 s 14 5JBHoMOM™dd0 dglfogwrowo 0dbs m03ol Lbgsaolibgs
306LoL 3odgdol JodsGor [32, 33].

333™M9d0lL  doge 1976 (gl  g99md399bgogmo  odbs dGMTs [35], GmIgeos
9003690Mm©s 2-(1-5009956¢) 0 90¢)d96B0dosbmeol (15) LobmgBL. oyo Jowgdmwo
0gbs 50535630 dTo63:1535L JErMmM9630MH0EOL MId0m  2-b0EMmMIB0W0bmMsb doGo-
©o0bols sm9d0 s FoYdIMWO 5sdbEHOWITsMT5535L-2-b0FHOMboool 30MHoMgdom
©5 9900033 (3bgegdom gmowgbyozmedo (bdgds 11). Lsdmermm bsg®molL 15 godmbog-
05b6mdsd 9go0bs 79%.

NH

NHCOCH %
CH,COCI @ Pd/C

NHCOCH N
CH,0H-CH,OH @i \
15

1977 §. 30agsbols s 056s93BH™M9d0l doge, [36] gobbmGEogwgdmwo odbs 2-(1-
5005056(30¢)096D0d0EsbMErol (2) dogds s  Bos@GoM®s dolo Bmyoghmo 5- s 5,6-
Bobs330 900 (omdmgdmeol 16-18  Lobmgbo. Mgodios Bos@s®gdmwo odbs gdzodm-
OO0 M965RIOMOI0M 5@5F9b3)96-1-35MDMBIz535L s MONMB9bowgb0sdobols MGmo-
9604390 900m, Forsero (16930L s GHgddges@ Mol 30Hmdgddo, 1-2N HCl-ob s iyerosbo
L30MEOL 5M9d0. 59 IgNMPOM 2-(1-5005356¢0)d96B0T0IBMEIOL (2) 453Loge0sbMdT
995003065 48%, 533MM 900l 09 50b0dbos, Gmd 1IN HCI -ob bsgzws 2N HCI -ob go-
9my9bgds 59306090l bogmmols 2 959mboger0sbmdsls 48%-0sb - 39 %-0g, bem 855350
2396989, 95d305 30Ol doe0sb VIO 25TMBO30sbMdOm (6,5%). m-89bowgb0sd0b-

Uggds 11.
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56 990056090000 MBMM 5399dg d6xd0L 0sd0bgdol godmygbgds, BGOOL dEBOToEIBM-
900L (16-18) 259mboge0sbmdsls 73%-0g (bdgds 12).

R NH,
I :[ R
R1 NH, N\
COOH — =
R1 N
H

2, 16-18
(2) R=R'=H; (16) R=Cl, R'=H; (17) R=CHs, R'=H. (18) R=R'=CHjs
Bgg0s 12.

N-(1-500585630¢3563Mbo)-m-13960¢ 6053060l MPgdom 50% gosbmendo, 3mb.
HCI -0l 05b5md0lsl, 5@dmbggher §6g3s%g 97% go8mbogerosbmdoom odbs dowmgdmwo
B59H®0 2, beagm 91 % 50mbsgerosbmdom 0dbs Jowgdeo bsgMmo 2 sdobmsboro by
5059563063500 Mb3s1035L  dmddggdom, 8 30500 {ibgzolsl, 107°C-By, 83% gomsbmerdo.
35OE™ 580bmsborool L3oOEbLBMTo 3bgrgdom, Tomswo 6330l 306HMdYdT0, B530L
2396989, bsgM0 2 56 doogds [36] (bdgds 13).

6¢3.
NHCO 4”06 HCI
©i 56 AdCOOH (8 j3o@o) ©1N\
C,H.OH
NH zs ”

2

1 2
Bggds 13.

1980 {9l 390003056MH0L @ Msbs533MMgdol doge 4sdmdz9ybadmwo ogbs 2-(1-so-
356¢)0)d96H080@sHBMmEol (2) Lobmgbo, GMmIgwog bmOE0IWwEIds 5@T6EB-1-356-
0mb355358 ©939MdMJLOE0MIBO0M (39O EbOL BoBMo@G0m 456D9390Mw ama0MTs)s35d0,
59mbodols 39Ol RsGHOL M9bsMmdOLOL), 0PIONO 5T6EHIBOL MoEoIswol 3oMos-
3060 9993560 39Bghmaozerdo [37], bemgom dolo N-89mowo®gdom ©gdwwwmdgb 1-
09000-2-(1-5005356(30¢)396%B0dosbml (13). LobmdgHBOMmYPdMEo BosghHmgdol domem-
2309960 5JEH0OHM™dOL dgifogerol oBbom Bo@sMgdmo 0dbs 300900 Jsmdol §ddMOMbgd-
9. 399m3wgboo 0gbs oo o®oo s6EH0306Hmeo Sg@orO™ds [37]:
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(2) R= H; (13) R= CHs

1980 §. Lobogobs o 39bs53¢HMMm9d0lL dog® [38] 259md3996gdemo 0gbs dO@Bs, G-
o3 99036905 5(6)-(1-50058563H0¢)096%B0dosbmeols (19) LobmgbBl, HMIgwog bmd-
(3090905 096H080EIBMEDBY 399U OLOWSHBOL FmJdggdom s Homdmddbo-
o N-&6039000ebow0wdgbb0dosHmmol Jermowsdsbdsbom sewzowmomgdom, AlCls-
ol 565mMdOLLL, JurMOMBMOHIOL sMgdo, 0°C-by. 49% 59mbo3w0sbMdom bgds bsghmo
19 domgds (bdqds 14).

ok SI]ZNH@i %
©i AICl,, CHCI,

Sl(CH
19
lggds 14.

2-(1-50058560¢)d96%0dosbmo (2) 45% 259mbo3ze0sbmdom domgdrie odbs 1984F).
33530L5 5 MBs93BHMM GO0l Fogh [39]. 896B00IBMEN-2-bExzMIz5350 SHME309-
9096 LMERMKAMROL 5QsFBEGH0WOL M5E035e0m BBI33WGdSL. Mgod3ool 5@90gd9b
Pyaosbo 539@3™boGHM0wol blbsdo. 505356EH0@WOL H5035¢L 00gdIb 50 535bE96-1-356)-
0mb35535L 96930000 ©935MOMJLOWOMHJOOL ABom, 5dMmboMTol 3gMLMERsGOM, 396 3H-
ol BoGMo@ob §yseblbs®do (ggds 15).

Ag .
S,042"+ 2AdCOOH—> 2Ad +2CO,+ 2HSO,

@\HOH_,

1985 fgals, gmbloggliolis s msbssg@mMgdols doge [40] dowgdwe 0gbs N-(1-5005356-
Gow)d96D080sHBMo (20) 1-06:F5@5356E60L s d96H0F0EIBMEOL (1 : 2) 3bgrgdom
190°C-%g. bsgmmo 20 258mlog0sbmdsd dgoobs 69 % (Ldgds 16). Tgufogwrowo odbs
30090990 BsgMm0 20 56EH0306HMlMo 5dGHoWOM™MdS.

Bgds 15.
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20
bgqds 16.

1986 §9gob, 3membgargdols doge [41] 350md39969d9o 0dbs IOMTs, MmIgerois gbgds
5Q5356sbol 9993390 B96H00IBMEgdolL 15, 21-24 LobmgBL, G™Igeoi bmGEogw-
@905 3-R-5@0056¢)-1-0¢0d05(83535 @5 4-R1-1,2-005806md96%m@ol  9d300memecmo 0rsbs-
RBOOOMI0® 3bgwgdom 1-2 Losmol 4sbdsgarmdsdo 180°C. dowgdmwo d96%Bodosbm-
@qdobL 15, 21-24 250mbo3e056mdsd dgoa0bs 32-42% (bdqds 17).

0]

1 OH
“Nr—NH, N

15, 21-24
(15) R=R'=H; (21) R=H, R'=CL; (22) R=H, R'=Br ; (23) R=H, R'=CH; ; (24) R=OH, R!=H.
bggds 17.

6590l 15 s 3MM30wgbol #s6g0L L3oMEHbLBIOOL by gdoLsl FgErMMmdow $33v)-
sdo (60°C), 303900060l MsbsmdoLLL, Jogdmo 0dbs N-se30oMgdol 36OH:Mm©wYJEo
25, 67 % 3530530 056Mdom, bmrm 15 bsgMmnbg Igomowlivyegmdwm®ool dmddgwpgdom
SOLMEMEHOHO 30600060l s®gdo Jowgdre odbs Boghmo 26, 85 % 258mbog0sbmdom
(bggBs 18). Igbfogeroos Jo®gdIEo BogHmgdoL s6EH0dIBHIMOE0 SgE0MOHMds [41].

¥ A

N CH CHOHCH,
@[ )
—_—
N N
CH,SO,ClI N
N

SO CH,

15 25, 26

28



1ggds 18.

I- @5 2-5806M55356(396900L JarmEs393 0w dwmMmOEOm SE30W0MmIdME0  3OHMOYY]-
Aob 00 1-5¢030-2-5d06Mdg6D0T0sDMW™b 5:39EH™boL sG9d0, dogdmwro 0gbs

1-5¢ 30¢0-2-0306M0 96030 sbMEo-3-d0568:45358-N-5005356 G0 sdogdo 27-31, 71-89 %
295953 056mdom (Lggds 19). BoMgdMEo bsgMgd0LM30L sdsbslosMGdJE0 50dmBbE
3LOJMIsLEG0MYWoMgdgEo  8mddggdol Mbsto, o3 Fo8MObEJdS BODOIMMO SJEHOv)-
H™dOL @S B3MBEH6MO FoFMIM39090 5dGH0IOMIOL oBOMETo [42].

CH CONHR,

N
@i \>—NH CICH,CONHR, ©i %NH HCI
T CH,COCH,

R
27-31
(27) R= CHs, R'=1-Ad; (28) R= C2Hs, R'=1-Ad; (29) R= C«Ho, R'=1-Ad; (30) R= CHs.
R!=2-Ad; (31) R= C2Hs, R'=2-Ad.
bggds 19.

333™M 900l [43-46] dog dqlogerowo odbs 2-500bm-1-R-396%0dosbmerols s d6™a-
09000553560 3gEH™boL  MBM0gMHJdggds 539G ™MbOL sM9gdo, MmmMIbol &9d3gesdwy-
65bg. 9543008 999 B 115305ME FoIE0 58MLZW056MdO” (94-97%) 5 5T5b-
GowdgbB0doIBMEgdol 32-35 Jowgds (bdgds 20).

CH CO@
@COCH Br
\>7NH \>—NH Br

32-35
(32) R=CHs; (33)R=CH2CH:2NCsHio; (34) R=C2H4NC:sHs0; (35) R=CH2CH2N(C2Hs)2
Lgds 20.

BogMmgdl 32-35 sbslosMgdm  BLOJMASLEHO0TMNWOMIOIE0,  BFGH035EOWI3BH03MM0,
05M00GHMM53HJO0L ImJdggdol godabsba®de039d0gero s 03boEgBHOL sdmMYMblgwo
9 gd9ggds [46].

333H™M 900U [47] doge 9909995390900 0gbs 19 bsgM ol Bomgdol 89990 dgommo: 4-
(1-5005356¢30e)-1,2-000580b6mdgbMmmol 030OHMJwmOH0Ool s F05b6F3900:55358 bo0rg-
30U 3bggdoo 95-105° C 7 Losomols gobdsgermdsdo ©gdwemdgb 5(6) - (1-505956¢)0w)d9b-
080 5HMEL (19) 98% godmlisgerosbmdom (bdgds 21):
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NHz -2 Hcl
2

HCOOH
@—@’NH N\>
95-105°C
N
H

19
Lggds 21.
333™M 900l [48] dogM LobMgHOMGOME0s BY6D0T0PIBMEOL sHsEO FoMTmgdmwgdo

99900920 DM500 BMOHINOom:

R3 R1
N R2
R4 4
N
H
R5

36-50

bssg: (36) R'=OH, R*= H, R’=1-Ad, R*= OH; (37) R'= O-CH,-CsHs, R>=H, R*=1-Ad, R*=O-
CH,-C¢Hs, R>=H; (38) R'=H, R’= OH, R’=1-Ad, R*= OH, R’=H; (39) R'=H, R*= OCH;, R*=1-
Ad, R*=0OCH;, R=H; (40) R'=H, R’= O-CH,-C¢Hs, R’=1-Ad, R'= O-CH;, R’=H; (41) R'=H,
R’= OH, R*=1-Ad, R*=0OCH;, R’=H; (42) R'=H, R’= O-CH;, R*=1-Ad, R*= O-CH,-C¢Hs, R’=H;
(43) R'=H, R’= O-CH;, R’=1-Ad, R*= OH, R’=H; (44) R'=H, R’= O-CH,-C¢Hs, R’= O-CH,-
Ce¢Hs, R*=1-Ad, R’=H; (45) R'=H, R’= OH, R’=OH, R'=1-Ad, R’=H; (46) R'=H, R’= O-CH,-
CeHs, R*=1-Ad, R*=0-CH,-C4Hs, R’= O-CH;; (47) R'=H, R*= O-CH,-CsHs, R*=1-Ad,

R*= 0-CH,-CsHs, R°=H; (48) R'=H, R’= OCOCH3, R’=1-Ad, R*= OCOCH; R’=H; (49) R'=H,
R’= OH, R’=1-Ad, R*=0OH, R’=0-CH3; (50) R'=H, R>= OCOCH3, R’=1-Ad, R*=OH. R’=H;

©59(%30(3909905, H®MI 096D0ToEsBMEOlL bsfoedgdl 36-50 55660500 IgoE0bsdo s
3939606560530 sbmngdomo 96 03bmowgmyomwo dmddggdol 8odsMm 356020 9BIJGHO.
3Mb3dgAH03sd0 30, 39bLO3MMEMGOOm Lbgmeol 96 ™ol 30g09bsdo dsmo godmygbgds s3ds-
™ 396L3974G0MEo S0ImBbs [48].

333™M 900 [49] 3096 LobmgHBoMGdIMWo 0dbs sboeo 2-5¢30e S 2-5G0- 5(6)-(1 —
50059563 0)d96D080sHBMoL [o®mdmgdmgdo (ggds 22).

NH,
«2HCI
RCOOH
NH, : N
S—r

N
H

19,51-54
(19)R = H; (51) R = Me; (52) R = CsHy; (53) R = Ph; (54) R = CH:Ph
Bgg0s 22.
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d9LHogeoo 0dbs Bmyogmmo LobmgboMmgdo bsgMmgool (19, 54) N-sen3z0oM]-
00LS s N-530e0Mgd0L M9od30900 B9EB0F0PIBMEOL doMM3zdo. Mgodzool F9gys©
300909905 N-5005356¢¢0¢0 (o®BMmgdeo 55 s N-530 {o0dmgdmwgdo 56-58 (bdqgds 23).

M—r
> S

L
19, 54 55- 58
(19) R=H; (54) R = CH,Ph; (55) R = H, R' = 1-adamantyl; (56) R = H, R'= COPh;
(57) R = CH,Ph, R'= COPh; (58) R = CH,Ph, R' = COCH,Ph.
ggds 23.

5(6)-(1-50053553H0)096%030 Dm0l Fomdmgdmegdol domemaow®mds GHILbGHOM-
050 mB396s, MM HBMY0gMH 0 506l sbolismMgAL 563039 dobmMmo s BEGH0303OMdMO
59B0OHMdgo0 [28, 50-52]

1998 9ol 259md3996999an 3539bGHdo [53] Ho®Bmoagboos 5s856¢3s6d90339w0
0960000 5HDMgd0 59, HMIgdLSE SHoLOsMGdIM LoALOZBOL LsfobsswBIY™ 5dEHOWOMBS:

R2 R3

R1 R4

X
59
X-096080@sBmero; R'=H, Hal, sem3owo; R%= OH, 5¢30e0; 530000, 5306m350:0mbo-
wo; R3=H, OH, s¢n30wo; Ri=H, sen3owo, Hal, sgozmdio.
33GMO®s [54] d0g6 Bo@o®gdmewo 0dbs 096D030sbdmmol sen30w0Mgds  1-5¢05056-
GoWwdOHMIT)0w39GMbom, 2459MmymR00o 0465 5 300Mmgdol 3O MmEwddo 60 (dgds 24),
5039600 0465 Bg5d300L Bo@BMgdol Mm3EH0ToMHo 3060HMdJOO:

N

WS
@_( @(T

N CH,Br CH

7 2> 2

(0 o

60

Ugds 24.

333H™M 900l 8096 [55] 99035390990 0465 sboeno 3Hgd0 LESdOMMO 393 9OHMIOMIs-
&0 bsgMmgdol Jobomgds, 350 J0gMH 306039 1,3-0-1-50s35bEGH0wdEB0oToEsBM-
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0b-2-0cr09bo (61) o0gdmwo 0dbs s539EMbo@Mowol Mmgmdmwo gwodobo®gdom 1,3-
©0-1-5005356@0-2-3056Mm8g00-2H-396%000 5B MEoLYsb 353mddo b mEYy. 4sdblibg-
gddo.

61
-0JwmMd96bmwols  blbsedo 096H0d0IBMEIOL  5356EH00Mgd0m Foowgds
1-(1-5005856¢30¢)396%0dosBmo (20) s 1,3-005@535630wdgbb0dosbmmwdMOHmdoo
(62). 950 Boge obbMM 309w gdo 0dbs Mgogaos 09bB0ToEsBMEIOLy s 1-d0MHMT>s-
856¢356L dccol 110-180 °C bbgo@slibgs ®g5496¢900L go8mygbgdoo [55].

20 62

933™6 900U [56] d0gM 50dmPbowwo 0465 556Gl X amzol 9033390 boghHmg-
00L  25dmygbgds Lbgoolibgs 30dmb gs8mdf3930 MxM9Id0L Fobsomdway. dbgoglo 9i39d-
A0 399M53w0bs 5@FbEBOL bogMmgdds, 359 2-[3-(1-505356¢30¢0)-4-0g0mglongboen]-5-
3900mJLoE-096%0dosbmds (63), H™Igmoi 9godwgds gsdmygbgdmmo odbsls bydzo-
@@bbML ygarols 30dmL Lsd3OHbs M 96 ol 6306 SBsEFOWGdWS.

N COOH
MeO /
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090LsmM30l, O™ 8994dbso sboero 03MbmEGHOM3MEo L3 gdgd0  53BMEOGOOL [57]
3096 LobMIHOMYOMWOo 065  3-(1-55356EH035MdMbOETGNOW)-2-5806M-1-5¢0 30 db-
080 sHMEoL dHMI0EYdO.

64-69
(64) R=CHs; (65) R= C2Hs; (66) R=CsHy; (67) R= i-CsHy; (68) R= CsHs; (69) R=CH:CsHs.

68 5 69 b5gMHMIOL 543L b0 oBIOPMD 0dMbYGO LobBHgIob BMbJs0MMo SdEov)-
OMds O BEG0IMEW0MJOS Fogfomb T s B ¢rodnmodgol.

390)90MOMT5GH M 3500g6gdL JmMol 3bmdow bogmmgdl FoMdmoaqbab 096%0do-
5BMob Fo6HImgdmwado [58]. 93BMOMS JoM0mMsEo d0HBsbo 0ym LGIMoWwo X3ROl
39933390 bsgM9d0L 53538060905 396D0T0IBMEOL BOMMZMD. 53 FbGHOZ gobbMO309-
900 0gdbs ¥96H0F0EIBMEOL 50s35bEH0Ww0Mmgds 1-d0MT5sdobEB0m bo@Mowmadol
53935GHOL M3b5mdOLLL, Fowgdmo bsghmo 62 oym Lrms JoMoero, 33 % 2odmlogEros-
Bmdom. Mm-odwm®md)bbMEol s®mgdo  35e0mdol 35MBMBsEHOL MBsMdOLOL 1-(1-505356-
Gow)d96H0dosHmeo (20) 0dbs dowgdmwo 54 % 459mbsgerosbmdom, bmerm d9dyma
339%9Mb0bs30om 1-30)35q5356@ 560 950Mmygbgd000 M-0dwm®mdIEHBMEOL sGgdo Fows-
@0 25dmbsge0sbmdom (90 %) dstowo 62 0dbs domgdEo. HmyMe 3 3bmdowos, dwog-
60 931d9900L MbLFOGO0m Bx6H0F0IBME0dol JoM0gdo F00Mgds. LIdME MM,
43959 29dx MmdgLYdYO FJPMPO OPII6EH0WOL oMol 62 LobmgBo oym, M-
3903 296bm®mE0gwgdmwo 0dbs 396H0d0IBMEOl 3353 gMbobsgoom  1-dGIMTq505b-
39600 M-©0dum®mdI6BMEOl 560980 356 3E0Ydob 30MOEOL MsbEIMgdom (72%).
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333™M 900U [58] doge Fgbfogarowo 0dbs  2-Bsrbo3gwrgdgwo 896%0dosbmeomdols
35000l 62 ©g3OHMEMboMgds Mfywm S39BH™boGMowdo. Mgsdzos bs@®omdol 3oco-
0oL 56O JP0m 5:39GHMboGHM0To 0dwg3s 390096930l JogMmgdsls C-H d35L0sb, dg-
Lods30LO, 2-305bMIgmo-2H-5Bm@wobgdo 70 doowgds.

396d9bgdol doghmgds C-H 33sbmsb 539¢™bo@®mowdo 51939 sbm®E0gwgdl gdcm-
GMboMgool LG Mo Fgi39MHbgdsl 1,3-(1-50s356E0w)d9bb0d0sHBMmEomdols dsModo
62, ®mdgerdoi C:H 3dmwo 93056060000 5005856@ 0ol 53659d96300m. Gmymi Bgdmom
50060365, 70 BsgHols  LBgHommo Jgx9mbgds byl Hgmdl BsgHmols LEsdowrOmdsL
5 09594305 56 doob 100° C g3g8mo dgs®o 3sBol Iamdsmgmdsdo. mmdas, 70 BogdHmols
23953b9wgdom 180° C-0g bgds s39¢™bo@GMowol a-9wo0dobo®mgds 99gao LEsdo-
@O0 35603960 61 dooMgds. oo 3bgEgds SOMIsder gsdblbgwrgddo (396BMmEo s GHMm-
@ME0) 000935 SBsermyom® 890990L, MdEs, YROM 9GO0 OMS LYFOMM 53 3OME]-
Lol Fo®mBoOM30BmM30L. 593565, 306039oE LEBIVOWMHO FoMmdmdoygbgwro d96%0do-
5DBMOob 350Hd96xd0L LyMosdo 0gm MBIOHM FoVIW WM FYsmo Boghmgdo, HMIg-
M5 390530M0LEHdMGdS TglodEgdgo 0gm BHMEWIME0ED s 0BsbgdMEs MmmMsbols gd3g-
5GMOMH5BY 5MMbol J39d 80608mad 9J3lo ™30L gobdogwrmdsdo. dso dgolfogurgls bogMmo
61 ©95J30900 3MR0MHEMIB, 35MdIHIO0 G000 gdgb do¢r0b LGRS (M58Ybodg §rmdo)

5 300qds mombgdo 71.
N
s
N

71
333™M9d0L [59] dogh TgLfogerowo s sgbowo odbs 2-Rsbszwrgdmwo 1g-
60d96H080@IBMEolL 0630d0FMOMWO  ™30198900. BIMTIIMEOMYOMMO  SJFHOMOMDS
©59m 300090990 50IMBbs 39600 dIHED0d0EIBMEOL  dolvdowol hmbRbbY s ™m3-
&030D06g39o 0gbs o3mzow Mo 3gMTobser Mo xaRIOOL sOLYGdMd0m 72 BogMH ol
Loboom. 58 659MHMOL Bo®mM B3gJBHM0 3906530MHMdYIL o0 3mEgb3E0e LsdFMMbswM 939
AGMYOMBISL bb3slb3S BLobols SLMTME 3500MEMA090DY.
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2001 ol doero@ols o mobs93GH™MMgd0l dogh 2sbbm®Eogwgdmwo odbs N-(1-
5Q535630¢35MdMbO)-M-13960¢9b05d0bol S 3-FBMEMMELYIERMbOl G553 (Ambm-
30006530l b Imbm30MmHEHOL s 3-GHMEMMmEbEamboll Jem®ool) MOhmoghomddg-
905 396BMEol s6Mgdo 120°C H9d396MsG«6s3®g (369w gd0m 48 Lssmol 456053¢Md5d0.
3000905 N-@mbogn-2-(1-500585630¢)096%030@sHBME0, H™MIwol ©sd)dsgzgdom 10% bod-
6090l 30OMJLOEO” VYOMWMdID 46,2% 258mMbO3w056MBO” 2-(1-505356¢0w)-d9bBo-
90 sBmmb (bdqgds 25). [60].

> ' ||—o
Y/ 7 CHyCeH,SOC =/ P
NH2 481 120°C | I \7 o
N 7 LT
l 10% NaOH

V' //\)

Uggds 25.

33¢™M9d0L 8096 [61] gobbME 309w gdwo 0dbs 4-(1-5058563¢0e)-1,2-05d0bMd9b-
bmob 3bgwgds 1:5 o 1:10 39bsx3sOMd0m 3560dMBT53900b, Bomgdmwo odbs 5(6)-
(1-5005356¢)0)d96B0d0@sBMmEgdo 73-76 (dgds 26). LobmgHBOoMYOMEo d96BoTosbm-
gdo dguHogwowo odbs d0mE0MO, sbGH039edobmy®, Lodlbogbol Lsfobsswdwgym s
bbgs 99@0MH™dgdbY.

N
% ona
NH,  RCOOH N\ .
N
H

73-76

(73) R= 1-Ad; (74)R = 0-CsHiCl; (75)R = p-CsHiCl; (76) R = CH:Oph
Bgg0s 26.

096090 5DM 3500853 GO0 BIOMME 50M0Ygbg005b BMbQ0E0MEO s sBE03g-
3066 369350539000 O 259M0MBY3056 FoPE0 BIMTIMEL MR 5dEHO0OHMDJOOM.
59490056 259m80bs6g, 533MMGOOL [61] FogH LObMYHBOMYOMEO 0dbs HOEPO 5ETIbEHOW-
3993390 096030 sBMIsMmdToEH0 77 (bggds 27).
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NH

2
m M
CICOOMe _

CaNCN » N= C—NHCOOMe
pH 12, 35-40 °C pH 3, 95-100 °C

_

N
S—NHCOOMe
N
H
7

Uggds 27. 7

5(6)-(1-50053560¢0)-2-390mdL035MdMboEsd0bmd6B0dosBmewo (77) odbs Lobmg-
0690990 2 LoxgabMosbo bom. 1 LogghmMo 5oL 3se30mdol 305bsdool O mo-
960 Jd99d5 990000l JumOMmam®dosGmsb, 35-40°C s pH=12; 2 Lsggbmeo s6ol N-
3056Mm3900 3560058530l OHM0gMHMJIgqds 4-(1-50535b6E0w)-1,2-0058060Mmdg6bbMwmsb
90-100°C s pH 3-%g, Losg 36:m©d¢o 77 8009dwo 0dbs 49 % gsdmlisgarosbmdoom .
9900 ™d dqLFogzerow 0dbs 5(6)-(1-505356FH0¢)d096D0d0sbmerol (19) [61] Bo@®omgds
NO,
- N
| N
N
N HNO /H SO H
| \> 372774

N 30-35°C
H

78

N
. B

19 O,N

Tz

79

1)H,, Ni
2) HCl

N 10% NaOH

| \> - | \> * 2HCI
N
H

80

1ggBs 28.
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35603069090 bsM9300m, ©IER0bEs, OHMI  5TB6GHIBOL  M5035eol  yogwgbom,
096000 sHBMol doMM30L 4 s 6 EYMIsMgMdSd0, 0BOPIdS JgdBHO™bYwo Lod-
336039, ®ol 259m3 bgds mGo 0bmIgHol batgzols 78, 79 Fo6rdmddbs (bdqgds 28).

BoGo®m90w0 0465 800900 boG®Hm 3GMm©dEolL 79 50ygbs Imemg32m®o [yswr-
0500m, M96gL 60390l 35@IWOBIGMMOL MBsMBOLLL. [oMmdmddboen 5dobl 0bsboggb
35000l Lsbom. mdg 8 yMIsMgmdsdo Bsgmmo 80 gsdmymas bmeMogwgds 10% NaOH
0 950blbstrom ©sddsgzgdoom (bdqgds 28).
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2950mbsGMEo  d0MEMY0YM5© SJBHO0M0 39330 J00L LobmgHOl BodsONMEgdO.

©IoLIMN3Z0L 3933000, OMYMOF 19M3393B)YI0 bITMOEGdJOO BIOMME 0fsITm-
00056 1593 MOBsFoTeM 369356153 gd0l 0bEMBEHO05T0. Fom dsBsBY LobmgHBOMGOMEO
Boghmgdo BsOMME 259m0Yg690056 byM3zmEmy0580, 9bMIIMOBMmMyosls s 39Tsdm-
@ 05do [20]. @Egobsmzol 890306530 BsMmME 59mygbgdmmo HBmy0gHmo 393300
5 dobo 8mddggdol 9539dGHOMdS DMAO0IOMO 5350 000l Jodsdrm  bsB396900s J39-
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3563530580 BoMnME 353myxbgdIo BMY0IMHmO 3g3H0P-3Mg35MdE0

369356530 Q055350090

sdo¢robo Q050930

35 30GH™bobo 30396039009, I3l 59350090980l LI3MObswrm

303 ML3mO0bo 0899603 930L Sb5850WJIS©

©9LAM3MHgLobo Q050930

930m90m0bo 5693095, 300M, LG0T 0MgdOL Lolbeol fomgwo wWxmg-
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9056960 L93EGH0 69305300 SONMO0E0, BLMOO0SHO

23WY358mbo JOmbozmwo 30390 039d0s
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Loen 3o mbobo 3039635030900
35Bm3Mmglobo Q050930

m39bsL369 fagddo OO  YMesEEgds  ©gIMm  5s3sbE96d9d3309w0
39330700l LObMYHIOL s Fo0 BOMEMYPOMEMO 5dE0IOMDJdOL  Tgufogesls. 306509,
OHmamO3 HBgdmm 0gbs 50bodbmwo, 5856360l Fo6rdmgd e gdo Bsmo BoMTs3MEMYO0-
MO0 030090900L 200m gBo® Bsob@HgMglmbo gobbgb LsdgwoEobm Jodoobmgzol [1-14].
500595639639833900  659MHMJO0B IoLsM3zoL L3Tom© 3bMmdo Lsd3MEbscrm
3M9350M5GL HoMIMoa bl mO™IsbEsobo (1), dmIgeog ViruMerz®-ob bobgeimogdom
5oL 3bmdowo [3, 62, 63]. 0go 3bMdOWO0s, OHMYMEF sbGH0300MBMwo M30Lgdol IJmbg
9%393GMO0  3093565¢0 39039L0L  fobssmdgy. MMMIBEI0bo  MRGgol d9ddMIBOL
©993060Bg bl 3060LoL 0630006MgdsL @S byl MIwols Tol 493039 gdsl b
9900935b XMool 390366500 [64, 65].
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1963 5. 53»™6Mgdol dogh 2sbbm®mE0gwgdwo 0dbs 3060390 Momdol 3030y w03930M0
539630 BHMEdBSToEoL (2) dmeErg3mesdo 3GHOWOL (o035l Bsbs33wgds Ss-
356560l doMmz0m, Bogdme 0dbs bsgdmo 3 [66], GMIGBY5 3oBbMOE0gEgdds
331939005 3060mMbgdbg s dopegdbg «hggbs 15,5 %96 IgBHo 53BH0MOMds s bs3egds©
&40 39M0 439MHOMO 989G JO0, 30O BHMEDMEHST0Is (2).
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N H
>_N‘9 \9
O B CH3 O 5 CH3
O O
2 3

1991 §gaob 533HMMmGdTs 2965bMmM309wgl 96E03060HLo, 39M3gLol Lofobsswa-
™ 309350530 ,,356303M306M0L” (5) 50s36EMOEW MYV s golfogergl JowgdEo
Boghmol (6) 30MEWMA0MMHO  5JBHOWOMIYOO. 508MmAbES, OMI  5TBEHMOOM I
65960080 6 450D5Ms BogMHPOL O3MBOWYMHMDS S SBE030MHLO sdBH0MOMdSE [67].
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1993 ol 533H™GdoL [68] dogh LobmgboMgdmwo odbs 5856360l doHmM30L
99933900 393H0©Jo0 4a s 4b, HmIgrog dgbfogerowwo 0gbs Bbgsalbgs 30MHMLmo
05350090900L J0To6M10. BogMH™O 4a 5@ 535639b0L RBMYTIBEHO MMM 353800 9OW0S
D-Gly 6530056, bmewrm 4b boghmdo 50sdsb@b0l gMmsadgbGHo ©s35300M9dMwo0s L-Gly
659m56; 5000Mhbs, MHMI  Lbbgoolbgs aM0o30L 30MHwLol  fobsswdwgy bosg@mds 4a
505639060l Abgoglbo  5JBOMOMdIOO @odmagerobs, bmwm bsghmds 4b 8-xgM wBGOM
05050 9839JGHMOMDS 350530 0bs 300069 5356E 906>,
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933™M 900l dogH 2004 ol 3sbbmME30gwgdmo 0dbs 5@s3sbE Mo o®mqdmEo ©o-
39300l 7 (AdDP) Lobmgbo @s dgLfsgarowo odbs omgdrmwo Boghmol domemaom®o
59BH0MOMBdS. 50IMBBs, MHMI BMY0gMHmTs 58 bogMHmOL b5EMmAds 258Magw0bs Loob@g-
ML 53BOMOMIGIO M0y 06539930930l JodoOm, Js Fm@ol doLoL (HIV) s Haemophilus
influenzae 3005 [69-71].
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9m{amdl, Egolm30L BoMTo305d0 259mygbadreo 5396363983390 0 3M193565- Egdols
OO  Mmobz0. 9d9sb  4sdmBobstg, Tgboghms  49M339Mwds  XJMYBIOTS  o-
©5%Y393H0wgds 8000gl 8mgbobsm bgoMH™m3q3E0©gdol IMPOR0E0MIds $80bMoEsdsb-
Gobob BGsd96EHOL 953mygbgdom. 53 IbMH0gZ, Fo5m™M30L LyobEIOILM 50IMBbs bgoMH™m3g3-
30900l 3mMIMbdOL gPm-ghmo [omdmdsygbeol Jmwgsobdm3obobgdols (CCK) sqo-
356G mowomgds.

Jme93obEG™306060 — (LOb.: 3563609MB0T0b0) 5©0560LS s FbMmzgwms 3MHIMbos,
Hmdgrois §oMdmoaqbl Lbgsslbgs 30m3gLgdol 8g0s@EHMmML. dobo mxsbol 3m®mmbgdl
59300 29bLsBPZOWO GomgbMdOL sd0bmdss3900, dog CCK58, CCK33, CCK22 s CCKS.
obobo 03w gd056 BOBOMWMYOMMHO 5JBHJOOL MJYMIGMEOIOI®, MMIgdoE dmbsfo-
@b @RV 3793-bofjewszol HMogHoL LIOIHMONWO ©d BrGMO o BrYbggo-
900 399MmM5ME MgYEs305d0. Jmnwgisobdmzobobo 9ol 9. §. 9b@gOwmwo LobEgdol
090500996 mdsdo s bbgs 3m®mdmbgools dbgoglo dmbsffogmdl LsFdwol dmbgergdols
36MHmE9Lgddo. sLg3g s©0dmPgbowo 0dbs, Hmd CCK 69393@™mGm9d0 330630 Bsbrommeado
56056 3gblogMHOILMSD, 9IM(3098056, Fodols S 3500MPgbg B FoDBMRMIB0JOMH6, sd0-
™53 0bobo BsMT5:3933) M0 Jodool gH0-gmH o LsdoBbgl HoemdMYgbgb.

00MEMY0IMH0 5JBHOMMMIOL dglfogerol dobBbom sbbmM0gmgdmo odbs CCK8
5Q5356GHM0E0Mgds s dglfogeowo 0dbs Bomadmwo bsghmolb 8 dmddgwgdol 9139d@Hvy-
HMds bLb3ssolbgs g3ogd@mMgdols I03smo (396G Bymzme Lol gdsdo. s0dmbbos, MHmA
CCK-8 Boc 593530 %3980l 5s356¢momom Bsbsgargdols 99dmbggzsdo doowgds CCK-8 -
ol  dugogbo  3g3@oo 8, MmmIgwos HoMmImoygbl  3g3Goo  CCK-8  sbsgmmals
23970x MdgLgdMo  9x39dE9d0m, 0(393L6 FYbGHMIWNG bgMzmer LoliBgdsdo 3sbozmeo
3999300 dem3060905L [72], oL godma 00 asbs bgo®mdodool bLodobby.
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Jme930LEGM™306060L gMm-9MHm0 3MmOIMBOL 5©s36EMOWomgd0m Bsghmo 8-ol sbs-
WMA0OH5©  J00gdIo 0dbs Boghmo 9, HmIgwog g3y, ™30L90g00m CCK-8 bBsgMH ol
Al ogL0s, o3 MIx™MdGBIds Fobo  sbGEOYMBOLEHMMO  JIgOMMBIM0SBMBS. 5Tl sb
905, 356 259ms30bs 990300900 BIMTI6EGH™MWO ©IRMIE00L MbsMo, goBOM©O-
@0 O3MBOEIOHMBS O d0MIgR{a390M™ds [73].

65960 8 s 9 —ob b5 MA0MGms© Jorgdo odbs bsgMmo 10, HmAgaroi 939JGMM0
50dmBbs CCKs M9393¢MOMwo 3530069008  dobosliosmgdegdol  ©sygbolbmazol,
H™Igbsg sbmM 3099396 60856 gdo MoEOMsdE0IMHO 0BMEM30L dgmmpom [74].

d9LH 5300 065 bsgMmo 11-0l gEsdmeoHol 3OM39L9d0 30OHMsy390d0 [75], dsw-
9030 5 530560L ¥30dEols F03MMLMIgdTdo. s0dmbgbowo s WsEgbowo 0dbs, ™A
5053563 M00Mgd 393GH0©I0 5©53sbEHIBOL Fglsdgmmo C-H 339d0 49603056 30-
OH0JLooMGISL, BoE b V35600 LyAOBDY doMmPIYMssE30L3D. bogdmo 11 sbgzg
505053690L 99L5608653 Lo gdBomB™mdsl CCKs H9393GHMM9d0L JodsMI0.

65960 12 508mPbos CCKe G19393@™MMgdol  56GsgmbolEo [76], boem bsghmds 13,
6Hmdgardog Boc 3365389630 Bobo3300900s 50053563960l dommzom whg9bs CCKe ooo
abyogLgds [77].
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960my96996  BHG000939393GH0©L  FoMImoygbl bgodm@Egbbobo, ®mdgwog 393do-
QOO dOMOJYISGHMO0, Aob Q55BB0S H0Q0 doMEMYOMMO M301939d0, 39Hdm, 0f393L
Lbbgmarol 393396o@wImol ©od390mgdsl, GG Moo 6930l 330w gdsl s FoMdmo-
396L 6goOHMBMEMEsEHMOL 56 bgoO™mEHE®BLA0EIOLIE 39bGHMIMH byM3e Lol gdsdo,
H™3garbsg sbslosmgdl 303mm M0, BLOJMEOM3MWO S Bsy9gE03MMO M307dJOO.
36529303700 939JGHMOMBOm gsdmocmBg3s  396@9393GH0o [(NT(8-13). gsbbme 309w g-
0990 0465 dolio IMEI06Yds 505356ESb0L BMsAIBEOL JoghHmgdom xs3F3do gec-ghHm
39680bsc®  bsHToMBdS© SGHMIMSD. 330093900l TJIROP OIA0DS, MMI 5EITbEM-
0060eds NT(9-13) 14 «Bg9bs 8936s@ boby®derogo dmddggdol Mbsto, 30O 56
50053563 M0w0Mgdds 396¢)0393GH0ds [(NT(8-13)] [78].

2396bMO309wgdMEo  0dbs  BmyoghHmo bgoemEHgbHobols 393¢0ol  ImEYEoMgds
50065 5356306-2-35603MbT5535L 53938009000 3933H0OL J0MOMS© X 9F3b. BoMg-
0990 0dbs bsgMomo 15 s dgbfiagarowo 0dbs dolo dmddggdol 9i39JGIOH™ds. 33eg3900L
9909390 3005, ®MI ol 50IMBbLs BgoM™EHIEHB0obOl M9393BMOOL 9BFYMboLEGHO
30190900 B36MIMMHO 0565835M MO0 3MEbLIC Y JODY. 51939 M3 0bs a3-
M 35050 d0MMo3Lds MBS 3000MY LoFYolids 5655 5FbEHMOE0MJOTs 393EH0s [79,
80]. Egolmzgol bsgmmo 15 sm3moagbl 36935Mo@L, MMIgEoa 3sdmoygbgds HMyMO3
bGHoRLoJMbMEO Lsdwgsgds [81].

Boghono 16 958myggbgdmeo 0dbs dmeg3m®mo dmEgwomgdol dglsbffogero o
0096305303060 900LmM30L6 NTR1-00 56353MbolG«M0 s 53mbolEGWMo 3538060530l slvg-
296500 [82]. 59 G030 96 sgMbolE GO0 49560b0g30sb LslisMgdErm 3M93569EH O bgoMm-
3L0J0sGHMMWO IMM393900L EOH™L [83].
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333H™M 900 [84, 85] o063 Mglobgb dmabobsm 865003060680 50sd56E60L BESY-
39630l doghmgds s dggbfogersm oo dOMEMYOMMO 5JBHOMOMIJOO0. dMS0306060
o603mo96L 3933H0L, O®MIgeoi 0of3938 EMEbo MmMmysboBIgddo Lolberds®gzgdols
3953500003905l O 3OGHIM0Mo (6930L Mg gdsL. Jolo MmO ss— H-Arg-Pro-Pro-
Gly-Phe-Ser-Pro-Phe-Arg-OH. 365000306060l 5300065000  5@5356¢3)96-1-350:00bdz5300
3000905 365003060608 H9393EH™MOOL 5b6EMboLEGH0, HMIgEoa 33-X9O MBOM 5JGH0YMO0S
300069 Lsfyobo 393300. dM9E0306060l 5356396099339 s Bofo®dgdds godmygbgds
33m35 7oMTo3MmM05d0, MMAMOE 06503060601 MH9393BHMMO0L  FobslosMYdEdTs,
239BL5319PMGO0m 50530560l LB 4BJGOMb 3930060 O 9350090 9dd0 [86-88].

35HMm36MHgLobo ML 656M3g33H0OH0 3mMHIMbo, HMIgEoE sdwogmgdl Mo®3dergdols
3096 9ol HgodLMEMBE0L, HO0MOE S0MIMEIOL MmMA60DBIOL gofhyermgzsbgdsl; ofjgg3L
Lolberds®mM3900L 930(OHMYdL S sOEHIO0Mwo {i6gg30L IMTsEHgosl. s0bodbmwo 3me -
dmbo 3MH™30905 3030m730DoL 3565 Howdo, bmem 19309EH0MEYdS 303MmMoWsTMLOL Foge.
505306OMb, 35HM3MgL0BOL 653 gd™Mds 0fj393L dodH™m OdYEL.

35Hm36MHgbobo dmddggdl Hmyme s 3 M9393G MMM Lol gds, JOHM-9MmMO HMIgELL3
mhmgd96 AVPRIB (Arginine vasopressin receptorlB), 9@gds6gmdl co30l ($306do s oms-
358m0dL 36033690 ™356 MMl 3mGIMbscrd 1g309305Hg LEHMILOL OML. dg3bogmgdds
239Bsbm®mE0ggl dslido 5@5396EBOL 539G0WbIHoMToL BEMSaTIBEHOL F9y3zsbs. domgdmwo
0gbs BogPomo 17, G™mIgebsg 508msbbs Vi 69333 GH™M0L 80360 m LgargdGHoweo sbEosym-
BoliGHo 03090900 s 259MYgbgds 33Mm3s 3MR0606-35HDM3MILOBOL BEMSRTIBEHOL BMbs0-
™boBsiool Igbolifogwrs Jnwobgdmyme Loli@gdsdo [89]. bsgMmo 17, HmamM3 35Bm3GMg-
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Lobob M93393BHMMOL bFHogMboliBo ™s35dmdL 3603369 ™36 GMEL sGEGHgMowwo Lobb-
ol {iBg30L Mgymmomgdsdo [90].
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H

CO,H

H,
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963985c0bgd0— 96 MygbmMo BgoM™m3933H0©Yd0s, MHMIJWMSE PosBbosm 9bmMgzo-
6900Lsm30L oTsbILOIMYdGEO M30L9d9d0. 963985 0bgdo H306d0 Bmddngdgb, HMaMM3
30500093933 MOO0L (opiatereceptor) o s6gd0. M30M0EMMHO MY393GMMIO0 BSOOMO
5oL Fo6Imagbowo mo30L #H30bob 03 LEHOMIGHWIMJdTo, HMIIdOE MY Jo9b
5308 33060l 06¢)gaMs30Mwo dmddggdol obgom RMmOIGPRL, HMAMOOESS ©od0bgds-
39030d900L 3030 (d03), IMEH035309M-90mE0O0 3939, LHogms s dgblogMgdols
36MH™39L9d0 S BH3S. 39659 MdI6, MM b MYIbM-M30Mm0EO 3933H0IOL FodMEEO-
69090 Hgas3egbs 5943l ms30l 33060l 0b3gacsEow dmddggdsby. m305@gd0 FoMdm-
5039696 98399BHO 3303000l 905959349989 LT SEGOSL. 2oMms STobs, 9B MYgb©-
™30Mm0M 3933H0IOL 9603F9dom 5Bl 3MMNMYGdYO HMEo LEHMILBY 3sLwbgdol Bsdmys-
0090500. 58 393H0Id0L 39300 Sbsermyo 065 LobmgBoMmGdMWo, GMIgwms JmEol
560b y-500b6M553563)96-1-35603bT5535L 5 BMyoghmo bbgzs 50s3s6E60L boffo®dgdo Tsy,
18-20 bosg®omgdo [91]. osagbowo o0dbs, MMI 5535696899339 ds 9b39B350bGHAs
969835 3969l Lbgoolibgs 39MTI6EHMEo 30MHME0BoLIIo MYHOLEHIbEMEMdS.
39390005 13365, OMI 505356(35639033900 659M79d0 5T3bEHIBOL Foseo Wo3dmyo-
@OHMIOL godm dgodegds gsdmygbgdeo 04696 39b@®sme BgMgzen LobEgdobomzol
369356053900l 4505(3905-80fimgdsdo [92].
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93GHMM 900l dog® 1999 (gl 459md3996939eo 0gbs MBS 58563960l BEMsdbEOL
999339 5800gdbg 21 o 22, HMIJWmoE 359mygbgds 33m39gl d90E0bsdo, MMM
&6963300BsGHMM9dTs, brmrm mEbsg dmy30069000 00539 BogOmgdols domermaom®o
59G0OMdgO0L glfogarsd 21 bog®mTo mP39bs 6EH0g3MLbEH Mo m30Lgdgd0 [93].
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300mb (obosdgy 9839JGHO0 33093900 RoMBS300L OE 3OHMBEGIsL Fo®mdmso-
396L. 5935655, MM 55356960l 8993339 BogMHMgdbY3 0dObsMIYMBL 53 dodsHrEg-
000  33(g35. 39BBMM3090s 530301930560 LodLOgboL {obsswdwgy bog®mo 23—ob gb-
fogws,  00dmPbs, Mmd gl bogdomo  FoMImoygbl  39d0sLEGHgMEobol  sbormyls
(hemiasterlin), ®ob 50m@3 96 godmygbgds 33m3s BmYogHmo LodLogbmMo s35IdOL
§0b550d7g. 39005L3HgMOW0bgd0 506 86906030 bygMgdo, Lodlogbol LyHobsswdwg-
3 989dEH0m. Lodbogbol LsfobssmBgam M30L909d0 99MO3w0bs bogMmTs 24, GMIgE03
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§9603m596L GH9BHM9393GH0©L. bsgemds 25 30 go8mogwrobs 3OHMULESEGHOL 300ml Lofobs-
2003 9B9IOVOMDS [94].
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1.5 1m0l Gg5gzooL OHmeo 393¢0©gdol Lobomgbdo
1.5.1 35LgG0obol s g0l Mgodzos

96moL b3 393¢0JooL LsobEGHIMILM M30L93900 s FgmEgl FbM0Z 5T BOL
9993390 65907900l FoHE0 BOMEMAOMOO 5JBHOMMdS dobs doBgbo, Gsms Bzqb
33930l doBbo oa3qLsbs 23b6239bMEM(309egd0bs 5B EHIBOL doGM30L 93390
39330700l Lobmgbo Mol Mgsdzoom (IMCR ) 0BmE0sbogdol dsbsdg 39w @0 3md3m-
696@m0 Ggojsoom.

50LsB0 6305, OMI (36MdOE0s 3930 JOOL LobMgHBOL FMSz5¢0 Fg0MEO, s FmEOL
9w E03m33MmbgbGHMo Lobmgbgdo, MMIgmoi dga0bgwol, dsbohol, 35LgMHobol s ol
695d30900L LobgeHmgdomss 3bmdowo.

0BME0560gooL BsBsbY 2obbmOdE0gwgdmEo IMwEH03mA3MbgbEMMHo M godi30900,
LobgHBoOL AsbbMME0ggdol MZoWLIBOOLOM, MRO™M LsobEIOIM sdmBbps [21, 22].
9 E03m33mbgbGHMo Hgod30s (MCR) 0505dmdl 36033690m356 Mm@l 0sbsdgdmgg
LObPIHNOH Jodosdo o HoMTMYIBL Lo0bEH ML SEEHIMBGHOZL FMSZOELRGbM0D
Lobmg®Hdo. MCR M0l gOM3MeEdsdo OBy dgBo Lsfgolbo bogmogmgdgdols wOmoghHo-
948909900 b0 3OHMEJEHOL JoMgds. M3 MBROM gsblbgzsgzgdmwmo bogMmgdo 0dbgdosb
299mygbgd o LaMgsdiom bsrg3do, dom IMS35¢TBIMHM3560 3OIM©IEJO0 046905 Lobomg-
D0Mg00. Qb 30 2965306Mmdd0L  MCR 3m300MmMdL 1350T5:393G I 0bMLGHMosdo,
6590 99 4Bom 530w Fgbsdwgdgwos LobmgHBoMmYdMEo 0dbgl d9bxdM030 Bogh-
0900 565erMy 530 s BYIZMObsFodem 36193565 E9d0.

306390 3MwE03m33mb96E M0 ©95d305 2bbmMmE0gwgdwo 0dbs 3slgmobols doge
1921 §gaol. 0o UHogwmds a—530mdlo3s®dmdlsdool LobmgbBL  JoGdMJLowol dss-
30U, 3900MboW MO BogMHMOL s OBMEF0BOOL Fodmygbadoo [95-97] ( bidgds 29).

o)
M
0 0 T 5
J. o+ J + oN-R —— RyA_O
HO” "R, Ry TR, R, !
H™ "R

1ggBs 29.

35L9M0bol MgodEos Hommoagbl 30639 39w 3H03ma3mbgbEMe Mgodaosl obmiso-
6090l B5BsBg s 860369 M356 ML 1535TMBL M9bsFYMMZYg J0T0sdo. 58 M godizosl
3oLgM0boL- 3 3mI3MbgbEH06 Mgog30sL MPmogdgb (P-3CR) [98].

1958 {500 dbmem G5dgbodg 0BmE0560©oL domgds ogm Fglsdwgdguo, dog®sd
0L 3096 dglfog3w0wo 0dbs 0BME0s60EJOOL F0PGds BMMB>d0EYdIOL WI30PESESGFO0M
[99, 100], ®omsiz P-3CR 53060l o853 gdom, Hmyme s dgmmbyg 8mMgogomg 3:33mbgb@ol,
15399939000 B59gs®5 Aol mMb3MIZMbg6EH056 Mgodzosl (U-4CR) [101-111].
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0L ©95d300 §oMm8Mmobl Mgod300L 39MdMbOEME Boghmgdmsb (sergdoo b 39-
A™b0), 3560Mb35o35L, 5d0bLS S 0BMEFO6OEL FmMO. Moo Bgodegds gobbm®dEogwg-
0990 0dbgls, OHmymE 3 blbo®do, sligzg 8gs® 535Bsd0. 43BLs3MMMIBOM 3500 dgga0 doo-
0905 33069 80939 OH0 Fmbol sen3m3mEols 560930, OHMAMOOESS Fgmobmeo, gmebm-
@0 56 GHOHOREGHMMOYNbME0, o8 M95d300L ho@IMJdoLm30L Tglodwgdgaos s1939 yo-
9my9gbgdmmo odbsl 2sdblbgumgdsce DMEF, CH,Cl, THF, qomdusbo o6 dJaom®mgmdo.
bo9939m9Lem 890093900 0dbs Fofigmwo Bmbagbol, o- s GHMo-gmliygbol, dgomowgb-
Jrm®oobl, mdbodwm®ool s Gmbgm®ob(V)mdiodwmm®oEol gsdmyabgdom, Lowss
5006900 950Mmy9g6939gd0 56056 HMYMO 3 B3dggdo.

50Lsb0dBZ05 01 BogBHO, BMI Mol MYod30sbg LsdmEmm 3OHMmYYJEHOL dowqdsdo
03536500 24963L5BO3MGE OHMEWL 05353 MJod300L BsGIMJOOL 3060HMdgd0,  3mb3IbE-
653095, $H993905GHMMS 96 53blbgro. Togy., 9O S 03039 FMMJoR0Mg 333MmbgbEJOOL
MOH09OHJ390 000 dgmsbmeol 6930 90% 53mbsgeosbmdom 0gbs domgdmwo bogh-
00 a, bnwm EodwmmIgmsbol 560980 30 domgdmwo 0gbs 35L9MHobol 3Gmomd@o b 0ao39
29053 056Mmdom (Lggds 30) [101-111].

PhCOOH + BnNH, + CL,CHCHO + #-BuNC —

CH,C,

bgqds 30.
0309960 0L Mg5d30s gu 3L N-530E0MgdYO S N-5¢300MJdo 5T0bs-
900900, LEdMW MM 3OMPYIEHO© 30 F00MIO0sD O-, BHEMO- I 5. 8. 39330I00.

O30  Jodosdo ol Mgodzos gom-gMmo  IM9353MA3MmbgbEH0sbo  Mgodaoss,
™ol 456bmM309wgdol 9999 LsdME MM 3OMEMIEHOL Lobom Fo0Mgd0sh dolsdo-
©900 96 39330I00. gl M9oJ30d 0356 396 Aol Lobgrmdol Mgod3os  sMOol
36md0wo, MMIgedsz 30039wds gobsbm®mEogws, dgolfjogums s 499mogdagybs ogo 1959
Fowb (bggds 31).

/C'

NH2 +7

R3/ R /N R3 T
5 |
0 o - R4 /N\C/C\N/RS
| | /)

g\ C. O Ry Rz H

R7” "R, R “OH
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IoLINZ0L Mol MJod300L MOO Bs33MYE™ gdoboBdo sMLYdMDdL, I Tgdobobdols
565b3o, M0l Mgog305d0 §9393560 560l 0d0bo A —I FMOT0MGdS, HMIgEoE bt 309w~
905 590b0LS S 39G™bol MOM0gMMJdggdom. dgdymdo Mgod3os GOl odobol MG mo-
9600 Jd9gds 0BME0sb0EMD O  39MBdMBTH35bmeb, MHMIgwoE 0dwg3s TSI YIO
360Hm©dAL B (bdqgds 32). HmIgerdos bgds 8593600 XaMBOL 49X FIBJOS S BME-
306905 LEHO®MJGHMEMS C, Bs36Msd DmbEo d9dsbobdo  FMowgMHo  3OHMEWYIEHOL
gmOI0MGOOLS XJMS3 (36MmO0Oo M.

0 0
o rNHz Ry R)J\OH . Ry O
3 4 H . O Ry Rs _N Rs
A, =— J NGRS
R "R, R "R, NeC RS N’ o Ri RH
Rs/ R‘l R2
C
A B
bgg0s 32.

d9mM9 Lo35MMNOMP  YMROM 50050 d9dsboBdo Mol Mgodiools Sbgmos: sdobo
1 5 39¢™bo 2 -bysb 1 9330359630 {yrol s356Ma300 Fo0rdmoddbgds 0dobo 3. 3GMmEmbo
09gds  39M0Mb3zo35 4-9b, gMHMJds 03obol SBMEHOL sGHMAIL s FoMdmogdbyds
00060wdols 5 0mbo, GMIgEmsbsg bgds bmzwgmaoww®do dogmmgds 0BmEosbools 6
BsbToMdsoGHMA0LY, o3 39b530MMOJPPL BoGMowomdol 7 ombols (o®Bmddbsls. dgmeg
bm3gmaowweo  dg@g30m, OHMIgwos bmOE0gMw©gds  39MdMbBTegz5L  sbombom 50
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0. 3BMmE0©Jddo SHBMEHOL 530EMMO gugd@OH™bmo fyzowo BsGomeos T Lol gdsdo,
530@™3 356M3Mmbool BsbdoMdsOoL 5EMT0 5@MJOL bsfowmdMoz sEIdom IMHEHL, Mol

2959m3 030 50305 F90L 6493w gMB0W GO M6 MOMogHNddggdsdo [126].
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N-530ol 335 530 ©OLMEOMEIYdS, LSHYoLLS @S S30OMYdIM 3OHMPYYIEBHL
dmMob 3gomgds Frbolifm®mds. N-5300006090sL 5369090 sdLMEMEGHWE 53O MEHMbm
39dbLbgdo, mmobols (gd3gms@E sy, 1 dmeo Fs5300MHgdgwo 5396EH0L dmddggdoo 2
I 39@90Mm3030msb, SE2! 9dsbobdoom [127].

B396 29635bmM 309w gm bogdmo III s bsghmo IV sgomo®mgds 2:1 0sbsgs®omdom
3056353535 963000MH0OL S BIPBMOEJWMOOEOL  2odmygbgdom mmsbol &gd39GmsdMo-
9. bLoMgog30M BM930L MBYB9EMZ60 JOHMTsEHMYM 9730000 9dm{jdgdolsls Igobodbgdm-qs
Lofgol 3OHMPYJBHMB ghms 3oty B0 sdgdo, TogMsd LolmEzgwo 3MHME©YJEHoL
398mygma3s 396 dmbgMbs (0b. dqds 5), M3 sBLBoEro 0gbs 580 MO dTOL SE30¢sE dZMS-
QMIOM S 505356 9B0L BOMHMZ0L OO LOZMEF0MO BoJBHMOMOL A53egbol oM.

R

oe Tk

R\@[N% ansbol @333,
N R N
H (CH;C0),0 \©: %

I, v )\

o
R=H, NO:

Udgds 5.  2-(1-5005956&0)-1 H-396%08005bmerol N-sgomogds

2.1.2 2-(1-5¢05856¢0¢r)-1 H-896%b08005Bmerols 3390om 93300
308¢0bstrg Mg5g30g00

2.1.2.1. 2—(1-5¢05856¢&0w)-1 H-396B08005BMn-5(6)—-530b60L 0306
Bofo®adgdol Lobomybo

B396L B0gH 4sbbmM 309w gd o 0gbs 2—(1-5@856¢)0w)-1H-396%0dosbme-5(6)—
53060bL (VI) 3mbgblogools 95430900 sGMId@ne 5¢0©g30090msb, 3960dm, Lowogo-
@ob, 3MmbmdOMALIO300oL, O0dOMALIO30¢0l, BoG®MmMbsw ool v¢J30©JIML
5 3-60@MHM™96Dwg300Msb gmsbmerols sG9do, 2-9 Lssmosbo MMIdom. JmEMgsa06M9
3™33mbgbEH ool MMN09MHJdgYd0m M9god300L sfiYgdol 306391039 §+100gd0b bgds
398396000 b5gHmadol Fo6dmgdbs, MHmIwgdoa Mdg@abhows® yzomgwo 6 bserobyol—
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R9M05. 259mymioeo doxgol 13mdggdol X-XIV 25dmlsgarosbmds d950yqgbl 60-90 % [118-
123] liggds 6 dobgoz0m.

HzN N RCH=0  RCHN N
\

N MeOH /65 ° \OiN

H

H 56 EtoH/78 0
VI X-XIV

(X) R=2-OH-CsH; (XI) R=2-OH-5-Br-CsHs; (XII) R=5-NO:-2-OH-CeHs,

(XTII) R=3,5-Br2-2-OH-C¢Hz; (XIV) 3-NO2-CsHa

Udgds 6. 2—(1-505856¢0¢n)-1H-396%08005BM-5(6)-53060L 3mbgblsgool Mgsjsogdo
5MHMAd>GH e 56093006

LobmgHoMPPMwo Boghmgdol X-XIVoggdrmgds s LBEH®WJGHMMS ©oagbowos of,
w0, (GbMowo 1), 336 (3bGOWwOo 2) s dsb-139dGHMMEo Jmbsigdgdoom.

2.1.2.2. 2-(1-5¢0595630)-1H-8396%0800sBm-5(6)-sd0b0ls (VI) s30¢bsfjo@dgdol
Lbobomgbo

35bbmGO309wgdmwo  0dbs  2—(1-50535bE0w)-1 H-096H030©5BM-5(6)-530b0l  (VI)
MOHM0JONJIJI05 350dMbT35m5 JermEsb30M0EYIMIB. 53 B0Bbom M8330M39Ws©
90090910 0gbs BmyoghHm F5535m0 JermEsb30wM0wYd0, 39MHIME 505395E6-1-3500Mb-
050358 @5 N-396%Bmo-m-5d06mdgbHmol  F5535L  JEmM9b30MH0Id0.  530W0MmYdOL
695430900 B5BH3M©S TEA 00565030LsL 50L. gogMol s69do, 96 dm@Hgb-0598560L dgomm@om
096Dmob 56 GHmEwmeol sGgdo 10% NaOH {fgoeblibs®ols 0sbsmdolisl, bmwm bsgdmo
VI d856855535L 9630006000 5300Md0L Mg5d30s 3sbbm®mEogw®s Mdvsem@ dsmo
MOM0JONJIJOI0000  MMIbOL 3gddghodwesHy. 0MgdME0 5300Mgdwo brgMmgdols
XV-XIX 5005300060059 9goo0bs 55-77% (gdgds 7) [119-124, 128-130,134] bobogbo-
6909mo  BoghHmgdol XV- XIX UEHOMJGHMOs ©oagbowo odbs of), «o, 336 ©s Job-
1399dBHOMEo dmbs39dgdom.
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0O 0
N 0] 0
©}H@ OH
soq, \ c
o
4550°
1 basmo
OH  SOCkL @\(u
4550° VI R
o 1 Laamo 0 W'HN@N
- o \
N % ;
(CH:C0O),0 H
l 6de: Heegedo XV-XIX
o6 53l gmy@ o
b 10%
Cl NaOH/3j6%mgmols 5éy30
O mmnsbols @& 933
OH OH
SOClL,
COOH 45500 Eoe
1 Lasmo

(XV) R=Ad; (XVI) R=CsHs; (XVII) R=CsHs-CO-NH-CsH; (XVIII) R=CHs; (XIX) R=OH-CsHs;

Udgds 7. 2—(1-5¢0535630e)-1H-396%0800sBMmn-5(6)-s3060L »Mn0gMHoddgwpgds
3503635535075 Jerm®sb30M0EYdm6.

2.1.2.3. LobmgBoMydmmo bsgMmgdols I-XIX bdgdGOmero sbsgrobo

LobMgBoMYIMwo bsgMHMJdOL LEAHOIEBHMIOOL sYIDS FobbmOE0gwgdmwo odbs
w0, off, 330 s 8sL-139dBHOMEOo 565 OBYOOL Lorwd3z9wHg. UB39dBHOMIo 33w 930l
99092900 dm@sbogros 1 s 2 3bGHowgddo.

LobmgboMgdMwo bsgHmadol o 13gdBHMOL bsE0Bom oygbowo 0dbs ™A,
Bsghmo I mo B3gdBH®To Bsbl sbmddol HBmgdo Amax 209 s 289 63-By, bogBoo II-217
63-%g, boewm bsgdomo III - 281 63-Bg. bsgHmobomgzol IV «vo L3gddH®do bsbl dmsborddols
BMgd0 Amax 309 63-By, bsgMPOLOMNZ0L V' - 241 B3 5 304 63-Bg, bmwm bsgBHmolsmgzols
VI - 300 63-%g. bsg®oro VII vo b3gd@®do Bsbl msboddol bmegdo Amax 211, 253 60-
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%9, Boghmobomgol VIII - 210, 254 63-Bg, bmwm  bsghomobsmgzgol IX — 207, 243 63-%g.
Bogmoliomzgol X vmo 139dGH®Tdo Bsbl Fmsbmddol Bmegdo Amx 217 63, 257 63 s 347 60-
b9, bogOmobomgol XI - 202 63, 225 63 s 358 63-Bg, bmewm bsgdomolomgols XII-208 63 o
305 63, XIII -269 63, 337 63, 361 69, 456 63-by, XIV- 201, 237 63-By. bsgOobmzol XV w0
1399dBH®do BBL b Jdol BMEGdO Amax 216 69, 257, 290-Bg, bogOomobsmzgol XVI 294 63
s XVII 276 63-Bg. bogdomobosmgol XVII - 276 63-Bg, bmerm bsgbHaolsmgol XVIII - 225
69, 258 63, 290 63-Bg boghmo XIX BBl F96mddol Bmergdo Amx 201 63, 23760, 313 63-by.

LobMgBoMYdIM bs9MJdT0 FMbI30IM0 XFYBOL SOBYGOMDS 56 JodorMo oM sddbol
53965 dmbs 0bxcmsffomgmo L3gddOmmbzm3oom. bsghmgdolbmgzgol I-IIT of). L3gd@®mdo
NH @©535bsbosmgdgeo  msbmddol bmergdo 90036090056  3147-3263 13!, bmerm
560> BH Mo dommzol C-H-gdolb o 50s8s6@sbols  C-H-gdol  msbomddol bmergdo
050036090056  3050-3080 qoo 2846-2985 LA, Gglsdsdobo. boghool I s II C=0 ddol
©535bsL0sMYOY0 Fobmddol bmergdo 3o Bsbl 1643 13!, bosg@oo T NHz - 3471 L3 o
3378 L', IgLodsdolo (EbMoo 1), begrm I s II BogOmgdol 303e0BsE00m Jomgdwywo
Boghools  III L3gd@®do Jogds -NHC=0 sdomMo s NH2z - 5806160 330l @sdsbslios-
09090 dmsbmnddol Bmengdo. boghomob I bo@momgdom domqdrw bsghogddo -1V, V of
139dB®do NO2-0b xR0l sTobsLsMYdIEo Tmsbmgdol bmergdo Rbpgds 1342, 1511,
1349, 1535 13!, boem bsghmo IV-ob spygboom Fos6dmngdbowo bsghomo VI-ol of
1399dBH®do JMOS boBHOMXMTBOLMZ0L sTsboLOSM OG0 FBMJTob Dmrgdo s FbGds
NH2 xam530L ©sdsbsbosmgdgro  dmsbmddol bmegdo 3417, 3309 LI, bmm sOm-
3530 d0OH™M30L C-H-900l s 553563960l C-H-9d0l @s3sbsliosmgdgwro  dmsbmddols
bmgdo boghmgddo IV, V, VI Bsbl 3085, 2976-2854 113, 3086, 2915-2854 13! s 3070,
2908-2846 Lo (gbGogwo 1).

Bo9gMol IIT s¢gm30e06mgd00 d00mgds boghmgdo VII — IX, Hmdgwos off b3gdd®do -
CHz -0b %3950l @ 558563960l C-H-qd0l dmsbmddol bmergdo Rsbl 2918-2849 L,
b 5OHMIsEEo dommnzol C-H-gd0 garobogds 3043-3053 LI .

BsgMno VI-ol m6H0»09600dd90q000 Dma090om 56OHMAsGHME 5¢93000g0msb doowgds
Boghmgdo X-XIII, HmIgewoms of). B3gd@®do -CH=N- ©sdsbsbosmgdgmo domobomddol bm-
900 3eobgds 1612, 1604, 1596 13! bogHmgddo XII s XIV NO2- ob d;sbomddols Bm-
@qdo BsbL 1342, 1512 s 1527 1I'. bogHngddo X-XIII 336%Bodosbmerols NH dmsbomddols
bmgdo Rsbl 3155, 3172, 3179 LA, bmwm sOHMIsEHwo dodmzgol C-H-gdolb o
50535660l C-H-gd0l ©53sbsliosmgdgero dmobmddol bmegdgdo  Asbl 3172-3008 1O
2908, 2845 L. bogOmgdol XI o XIII C-Br dmsbomddol bmaengdo Bsbl 624-686 1O X-XIII
Boghmgdol OH-ob xawi30l d0sbmddol Bmegdo 3erobgds 3468, 3460, 3375 L.

BogMono VI-ob s300o6mgd0m domgdmw boghmgddo XV- XIX off b3gdd®do 096H0do-
sBMmol d0OH»M30L8 NH-0ob @sdsbsliosmgdguo dmsbmddol bmemgdo 3wobogds 3317-
3197 LO!' dsbdo. sOHMIsEH o doMM30L C-H-ol s 5005356@ 6oL dodmzol C-H-ol
©535bsL0sMYOYE0 N6 JIol Bmgdo 503 gd0sb 3085-3060, 2930-2850 LA d6gd-
do  dgLodsdolo, bmwm 530EMMO  XAMRBOL  39MBIMBOEOLIMZ0L  sTIHILOSMJOYO
900960mgddol bmwo Fg0egbgds 1623-1658 LI '-by. bsgdomo XIX-ob OH-ob xawaol
905609430 b Bmero d50s369ds 3380 LI '-by.

BogMongdol T oo II 'H 336 U139d@®do NH xama30l 30m@EHmbgdo 0dwrgzs Logbswls
8.64-8.99 0.6.-Bg LobawgEOL Lobom, beagm bsgdHmo III NH xamaol 36m@mbgdo odwgls
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Lo boewl 12.00 9.6.-Bg BoOPO™ Lobyg@ol Lobom. bsg@mo I NH,-0b 36m@mbgdo odarggs
Lo boenl 4.63 3.6-Bg Lobgrg@ol Lobom. 939 GH03WYEH-MOWYGHO 390l 6. 56, 6.92
9.6.-%9 ©@s ©@MPWwgBHo 6.74, 7.01 8.6.-Bg TggLodsdgds sOHMISGHNE 3OHMEMbIOL, bmerm
Boghmo II dmw@Eodwmgdo 39wwol 7.15-7.19 9.6.-%g s 7.39-7.43 8.6.-Bg 9ggbododgds
5OMA>BH M 3OMGHMBIOL. bogdomo III godomm Lobywrgdgdo 7.09, 7.40 s 7.52 8.6.-%g
999L5053905 9MMI>GHNME  3OMEHM™MbYIL. Bogmomgddo I-III IMwEHodwg@eo Logbswado
39¢0b 1.67-2.02 8.6., 1.66-2.06 8.6., 1.71-2.15 8.6.-Bg 999L5058905 55356960l 3BIEH™MbYRL.
Boghmgdol IV-VI 'H 336 139d@®o: NH x50l 36m@EHmbgdo bsgdmo IV 0dwgzs bLogbowls
8.31 38.6.-Bg LobyargEHol Lobom, bmwm V bsghmdo 3o 13.20 3.6.-Bg gs@onm Lobywgdob
Lobom. bsghmo VI NH xa930L 30m@GHM™bgdo 0dergzs Logboeol 11.39 9.6.-%Bg gs®Gom
LobagEOL Lobom. bmem NH2z-0l 36mEHM™bgdo 0dargzs Logbswls 4.72 9.6-Bg Lobywg@ol
Lobom. sbg3g ©@MdgBo 3900l 7.75 3.6.-Bg ©o ©MOW9H-©PwgBo 8.16 3.6.-Bg
999L5053905 SOMI>GH M 3OMAEHMBIOL IV BosgH8o, bam bsg@mdo V Bsbl 8.31 3.6.-Bg
RO LobaEgE0 2 5OHMTsEH M0 3OMEHMboL Lobom. bsgMmo VI mdwg@goo 6.41, 6.46
9.6.-%9 o 7.15, 7.13 8.6.-B9 5 o™ Lobawg@o 6.57 3.6.-Bg Tgglsdsdgds sOMISG I
36OMEHMbYOL, bmwm bsghmgddo IV-VI dmm@Godwgdgdo 3gerolb 1.75-2.14 9.6., 1.61- 2.28
9.6.-%g, 1.71-2.08 38.6.-Bg 8gqgLodsdgds 558563060l 3MMmEGHM™bgdL (gbMowo 2). X-XIII
Boghmgdol 'H 896 L3gd@®do NH xama30l 36m@mbgdo odargzs bLogbowl 15.11-12.28 3.6.-
g LobaWgGHOL Lobom. sMMIsEGHMwo  3OMAEHMbIPOL  Logbsergdo  FMwEHO3wgEOL,
©MO9BHOL 96 ©MBIWYGH-MOYBHOL  Lbosboom 3wobwgds ggwol 6.95-8.67 8.6.-%g.
Boghmgddo X-XIIT Lobyargdo 39wol 8.98-9.25 8.6.-bg dgglodsdgds -CH=N- 36:@Hmbgdl.
bome  3MwEG03wgBgoo 39wol 1.73-2.12 9.6.-%g 999Ls059905 5058563560l 360rmE™bgdls
(gbMogro 2) [124].

Bogbngdol XV-XVIII 'H 306Gm3mw-0spbo@«weo  HgHbmbsblol (096) UL3gd@®do
9900956935 NH-x230L50030l 5855105093900 H5bmbsblvryeo Logbswo bobywgdgdols
Lboboon 13.97-11.89 3.0.6.-80, bmwm -NH-CO- 36G:m@EHmbgool @sdsboliosmgdgwo 6gbm-
Bsblyero Loabswgdo 3arobgds Lobawg@ol bsbom L@ g39wdo 10.48-9.88 3.8.6. dsb-
4o, bem 5OMIsGH030L 3O MEMbYdIOLMZ0L TbILOsMYdJo MHgHMbIBLEo Logbseo
320b©Yds Lobywg@Hgdol, @IBWIHIBOL, EIBWIGH-QIBWIHIOOL ©d FNWHO3WIHIBOL
Loboo 8.30-7.01 3.9.6. «gds6d0. BogMgddo XV-XVIII 50058563960l 6H50035¢00l 3O mEHM-
B900Lom30L  TobolosMYGdYo HGHMbIBLo Logbswo 3wobgds IMwEH03wgdEHgdol
Loboo 2.15-1.70 3.9.6. «9d5600. bog®oo XVIII 539300l %2530l 99m0ol H50035¢ol
©535bsL0sMYOYE0 3OMEHMb0 Logbsero 3earobgds Lobywgdol Losboo 2.06 3.9.6.— do.

Boghono 1T 3sb-U3gdBH®do BBL Tmg3MMGo 0mbgdol 3030 270.1731 [M*], 63
999L5053905 6590 T deng3eEy®H dobol. BogOomo II Fob-L3gd@®do BsbL dmerg3MErmeo
0mbgdol 3030 432.2753 [M*], Gog 899Lsdsdgds bogmo II 8meng3maney® dolsl. bogdoo III
3sL-B3ggBH®do BBbL B3 OO 0Mmbgdol 3030 297.1489 [M*], G5 Tgglodsdgds boghmo
III 8mqerg3meewE dsbol. bog@omo IV dol-L3gd@®do Bsbl Imerg3MeHo 0mbgdol 3030
297.1489 [M*], G5 999L505990s bsgMomo IV dmerg3oemnyé dobsl. Boghoo V dsb-L3gd@®do
Bsbl  dmeng3meyOo  ombgdol 3ozo 342.1370 [M:], 6sg dggLodsdgds boghoo V
9936 Aobol. bog®omo VI dol-3gdEH®do Bobl Bmeng3memo ombgdols 3ozo 371.2003
[M*], 53 999bsdsdgds bog®omo VI dmerg3oen dsbol [121-124,128-130]. boghoo X dsb-
139dB®do BsbL T3 GO 0mbgdol 3ozo 371.2003 [M*], Gog d9gglsdsdgds boghHoo X
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9936 dobol. bog®oo XTI sb-139d@ETo Bsbl dmerg329m@o 0Mmbgdols 3030 449.1096
[M*], 653 899L5059905 bogPmo XI dmeng3wewe dobsl. Boghoo XII  dol-L3gd@®do BBL
993G 0mbgdol 3030 416.1812 [M*], Gz 899Ls05390s Boghoo XII dmerg3wmerm®
AsLsb. Bogdono XIIT  dsb-139gdBHE®To Bsbl Bmeg3mmo 0mbgdol 3030 527.0435 [M*], o3
999L5053905  boghmo  XIII  dmeg3men®  dsbol.  bosgdomo  XIV  dsb-b3gdBH®To  BsbL
dm93Mmo 0ombgdol 3030 429.2780 [M*], Ho3 dggledsdgds boghomo XIV dmerg3wmerm®
Asbsb. Bogmomo XV 3s-L3gdB®do Bsbl dmeg3mwmo 0mbgdol 3o3o 429.2780 [M*], Mo3
999L5053905 Boghmo XV dmerg39eme dsbol. Boghomo XVI dsl-bdgdGH™do Bsbl dmang3w-
G0 0mbgdols 3030 371.2002 [M*], Gog 99gglsdsdgds bog@omo XVI dmeng3oeny dsbsbs.
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I-XIX 65960005 0b0379M-Jodomeo dsbsliosmgdagdo

gbGoo 1

Bog®mo | o8mbsgm. % | @.@ °C R¢ off.39d3H®o v bd-' o b39Jd@®o, A max, 63 (Ige)
1 2 3 4 5 6
I 95 227-229 0.61 1643 (C=0), 2846, 2900 (C-H Ad), 3010, 3050 (C-H 209 (2.84),
Ar), 3270 (N-H), 3378, 3471 (NH>) 289 (2.15)
Il 277-279 0.88 1643 (C=0), 2846, 2900 (C-H Ad), 3080 (C—H Ar), 217 (2.76)
3263 (N-H);
11 95 <310 0.46 | 2854,2915,2985 (C—H Ad), 3070 (C-H Ar), 3147 (N— 281 (3.53)
H)
vV 92 233-235 0.66 | 1342, 1511 (C-NO2), 2854, 2908, 2976 (C—H Ad), 3085 309 (3.36)
(C-H Ar), 3232, 3309 (N-H)
\% 81 244-246 0.17 | 1349, 1535 (C-NO2), 2854, 2915 (C-H Ad), 3086 (C—H 241 (2.81),304 (2.51)
Ar), 3201-3309 (N-H)
VI 65-70 <310 0.31 2846, 2908 (C-H Ad), 3070 (C—H Ar), 3232 (N-H), 300 (3.54)
3309, 3417 (NHz2)
VII 77 174-176 0.69 1605 (C-N), 2849.9, 2918.2, (C-H Ad, CH;); 3043.8 211 (2.44), 253 (0.35)
(C-H arom.);
VIII 92 172-174 0.66 | 1611 (C-N), 2850, 2906.1, (C-H Ad, CH,); 3053.2 (C-H 210 (2.25), 254 (0.51)
arom.);
X 70 280-281 0.65 1602 (C-N), 2850, 2901, (C-H Ad, CH,, CH3); 3050 203 (1.26),
(C-H arom.); 243 (0.81)
X 81 204-206 0.67 1612 (CH=N), 2846, 2908 (C—H Ad), 3008, 3085 (C-H 217 (4.58), 257 (4.43), 347
Ar), 3155-3300 (N-H), 3463(0-H) (4.38)
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I-XIX 659600005 0b0379M-Jodomeo dsbsliosmgdagdo

gbGoo 1

1 2 3 4 5 6
XI 81 268-270 0.34 624 (C-Br), 1612 (CH=N), 2854, 2900, 202 (4.83), 225 (4.88), 358
2962 (C-H Ad), 3086 (C—H Ar), 3179 (N— (4.63)
H), 3468 (O—H)
XII 96 180-182 0.66 1342, 1527 (C-NO2), 1604 (CH=N), 2845— 208 (3.93), 305 (3.56)
2960 (C-H Ad), 3086 (H Ar), 3172 (N-H),
3375 (OH)
XIII 91 310-312 0.63 686 (C—Br), 1596 (CH=N), 2845-2945 (C— 269 (3.18), 337 (3.16), 361
H Ad), 3087 (C—H Ar), 3168 (N-H), 3347 (3.15), 456 (2.39)
(O-H)
XIV 45 292-294 0.70 1343, 1512 (C-NOz), 1679 (CH=N), 2842— 201 (2.18); 237 (2.70)
2927 (C-H Ad), 3087 (C-H Ar), 3113 (N—
H),
XV 74 310 0.58 1658 (C=0), 2846-2930 (C—H Ad), 3085 | 216 (4.77), 257 (4.29), 290 (4.35
(C-H Ar), 3216, 3301 (N-H)
XVI 74 188-190 0.61 1643 (C=0), 2854, 2908 (C—H Ad), 3062 294 (3.12)
(C-H Ar), 3232 (N-H)
XVII 82 178-180 0.57 1651 (C=0); 2854, 2908 (Ad); 3070 (Ar); 276.0 (3.49);
3302-3197 (N-H).
XVIII 77 200-202 0.64 1674 (C=0); 2854, 2924 (Ad); 3060 ( Ar); 225(0.664), 258 (0.240),
3317 (N-H). 290 (0.272)
XIX 62 292-294 0.75 1623 (C=0); 2905.4, 2850.5 (Ad); 3077.3 ( 201 (1.80), 237 (2.25), 313
Ar); 3300 (N-H), 3380 (OH). (1.30)

65



3bGoo 2
I-VI, X-XIII, XV-XVIII 65g6;mgd0L Bsghomgdol  'H s BC 336 L3gdd®wyamo 3mbszgdgdo (CDs)SO, 6, ppm (J, Hz)

Bsghor | NH 5MHM353H03s NH2 H-Ad (@) 13C 336 b3gdBHeo’
0 (L) (L)
1 2 3 4 5 6
I 8.64 656 (1H, td, J =12,J=| 463 |1.67-1.72  (6H), | 27.6 (3C Ad), 36.0 (3C Ad), 38.5 (3C Ad), 40.4 (1C Ad);
8.0); 6.74 (1H, dd, J = 1.2, 1.89-1.94  (6H), | 116.0 (1C Ar), 116.3 (1C Ar), 123.7 (1C A1), 126.0 (1C Ar),
J=28.0); 692 (1H, td, J = 1.99-2.02 (3H). 126.5 (1C Ar), 142.8 (1C Ar); 175.9 (C=0).
1.6, J=8.0); 7.01 (1H, dd,
J=8.0,J=1.6);
I 8.99 | 7.15-7.19 2H, m), 7.39-| - 1.66-1.75 (12H), | 27.5 (6C Ad), 35.9 (6C Ad), 38.7 (6C Ad), 40.6 (2C Ad);
(2H) | 7.43 (2H, m). 1.85-1.94  (12H), | 125.0 (2C Ar), 1253 (2C Ar), 131.1 (2C Ar); 176.1 (2C=0).
1.99-2.06 (6H)
11 12.00 | 7.09 (2H, br. s), 7.40 (IH, | - 1.71-1.83  (6H), | 27.6 (3C Ad), 36.1 (3C Ad), 36.2 (1C Ad), 40.7 (3C Ad);
br. s), 7.52 (1H, br. s). 1.98-2.15 (9H). 114.4 (2C Ar), 120.9 (1C Ar), 122.6 (1C Ar), 1342 (2C Ar),
144.6 (1C Ar).
1Y 831 |7.75 (1H, d, J=8.8),8.16| - 1.75-1.80  (6H), | 27.3 (3C Ad); 35.3 (1C Ad); 35.7 (3C Ad); 40.0 (3C Ad);
(1H, dd, J = 2.0, J = 8.8), 2.05-2.14 (9H). 114.1 (1C Ar); 114.2 (1C Ar); 118.2 (1C Ar); 130.9 (1C Ar);
8.43 (1H, d, J=2.0). 136.2 (1C Ar); 137.8 (1C Ar); 142.9 (1C Ar).
A 13.20 | 8.31 (2H, br. s). - 1.61-1.69  (6H), | 29.7 (3C Ad), 34.6 (1C Ad), 39.3 (3C Ad), 44.1 (3C Ad);
1.89-1.98  (6H), | 110.1 (1C Ar), 123.6 (1C Ar), 137.8 (2C Ar), 138.2 (1C Ar),
224228 (3H). |139.1(1C Ar), 142.2 (1C Ar).
VI 11.39 | 641 (1H, d, J=172), 657 | 472 | 1.71-1.78  (6H), | 27.7 (3C Ad), 34.6 (1C Ad), 36.1 (3C Ad), 40.9 (3C Ad); 94.6
(1H, br. s), 7.14 (1H, d, J = 1.95-2.02  (6H), | (1C Ar), 112.4 (1C Ar), 118.1 (1C Ar), 128.9 (1C Ar), 132.2
7.2). 2.03-2.08 (3H). (1C Ar), 140.7 (1C Ar), 143.9 (1C Ar).
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3bGoo 2

1 2 3 OH | -CH=N- |5 6

X | 1347 | 6.95-6.99 (2H, m, H Ar), | 1220 ] 9.00 | 1.74-1.81 | 27.6 (3C Ad), 35.0 (IC Ad), 36.1 (3C Ad), 40.7 (3C Ad); 904 (IC
7.26 (1H, dd, J =12, J = (1H,s) | (6H,m), | An), 116.4 (1C Ar), 1203 (1C Ar), 134.9 (IC Ar), 137.3 (1C Ar),
8.6, H Ar), 7.39 (1H, dd, 2.03-2.12 | 139.0 (1C Ar), 141.4 (1C Ar), 141.9 (IC Ar), 142.8 (1C Ar), 144.3
J =12, J =78, H Ar), (OH,m). | (1C Ar), 146.7 (1C Ar), 151.0 (1C Ar); 156.0 (CH=N); 160.1 (COH).
7.46 (1H, br. s, H Ar),
7.56 (1H, d, J =7.8, H
Ar), 7.65 (1H, d, J = 7.2,
HAr).

XI | 13.46 | 6.94 (2H, d.J = 8.8), 7.25 | 12.18, | 8.98 | 1.73-1.82 | 27.6 (6C Ad), 34.9 (IC Ad), 35.0 (1C Ad), 36.0 (6C Ad), 40.7 (6C

13.55 | (2H,dd, J=2.0,J=96), | 12.21 | (1H,s); | (12H, m), | Ad); 103.1 (1C Ar), 103.5 (1C Ar), 109.6 (1C Ar), 109.7 (1C Ar),

7.43-7.47 (2H, m), 7.52 899  |2.02-2.12 | 110.3 (IC Ar), 111.2 (1C Ar), 115.1 (1C Ar), 1163 (IC Ar), 118.8
QH, dt, J = 2.4, J = 88, (1H, s); | (18H, m). | (1C An), 118.8 (2C Ar), 121.2 (1C Ar), 132.1 (1C Ar), 133.8 (1C Ar),
H), 7.59 (1H, d, J = 8.4), 133.8 (1C Ar), 134.0 (IC Ar), 134.0 (1C Ar), 134.7 (1C Ar), 134.8
765 (1H, d, J = 1.2), (1C Ar), 134.9 (I1C Ar), 140.5 (1C Ar), 141.7 (1C Ar), 142.5 (1C Ar),
7.85 (IH, d, J = 2.4), 143.4 (1C Ar), 147.2 (1C Ar); 159.2 (2CH=N); 159.6 (COH), 159.9
7.88 (1H, d, J=2.4). (COH), mixture of syn/anti isomers.

Xl [ 15.11 | 7.08 (IH, d, J = 92), | 1233 | 925 | 1.74-1.82 | 27.6 3C Ad), 35.0 (IC Ad), 36.1 (3C Ad), 40.7 (3C Ad); 110.8 (1C
734 (1H, dd, J =12, J (1H,s). | (6H, m), | Ar), 1169 (1C Ar), 118.1 (1C Ar), 118.6 (2C Ar), 128.1 (2C An),
~8.6), 7.56-7.65 (2H, m), 2.02-2.12 | 128.7 (2C Ar), 138.5 (1C Ar), 142.1 (IC Ar), 143.2 (1C Ar), 159.6
8.24 (1H, dd, J= 2.8, J = (OH,m). | (CH=N); 163.9 (COH).
9.2),8.67 (1H, d,J = 2.8).

X 12.28 | 7.33 (1H,dd, J=1.6,J=| 15.13 | 9.05 1.75-1.81 | 27.6 (3C Ad), 35.0 (1C Ad), 36.0 (3C Ad), 40.6 (3C Ad); 108.8 (1C
8.6),7.54 (1H, br. 5), 7.71 (1H,s) | (6H, m), | Ar), 111.5 2C Ar), 120.8 (2C Ar), 125.8 (1C Ar), 133.8 (1C Ar),
(1H, br. s), 7.88 (1H, s), 2.02-2.12 | 133.8 (1C Ar), 136.8 (1C Ar), 142.8 (1C Ar), 144.1 (1C Ar), 1494
7.90 (1H, d, J = 2.0). OH,m) | (1C Ar); 157.6 (CH=N): 163.8 (COH).
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gbGoo 2

] 2 3 CHz- |5 6
XV | 11.89; 726 (1H, d, J = _ 170-1.79 (12 H, m), | 27.6 (3C Ad), 27.6 (3C Ad), 34.8 (1C Ad), 36.0 (3C Ad), 36.1
8.99 (1H, s, | 7.6), 7.35 (1H, d, J 190 - 1.96 (6H, m), | (3C Ad), 38.4 (3C Ad), 40.7 (1C Ad), 40.8 (3C Ad); 102.8
NHCO);  |=7.2),7.87 (1H, s). 2.02-2.10 (12H, m). | (1C Ar), 120.29 (1C Ar), 120.9 (1C Ar), 130.8 (1C Ar), 131.5
(1C Ar), 137.2 (1C Ar), 146.2 (1C Ar); 175.5 (C=0).
XVI | 13.97; 7.50-7.56 - 174-1.82 (6H, m), | 27.3 3C Ad), 34.9 (IC Ad), 35.7 (3C Ad), 39.9 (3C Ad);
1048 (1H, | (2H, m), 7.60 (1H, 2.06-2.15 (9H, m). 112.9 (1C Ar), 117.4 (1C Ar), 125.7 (1C Ar), 127.6 2C Ar),
s, NHCO). |d, ~7.2),7.63 (1H, 128.3 (2C Ar), 128.5 (1C Ar), 129.2 (1C Ar), 131.5 (1C Ar),
d, J = 84), 7.70 134.81 (1C Ar), 134.9 (1C Ar), 148.5 (1C Ar); 165.5 (C=0).
(IH, d, J = 8.4),
799 QH, d, J =
72),8.30 (1H, s, H
Ar).
XVII | 12.97 (1H, |7.49-7.45 (1H, m, - 1.77 (6H, m), 2.07 27.49 (3C Ad), 35.22 (1C Ad), 35.91 (3C Ad), 40.41 (3C Ad);
br.s, NH); | A 7-56-7.52 (4H, (9H, m). 120.98 (1C Ar), 121.02 (1C Ar), 12154 (1C Ar), 124.29 (1C
10.58 (1H, E’HA?D’ 7;)3 758 Ar), 124.34 (1C Ar), 127.61 (2C Ar), 127.65 (1C Ar), 128.32
s, NHCO), |7.98 (4. d. j-8) (2C Ar), 12836 (1C Ar), 128.76 (1C Ar), 129.71 (1C Ar),
10.43 (1H, 131.13 (1C Ar), 131.63 (1C Ar), 134.37 (1C Ar), 134.55 (1C
s, NHCO). Ar), 139.32 (2C Ar); 165.59 (1C, C=0), 167.11 (1C, C=O).
XVIII | 11.89 (1H, | 7.08 (1H, d, /8.4), | 206 |202-2.04(9H, m), |23.92 (1C, CHs), 27.63 (3C Ad), 34.77 (1C Ad), 36.08 (3C
s, NH); 7.28 (1H, s), GH,s, | 1.76 (6H, m) Ad), 40.76 (3C Ad); 101.46 (2C Ar), 113.26 (1C Ar), 113.29
9.88 (1H, s, | 7.39 (1H, d, /-8,4). | CHs) (1C Ar), 134.12 (1C Ar), 138.85 (1C Ar), 141.91 (1C Ar);
NHCO). 167.73 (1C, C=0).
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2.1.3 Bm096000 N-5¢0 30006093190 2-(1-5¢005356¢3)0¢0)396B0dosbmemols
Lbobomgbo

2.1.3.1. 5¢05856¢5b60b 5305939630l 8983390 Bmyoghmo sdoemo ddol 9993390
sB™dg00bgd0L Lobomgbo

Q505 GHMJB03NO0 s T IRBIIBHWOO BoMTIIMEMAO0MOO LTS gdgdol d0gdols
d0Bbom, Bz9b60 330930l 53MEbs© ogoLIbLYM Fgaz9Lhogwrs Bmaogmmo N-s5e30W06g-
0990 2-(1-5005356¢0w)-1 H-096%08005Hmol Lobmgbols gbgdo. 9 doBboo 3gOl3gd-
oo 303066090 58563960l BMsd96@E0L 9933900 080bwmGo -CH=N- x3933900L
5 (-CO-NH-) 530160 ©oxy539d0L 99933390 boghmgdol Lobmgbo s 33¢0g3s. Fomo
Mdem (3030005305 96 90Y96s-303w0BsEgo0L Mgod30gdol dgufogas N-Bsboigwrg—
0990 396%0d0EsBM OOl Jowgdol JoHBbom s T gOIMO0 S LEdMEMM 3O ME]-
3900l 30mL3M0bobyo. 3065006, 3FbmdOWos WoBHgOsGHMOs [5, 14, 33], H™Iwwgdos
00036905 5005356960l 8993390 sdoemo (Ad—CONH) s s60wogbmdo (Ar-CH=N)
0dob dgmbg 659007930l LyobEIMILM dOMEMYOO 5JEHOYOMOS.

3bmdowos I6MIgd0, MMIwgddos S0HgHowos 53000l s Mm-89bowqbos-
dobgdol MM0gmHJdggdom Bb3zsslbgs 30MHMdgddo 2-Rsbo33wqdmeo 6 N-Bsbsggwg-
0990 096H00IBMEGOOL F0MYdS. YIS, BMT 53 MgoJ300L OML FrvEgEME
360H™MOJHgds© 306039 LoxzgbwOBg bgds sHMIYN0bgdOL Fo6rdmgdbs, bmenm 990 ma
30 obobo 85539 52963900l 96 ©3556953900L MBsMBdOLLL Qob0EOL 303w 0BsEosl [112,
113, 131,132], 5303, 3030090 3505(Y39GH0e9ds, 356339bmM309wgd0bs 8060
(AdCONH) o sPmdgomobmédo (Ar-CH=N) x3953900L 99933390 bsg0rongdol dowgds s
3990 ™0 3500 303e0Ds305 OEIMIGHWMST0 50(gM0w o BgmMPOYdOm.

B396L 09t 30639 9B3BY obbMEME309wwgdmEo 0dbs 580@MMHO S SBMIgmobmeo
0dob 993390 bsgMmgdol XXII-XXIX domgds. sdobmgzolb xghH Lobmgbo®gdwo odbs N-
(2-5006mx89600) 55356 56-1-35MdmJusdoo (I) Lologzol o6 Tm@Egb-dsmdsbols dgommom,
bom  N-(4-09000mgbo-2-5006m3qb0¢)- N'-(1-5005356@0) 356dmdbsdool (XXI) dobowg-
05 0530530603915® 236bMME0gwgdwo 0465 560HD0EOLOL 5sdBEHMOEOMGDS 5o~
056 56-1-35600b35535L Jerm®sb3oMoom [133,134], Foxgdrwo 4-dgomdbo-g9boen-N-
(1-5005856¢30¢0) 3560mJusdool (XIX) [135, 136] boBM0omgds BosBo®®s 57 % sBmEdz5300
30563535358 9630M0EOL MsbsMBOLIL MmMsbol  Fgd3gMsdEsDy. Fo®mdmddbowo N-(4-
3900mgLo-2-b0@MmMmzgbo)-N'-(1-50053563H0¢)350dMJbsd0olL (XX) 359mbiogeosbmdsd dg-
50065 99 %. XX bsgmomol s©0a9bom dmeg3wmmeo igomdsoo Hgbgl boggwols 3s¢s-
@O0BIGHMOOL M365MBOBSL MMIbOL FHga3gMsEIMsBY SBOLMEYEMO JOWs3IGGT0 FoMg-
0990 0465 6590000 XXT 90%-0560 2590530 056Md0m.

2396bMO309w 900 0dbs baghmo T s bsgdmo XXI »mmoghomnddgogds bbgsalbgs
5OMI>BH M 5¢9300JOMSD, 39MdME, Lo oEoWOol, dOHMALIOEOEOL, OdIOMALIEO-
300l 5 boGOHMOYEDII30GOMIb 53L. L3OMEHOL 560930 2-5 Losmosbo sbgwgdom.

LobMgBoMYdMo 0465 530 E-5DMIgMObMEGo 3ol 99339w0 bogMomgdo XXII-XXIX
67-90 % 9593w 056Mmdom  ggds 8 dobggzom.
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0
¢ SOCl;
0
C[NHz @\f H\@ o
Cl H
"L o N
2 B 23b. go @B NH; H
omabol #gdd. I E— 0
H b3od@ob ségdo Nl
N Gbgrmgdom L
R
— 0
0 NH; XXI-XXIX
XXI
Hz.".\'i
bdod@ob oM 330
omsbol 9o
HN
0 N
- I
—_—
~o No, ©
—0 mnsbob @gd3.

XX
XXII (R'=H, R= GH+OH ); XXIII (R'= H, R= 2-OH-5-Br-C¢Hs); XXIV (R'= H, R=2-OH-3,5-
Br-CsHz2); XXV (R'=H , R=3-NO2GsH4); XX VI (R'= H, R= CsH4N(CH3)2); XXVII (R'= CH30; R=
CsH4OH); XXVIII (R'= CH30, R=2-OH-5 Br-C¢Hs); XXIX (R'= CH30, R= 2-OH-3,5Br>-CsH2).
Uggds 8. N-(1-5005956¢0¢0)3560d3Mmbogw-N'-396%0¢0096-m-5960¢ 9605306930l Lobomgbo.
LobmgHBoMYOMwo bogMmngdol XXI-XXIX bEHMMJGHINJO0 ©ILEHMMGOE0s 0Of. w90
5 096 B3gdBHOmEo Imbs39dgdom.

2.1.3.2 N-(1-5¢005356¢0¢0)35(dmbogn-N'-396b0ogb-m-g9bowmgbosdobgdol
3030Bs300L M1g5g30900L dglfogams

dmbobxmeo 0dbs Bmyoghmo bsghomol XXII, XXIII, XXIV s XXIX 303c00Hs30900
BoBH®Md6bmTo 56 Naz$:04 35bsmdolol ©IBs-do  gbgwgdom 6 gmbgm®(V)-ob
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mdbodwmMoEol  ™Msbsmdolsl  70-108°C  3gd3gesddme  0b@gM3zswdo.  Mgodzools
535360900l 9999y Jowgde 0dbs bog®oo III; godm@obowos ©sli3zbs, G™I 0dobmemo
00> oboBgds (30300300l 3OHMEgLldo 4509Mmy)bgdmo BMY0gHMO 5935 39GHOIWODo—
GM69d0L 253w gbom, sB939 9@s3BEIBOL OO LOZMEFOMO Bod@MMOlL 493w 9gbsg bgwls
deob N- 5¢0 30065090 36m©d@ob Hoerdmddbsl.

Bogo@otgon XXII, XXIV s XXV Boghomgool 303e00bs30s 3539-80 Juom®mamdol
56930, 96 3MmoBMIRMOT535L ggMgddo 3bgwgdom. dozogm sbowo N-sw3zowoMg—
0990 2-(1-5005956¢30¢)396B0d0@sBMEgdo, OMIgwos dobstgzol Lsboom 8dgoEsgs
Boghmo III. ®godgool  d0dobsmgmdolsl bgds Fo®dmddboero bog®omol  golmgzsb
900356 9Md5T0 4505LZWS. M55 S930MGOL 3OIMPIEOL 2oTMBOg0sbMBL.  N-sen 3000~
69090 30MmEwdGol XXX-XXXII 50mlogerosbmdsd  dgoyobs 32- 67 %. (bdgds 9).
50bsB0dbs305 ol FodBHo, MMI 67% @odmbogE0sbmdom sdmgzgsgom bo@Mmzggbowols
X39530L 99933390 bsgmomo XXXI, 42% - 3oOmdlongbowol xawmaol 89d33gwo XXX,
be® - odO™330OMmJloggbowol xamaol 999339wrol XXXII 459mbioguosbmdsd dgs-
2065 28 %.

N-se30069dwo 096030 sHMmEgdol dobomgds®, 396l FogH gobbmogwg-
0990 0gbs bsgMmgdol XXIII, XXVI 556335 5:39¢H™bodMowol s69do, 30% {gsedswols
D9:396208 5 3mbE. FoM0935L MbsMdOLLL. sB93g Boghmo T MOmoghHmdgwogds o-
Bo@®mMbowoiowol 5930 msb s39BHMboGHMowol sMgdo, 30% {gsdsol bgmobaol
5 3mB3. 85605535L 39b5MBOLSL. 09od305 Bo3oEBHIMI Mmmsbol 3H9gd3gMo@ Mty 40-48
L5500l 4963530 Md5T0. bbgs JgmMmEgdmsb 9969000 53 D00 odMm3Ys300 BoPIEIO o~
9oz osbmdom (71-81%) bsghogdo XXXIII- XXXV. s0dmBbos, Mmd 50 dgomoo [131]
99L5dEgdgos N-5¢ 30060 B8x6H0F0EIHBMEGdOL Jowgds MMM N-(1-5005356-
GoW)3500Mbo-N'"-096H0w0@gb-m-13960wb0sd0bgdol  (30300bBsgoom, sbg3zg N-(2-
5006mx3960¢)5@5356@96-1-3500mJisdool (I) Mdmsem MOHP0gOJdggdom swg3o-
©90096. (gdgds 9).
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g0 ob dgdy
(- HZOZ‘-“"I'(';' H(l

. safymboidogols soydo

: . / ~x_-N
PN | 9—--—__“__

ON __— &
k,//\,_ ~ H,0,, jmb;. HC1

N"'z XXX- XXXV
aiadymbogaogals ségdo
I

XXII, XXX (R=C¢HsOH); XXIII, XXXIII (R=2-OH-5-Br-C¢H3); XXIV, XXXII (R= 2-OH-
3,5-Br,-CsH, ); XXV, XXXI (3-NO,-CgHy); XXV, XXXIV (R= C¢HsN(CHz)y); XXXV (R=2-
OH-5-NO,-C¢H3).

1ggds 9. N-sa030¢00069d39e0 396D030EsBMEgdols Lobomgbo.

LobmgBoMYdwo bsgHNgdol XXX-XXXV b3H6d@6Hgd0 sslidMgoremos off ©s
<0 B39JdAHOMwo Imbs3gdgdom (gbMogro 1).

2.1.3.3. N-(1-35005856¢0¢0)35(3bog-N'-396B00©gb-m-g39boggbosdobgdol
(XXII, XXIII, XXVII, XXVIII) 5020965 05 (3030205305

B35 909 LobmgboMgdmo  N-(1-505356¢3)0e)3563mbor-N'-396%0wogb-m-
33960096 05d069d0L  (XXITI, XXIII, XXVII, XXVIII) 5009965 8093009960 {i94oerdsmom
69b9L 603900 35390 DBIGMOOL M9bsMBdOLIL JIIbMEOL 5Mgdo. M95J30d 9b35bME3O0-
9090 15-18 L5500 MMsbols FHgd3gMs@GEmsdy. d03009m 5Bl 3OMm©d@gdo XXXVI-
XXXIX  (50-80% 959mbogw0sbmdom), Mmdwgdog msbsdg  36OH™m©dEHol Loboom
390339300696 BosgOmo 1.

2396bMO3090 0o 0dbs  bog@omol XXX VII 303c00bsool Mgodzos §ywosbo obBm-
36O ™300l L3oMEHOL sGgdo (50/50), 3b3. For0ET:4o35L M9bIMBOLSL 48-55 Losmosbo (3bg-
gdom. LoMgod0m b3M930 s3MT390I0 065 5dMboMTol FHmEHoL 10 % figseblbstom,
pH=6-7. 900gdMwo o0dbs ©@sdso 25dmbogerosbmdom (30%) N-5¢030006MgdvI00
36OmEddo XXXIII, 6Hmdgwos 09bsdg 360Hm©d@ol Lbsbom dgogsglh bsgdoo III
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(bgg8s510). 53 BgomEom  3,5-E0dMHMI30MOMJL0RIbOOL  M5O3Zswol  T9d339Wwo
BogHmgdol 303w0bsgool 99dmbgazsdo, Mgsjgool d0dobsmgmdol boby®mdwogmds oym
70-75 Losonbg 9930, beagm god300L 9900939 399mymaowo odbs bagmoro III.

L-- B\

R ‘.‘.
Rl‘\l-*"“‘*“\‘:- N— \ NH2
[ H) Ni
| p O )
\\f. \-N > \ﬂ
._l\ | PRTEY s| ) Wy s e do R1 —.n-- ; -.;._—:\:\
R e .
-uu‘ .},||. - L4 b
XOXIIL XOXIII, XXVIL XXVII A
l\
ARRLY A LRYAY
Howopn @ikl gy HCL
oo
RSN S
| \\, ;\“. 1
Z ‘__Nf' N\
\‘l
'/ XTI

XXXVI(R= C¢H4OH, R'= H); XXXVII (R= C¢H;BrOH, R'= H); XXXVIII (R= C4H,0H,
R'= CH;0); XXXIX (R= C¢H;BrOH, R'= CH;0); XXXIII (R= C¢H;BrOH, R'= H).

bggds 10. N-(1-5005356¢0¢0)356MdMb0g-N'-396B0 0 g6-m-8960a 9605306930l
503965-30300Bs30s

LobgBoMHYOMwo bosgemgdol XXXIIT s XXXVI-XXXIX UEGOMIGHMMS o9~
Boos of, Mo s 336 B3gdBHMMEo Imbs3gdgdom (3bOHowo 1,2,4).
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2.1.3.4. bobmyBoMmgdMo bogMamgdol L3gdEMMEeo sbseobo
XXI-XXXIX

LobMgHBOMYPIMo bsgMHMGdOL LEAHOIEBHOIOOL IYIDS 2obbmOEOggdmwo odbs
0, off s 336 B39dBHMME0 SBsE0BYOOL LoxmdzgwBy.

LobmgBoMYdMwo bsgMmgdol o 13gdBHMOL sbsEoBom sbowo odbs, GMI
Bogmdo XXI Bsbls 0096 gdols Dmergdo Amx 211 63 o 291 63-Bg 63-Bg, bsgBommolomzols
XXII - 218 63, 231 60, 264 69, 345 63-by. bogMmolomgzgol XXIII -224 63, 348 69, 357 63-By,
Bogmolisongol XXIV-220 63-bg, boghomobsmgols XXV - 210, 244, 275, 282 63, bsgdoro XXVI
-207, 275, 282 69, XXVII- 213 63, 266 69, 347 63; bogHomoloomgols XXVIII - 221 63 o 347 60-
bg. bogPmolsmgzgol XXIX -207 69 s 348 63-Bg (gbMoeo 3).

=0 139dBHM0 bsgOMOLMZ0L XXX Bsbl Fsbmddol Bmergdo Amx 214 63, 270 69, 294 60-
b9, bsgemolsmgols XXXI - 203, 243, 326 63, bsg@omnolsomgols XXXII - 208 69, 245 63, 275 69-
g, bogOomobomgol XXXIII — 207, 250, 276 63-bg, bogdomobosmgols XXXIV - 214, 260, 282
63-%g, bogPomolsmgzol XXXV- 217, 315 63-by.

o B3gdBMo bsgHmoliomzol XXXVI Rsbls dosbonddol Bmengdo Amx 210, 284 63-bg,
Boghmolsmngol XXXVII - 205 63 s 282 63-By, bsgbomolbosmgol XXXVIII - 212 63 o
292 63-%g, bsgMHmolomgzol XXXIX — 212 s 284 63-Bg, bog®omobosmgol XXXIII -207 69,
250 60 s 276 63-By (gbMoo 3).

BogPongdol XXI-XXIX obg®msfomger (0ff) U139ddH®do N-H-ol  ©sdsbsliosmgdgeo
80560930 b Bmengdo 3e00bgds 3376— 3116 13! MBSBT0. sOHMIsEHEo dodmzol C-H-ob
©5 553363560l doMmmM30l C-H-0ob sdsbosliosmgdgwo dmsbmddol bmergdo 350s3bg-
0056 3077-3000, 2908.56-2846.56 13" 069030 dqLodsdols. bagMmo I s XXTI -ob NHa-ol
©535bsLosMYdYE0  FMsbmngdol bmeo  gmogbgds 3402 o 3286 LO'-By; begm
500QM0 XAMR0L 35MOMBOWOLIMZ0L TbIL050YOI0 FmsbmJdol Bmero Fxwsgbrgds
1666-1658 13! d5680. BogOHmgdol XXII-XXIX off b3gdd®do CH=N -ob ©sdsbslosmgdgwo
80560930 b Bmero I5053609ds 1612-1604 bLA! ©935680. bsgPongddo XXIII, XXIV s XXVIII,
XXIX C-Br 3dolb ©s35bsb0s0gdgeo dmsbmgdol Bmeno Bsbl 686-624 Ld! «dsbdo (gbGogro
3). BogMomgdol XXX-XXXV obgmsfomge (0f) b3gd@®do sOmIs@wo dodmgzgol C-H-ob
©5 553563560l doMmzol C-H-ol sdsbsliosmgdgwo dmsbmgdol bmergdo 8x003b-
90056 3066-3047, 2923-2850 LI 906980 Tglodsdobo. bogBoo XXVIII s XXIX OH-ol
©535bsL0sMYOYE0 F56mMJdol bmero Bx0s36qgds 3400, 3432 LA '-Dbg; bsg®ogdol XXXII,
XXXIIT s XXIX off. U13gdBH®do C-Br 3oL dmsbomddol bmero 350036 gds 624-618 1O
d69ddo dglsdsdoboq. bogmmgdol XXX VI-XXXIX off b3gd@®do N-H-ob sdsbslosmgdgao
000560930 b Bmengdo 3e0bgds 3293 — 3200 LA «ds6do. sOMIsEHwo dodmgol C-H-ob
©5 553563960l doM™M30l C-H-0l ©sdsbsbosmgdgaro  dmobomddol Bmergdo 8:0sgb-
0056 3062-3031, 2954 -2840 UL3' “4d69d0d0 Tgbodsdolso. bmerm sdoEIMHO XAROL
39M0Mboolomzol  sdsbsllosmgdgmo Jmsbmgdol bmeo Fwsgbwgds 1643-1635 13!
©05680. BogMomgdol XXXIV, XXXV s XXXVII of bdgd@®do C-Br ddob @sdsbaoliosmgdgwro
dm9bmddol bmeno BBl 624 13! MdsbIo (gbMoo 3).

BogPongdol XXII-XXIX 'H 306H03mw-05abo@wemo  6H9Bmbsblols (3d6) UL3gd@®do
9900956935 NH-x399530L50030L 58550509390 H5bmbsblyeo Logbswo bobywgdgdols

74



Loboo 9.09-8.55 3. 9. 6.-80, bmwm OH-ol  36H™GHMBIOOL sdsbsLosMIdIo HYHMbIb-
Lo boabogdo 3crobgds LobywgEolL Losbom L@ ggardo 14.59-12.15 3.8.6. «ds6d0,
bem CH=N- x31530Lom30L ©35bsliosmgdgero H9Hmbsblmeo bogbseo gwobgds
bobawg@ol Lsboo 8.93-7.79 3.0.6. «9d56d0. 8.48-6.68 3.9.6. “9d5600 ULobygEHgoOL,
©OYHIO0L, YOG~ IBWIEHJOOL O I G030 gBHJool Lsbom 30bgds sMMIs-
Ao 3OMGHMBIOOLIMZ0L sTobolosmMgdIo  HYHMbbLMwo Logbswgdo. bsgOmgddo
XXTI-XXIX 50053563060l 650035000l 30:mEHMbgd0Lsm30l ©adsbsliosmgdgmo Mgbmbsb-
Lo bogbseo 3e00bgds IMEE03WwgBgool bsboo 2.10-1.66 3.0.6. dsbdo. bogmoghgds
XXVII-XXIX  dgoomdbol %3950l ©odsbsliosmgdgeo d9;mowol Go@olsol 3OHm@m-
69900 Logbogrgdo 360bgds LobywgEgdol bsboo 3.81-3.83 3.9.6. ¢ds6d0 (gbMogro 4).

BogMonol XXX VI, XXXVII s XXXVIII 'H d06H:03e0-053b0@6m0 Ggbmbsblols (d396)
139dB®do 09odhbg3zs NH-xamz30Lsm30L  ©sdsbsLosMGOJEo  MgHBMbBLWwo Loybsero
Loba9EH OOl Loboo 9.90-7.42 3.0.6. «d56d0, beenm OH-0l 36mEH™bgd0L sdsbsliosmgdg-
@0 MBMbBLYIO Logbsergdo 3er0bEgds Lobawg@olb Lsboom bwli@ 3gwdo 12.44-8.90 3.
9.6. modsbdo.  bBog®omol XXXVI s XXXVII CHz2 x3m30bs;30L sdsbslosmgdguo
69HMbsblmo Logbswo 3arobwgds Lobawg@ol bsbom 4,45 s 4.42 3.8.6. mds6do. 7.19-
6.61 3.0.6. <dsbdo LobyargBHgool, ©MOWYEBHIOOL,  OYOWIGH-WOIBIWIBHJOOL
3 E03 93900l Lsbom 3er0bgds sMMIsE o 3OMEHMbYIOLSMZOL sTobILOsMGOYEO
H9DMbsblmeo Logbswgdo. bsgbmgddo XXXVI oo XXXVII 50063563960l 650003500l
36OMEMBd0LOmM30L  ©Tsbslinsmgdgo MHHBMbsBLmEo Logbswo gwobogds M@ o-
3w9g3goo Loboom 2.09-1.76 3.0.6. mds630.(gbMoEr04).
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XX-XXXIX Boghomms gobozvem-Jodor@o dsboliosmgdengdo gb®owo 3
Boghmo | ao0mlisgeros- .0 R¢ 0f.39JB%o v, bI-' 0 b39d@ o
Bds % °C A max, 63 (Ige)
1 2 3 4 5 6
XX 99 133-134 0.84 1288, 1249 (C-O-C); 1350.1581(NO,); 1650 ~
(C=0); 2846, 2908 (C-H, Ad, CH3); 3090 (C-H
Ar); 3278 (NH);
XXI 90 210-211 0.59 1280 (C-0-C), 1635 (C=0); 2846, 2900(C-H Ad, 211 (0.85),
CH;); 3001,3054 (C-H Ar); 3286, 3402 (NH, 201 (0.13).
NHz);
XXII 68 154-156 0.61 1612.3 (C=N), 1666.3 (C=0); 2850.3,2908.0 (C- | 218.0 (0.55), 231.0 (0.495),
H Ad), 3010.0, 3050.0 (C-H Ar); 3168.0 (NH); | 264.0 (0.456), 345.0(0.283).
3425.1 (OH).
XXIII 89 182-183 0.66 626.2 (C-Br); 1612.3 (C=N); 1658.6 (C=0); 224.0 (0.655), 348.0 (0.261),
2846.6, 2900.6 (C-H Ad); 3031.7, 3077.9 (C-H 357.0 (0.268).
Ar), 3116.7-3270.8 (NH, OH)
XXIV 77 178-180 0.63 624.0 (C-Br); 1650.85 (C=0), 1648.76 (C=N), 220.0 (0.702)
2908, 2846 (C-H Ad),3062.6 (C-HAr), 3111.6,
3263.1, 3324.0 (NH,OH).
XXV 79 170-172 0.9 1368, 1512 (NO»), 1679 (C=N), 1650 (C=0), 210 (2.50), 244 (0.75), 275

2842, 2927(C-H Ad), 3062 ( C-H Ar),3364 (NH).

(1.10), 282 (1.20).
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1 2 3 4 5 6
XXVI 71 136-138 0.8 1684.56 (C=N), 1658.56 (C=0), 2852.2, 207 (1.90), 275 (0.40), 282
2909.1 (C-H Ad, CHs), 3018.3 (C-H Ar), (0.45)
3113, 3117, 3432.84 (NH).
XXVII 70 163-164 0.49 1604.56 (C=N), 1658.56 (C=0), 2846.56, 213.0 (0.650), 266.0 (0.438),
2908.27 (C-H Ad, CHs), 3008, 3062 (C-H 347.0 (0.187)
Ar), 3155.13, 3300.69, 3432.84 (NH, OH).
XXVIII 81 200-202 0.45 624.84 (C-Br), 1612.28 (C=N), 1658.56 221.0(0.516), 347.0 (0.187)
(C=0), 2846, 2908 (C-H Ad, CHs), 3000.84,
3070.27 (C-H Ar), 3409.70 (NH, OH)
XXIX 89 237-238 0.40 624.85 (C-Br), 1604.56 (C=N), 1658.56 207.0 (0.765), 348.0 (0.148)
(C=0), 2846.56, 2900.56, (C-H Ad, CHs),
3000.84, 3062.56 ( C-H Ar), 3378.84 (NH,
OH).
XXX 42 326-328 0.50 2853, 2908, 2970 (C-H Ad, CH:), 3059 (C— 214 (3.01), 270 (0.405),
H Ar), 3400 (OH). 294 (0.58).
XXXI 67 >310 0.64 1373, 1512 (NO), 2850, 2913 (C-H Ad, 203.0 (1.20)
CH.), 3066 (C-H Ar). 243 (0.91), 326 (1.8)
XXXII 28 >320 0.51 618 ( C-Br), 2852, 2907 ( C-H Ad,CH>), 208 (0.611), 245 (0.206)
3066 (C-H Ar), 3400 (OH). 275 (0.131)
XXXIII 61,75 285-287 0.51 620-640 (C-Br), 2854, 2923 (C-H Ad, CH.); 207 (0.611), 250 (0.144)
3047(C-H Ar), 3301 (OH). 276 (0.138)
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1 2 3 4 5 6
XXXIV 71 178-180 0.65 2858.2, 2904 (Ad, CHs, CHs); 3058.1 214 (3.5), 260 (1.60)
(C-H Ar). 282 (1.4)
XXXV 81 284-285 0.55 1350, 1518 (NO2), 2858.2, 2904 (C-H Ad, 217 (2.40)
CHy), 3058.1(C-H Ar), 3400 (OH). 3.15(0.1)
XXXVI 56 138-142 0.37 1643 (C=0), 2840, 2900 (C-H Ad, CH2), 210 (0.583)
3062 (C-H Ar); 3232, 3371 (N-H), 3471 284 (0.103)
(OH)
XXXVII 53 127-128 0.31 624 (C-Br), 1643 (C=0), 2854, 2908 (C-H 205 (0.643)
Ad, CH>), 3039 (C-H Ar), 3200, 3400 (N- 282 (0.129)
H s OH).
XXXVIII 62 158-160 0.32 1635 (C=0), 2854, 2954 (C-H Ad, CH>, 212 (0.657)
CHs), 3031 (C-H Ar), 3286 (N-H), 3409 292 (0.100)
(OH).
XXXIX 51 192-194 0.30 624 (C-Br), 1635 (C=0), 2854, 2954 (C-H 212 (2.57)
Ad, CHz, CHs); 3031 ( C-H Ar), 3293 (N- 284 (0.6)

H), 3409 (OH).
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Lbobomgbocmgdmeo XX-XXIV, XXVII-XXX, XXXTI, XXXVI, XXXVII bsgbogdols 'H s *C 336 L3gddmmero dmbsggdgdo

(CDs3):SO, 6, ppm (J, Hz)

Bog®- | NH (b5) 3mIoB03o CHs, OH | -CH=N- H-Ad (@) 1BC 336 L3gdAHMo
)
1 2 3 4 5 6 7
XX 9.62 7.65 (1H, d, J=9.0), 7.49 3.83 - 2.02 (3H), 1.85 27.5 (3C-Ad), 35.9 (3C-Ad), 38.2 (3C-Ad), 40.5
(1H, s, (1H, d, /=3.0), 7.30 (3H, s) (6H), 1.70 (6H | (1C-Ad), 55.9 (1C- CHs), 108.8 (1C-Ar), 120.3 (1C-Ar),
NHCO). (1H, dd, /=9.0, ). 125.0 (1C-Ar), 127.3 (1C-Ar), 142.8 (1C-Ar), 155.7(1C-
J=3.0). Ar), 175.6 (C=0).
XX1 8.51 6.82 (1H, d, /=8.4), 6.31 3.65 - 1.99 (3H), 1.90 27.63 (3C-Ad); 36.02 (3C-Ad); 38.58 (3C-Ad), 40.28
(1H,s, | (1H,d, /j=0.8),6.14 (1H, | (3H,s) (6H), 1.69 (6H). | (1C-Ad), 54.71 (1C-CHs), 100.78 (1C-Ar), 101.82 (1C-
NHCO), dd, Ji= 8.4, J.=0.8). Ar), 116.88 (1C-Ar), 127.79 (1C-Ar), 144.35 (1C-Ar),
4.64 157.85 (1C-Ar), 174.35 (C=0).
(2H, s,
NHo2)
8.65 7.01 (1H, td, /1 =7.6, 2| 12.43 8.14 | 1.66-1.76 (6H, 28.12 (3C-Ad), 36.38 (3C-Ad), 39.21 (3C-Ad), 42.01
XXTI1 (1H,s, |=1.0),7.07 (1H, d, /=8),| (1H,s, (1H,s) | m), 1.98-1.99 (1C-Ad), 117.37 (1C-Ar), 117.87 (1C-Ar), 119.22 (1C-
NHCO) | 7.13-7.15 (2H, m), 7.28- OH) (6H, m), 2.10 Ar), 119.55 (1C-Ar), 120.65 (1C-Ar), 124.11 (1C-Ar),
7.32 (1H, m), 7.42-7.47 (3H, m). 128.05 (1C-Ar), 132.28 (1C-Ar), 132.79 (1C-Ar), 133.12
(2H, m), 8.48 (1H, 4, /= (1C-Ar), 133.81 (1C-Ar), 160.88 (N=CH), 164.14 (C-
8). OH), 176.19 (C=0).
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1 2 3 4 5 6 7
909 |6.96(1H,d, J=88),7.22|12.15(1H, | 889 | 1.70 (6H,m), 1.91 | 27.63 (3C-Ad), 34.79 (1C-Ad), 36.08 (3C-Ad), 40.75
XXII | (1H,s, | (1H, 1td, J1=1.6,]2 = s, OH) | (1H, (6H,m),2.02 | (3C—-Ad); 110.71 (C-Br), 118.22 (2C-Ar), 120.54 (2C-
NHCO) | 7.6),7.28 (1H, td, J1 5) (3H,m). Ar), 121.20 (2C-Ar), 134.19, 142.70, 144.88, 158.05,
-1.6,]2 =7.6), 7.40 (1H, 161.09 (C=N), 161.87 (C-OH), 179.96 (C=O).
dd, J1 = 1.6, ]2 =8.0),
754 (1H, dd, J1 =2.8, J2
-8.8), 7.79 (1H, dd, J1
-1.2,72 =8.0), 7.99 (1H,
d,]=28).
856 | 7.17 (1H,dd,J1=3.6, J2 | 13.48 (1H, | 8.02 | 1.76 (6H, m), 1,99- | 28.11 (3C-Ad), 36.44 (3C-Ad), 39.35 (3C-Ad), 41.31
XXIV | (1H,s, | =5.8),7.39 (1H,dd,Ji1= | s, OH) | (1H, | 1,96 (6H, m),2.10 (1C-Ad), 110.93 (C-Br), 112.26 (C-Br), 117.80,
NHCO) | 3.6, J2=5.8),7.55 (1H, 5) (3H, m). 121.51, 124.46, 125.57, 126.02, 129.01, 130.79,
d,]=2.4),7.80 (1H, d, ] 133.78, 138.68, 161.52 (C-OH, C=N), 177.17 (C=0).
=2.4),840 (1H,d, ] =
8.0)
888 | 6.85(1H,dd,J1=2.8,J2 | 3.81 3H, | 8.83 | 1.68 (6H, m), 1.88, | 27.57 (3C-Ad), 35.99 (3C-Ad), 38.46 (3C-Ad), 40.41
XXVIL | (1H,s, | =8.8),6.96 (1H, s), 698 - | s, CH3), | (1H, | 1.87 (6H, m), 1.99 | (1C-Ad), 55.40 ( 1C-CH3), 112.28, 116.57, 118.95,
NHCO) | 6.99 2H, m), 7.37-7.43 | 1270 (1H, | s, (3H, m) 119.51, 125.16, 126.98, 132.17, 133.25, 143.61,
, (2H, m), 7.66 (1H, dd, | sOH). |CH=N 157.33, 160.17 (C=N), 163.23 (C-OH), 175.67 (C=O).

J1=1.6, J2 =8.0).
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1 2 3 4 5 6 7
XXVIIL | 855 |6.68(1H,d,J=24),687 | 3.83(3H, | 7.79 (1H, | 175 (6H, | 28.12,36.40,39.22, 41.76, 55.68 (1C-CH3), 104.01,
(1H,s, | (1H,dd,]J1=2.4,]J2=9), | s CH3), | s, CH=N); | m),1.96 | 111.01,113.00, 119.38, 120.52, 122.94, 125.64, 134.68,
NHCO). | 697(H,d, ]J=88), |1751H, (6H, m), 139.32, 136.38, 156.59 (C-O), 159.91 (C=N), 162.65
750(1H, dd, J1=2.4,]2 | = "y 2,09 3H, (C-OH), 176 (C=0).
-8.8),7.57 (1H, d, J
2.4):824 (1H, d, J = m).
9.2);
895 | 691 (1H,dd, J1=238, J2 | 3.82(3H | 893 (1H, | 1.70 (6H, 27.61,36.04, 38.01, 38.38, 48.89 (1C-CH3),73.98,
XXIX | (1H,s | =88), 708 (1L, d,J= | s CH3), | s CH=N); | m), 191 | 89.13,94.04, 104.40, 106.81, 113.13, 116.46, 123.48,
NHCO) | 28), 728 (1H,d,J= | 14.49 (1H, (6H, m), 168.81 (C=N), 170.47 (C-OH), 179.91 (C=O).
8.8),7.87 (1H, d, J = s, OH). 1.99 (3H,
2.4),7.93 (1H, d, ] = 2.4) m)
741 | 6.87 (1H,dd,J1=08,]2 | 1201 (1H, | 558 @H, | 1.77 (6H, | 27.63 (3C Ad), 34.79 (1C Ad), 36.08 (3C Ad), 40.11
XXX -8.0),7.03-7.17 (4H, m), | s,OH) | s, CH2). | m),2.05 (3C Ad), 40.74 (1C-CH?2), 109.44 (2C Ar), 110.52,
7.39 (1H, d, ] =7.2), 7.61 (9H, m). | 114.15,123.69, 133.55, 135.81, 135.83, 140.22, 141.29,
(1H, d, ]=7.6). 142,56, 144.88, 160.04 (1C-OH).
6.96-7.31 (4H, m),7.31- | 9.0 1H, | 558 (2H, | 1.71 6H, | 27.52 (3C Ad), 35.94 (3C Ad), 36.09 (1C Ad), 38.72
XXXII - 757 H, m). brs, OH); | s,CH2) | m), 204 | (3CAd),40.76 (1C CH2), 100.18 (1C Ar), 108.48 (1C
(9H, m). Ar), 125.31(1C Ar), 125.35(1C Ar), 127.94 (2C Ar),

134.43(1C Ar), 134.83(1C Ar), 134.89(1C Ar),
135.07(1C Ar), 144.04 (2C Ar), 154.63 (1C, COH)
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1 2 3 4 5 6 7
XXXVI | 7.42 (1H, 6.63-6.78 3H, m), | 890 | 4.45(2H,s, | 1.76 (6H, m),2.01 | 28.12 (3C-Ad), 36.42 (3C-Ad), 39.42 (3C-
s,NHCO) 6.64-6.93 (1H, m), | (1H, s, CH2). (6H, m), 2.09 BH, | Ad), 41.29 (1C Ad), 47.42 (1C-CH2),
731 (1H,s, | 7.02-7.10 2H, m), | OH) m). 116.50 (1C Ar), 118.27 (2C Ar), 119.62 2C
NH) 7.14-7.19 2H, m). Ar), 125.09 2C Ar), 126.91 (2C Ar), 128.79
(1C Ar), 140.78 (1C Ar), 156.90 (1C-OH),
176.58 (1C, C=0).
XXXVII | 9.90 (1H, 6.61-6.87 (1H, m), | 12.44 | 442 2H,s, 1.76 28.03 (3C Ad ), 36.30 (3C-Ad), 39.28 (3C
s,NHCO) 6.87-6.98 2H, m), | (1H, s, CH2). (6H,m), 1.97 (6H, Ad), 41.28 (1C Ad), 47.69 (1C-CH?2),
8.65(1H,s, | 7.06-7.11 (1H, m), | OH) m), 2.09 (3H, m). | 116.52 (1C Ar), 119.89 (1C Ar), 121.24 (1C

NH)

7.14-7.18 (2H, m),
7.49 (1H, s).

Ar), 125.45 (1C Ar), 127.54 (1C Ar),
127.67(1C Ar), 128.93(2C Ar), 131.22 (1C
Ar), 13152 (1C Ar), 140.99 (1C Ar), 156.76
(1C-OH), 177.58 (1C, C=0)
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2.2 5005355960l 3M53096¢3H 0l 89933900 ©0393GH0©Id0

500595639689933900 039330 Jd0L Folomgds B39l JogH TmeMgogog 30d3mbgb-
3905 d96PRgo 0dbs 5@9956¢)96-1-3500Mb5935, 50585639bMmbo, Lb3zsslbgs GO - s
5300~ 5306900, 509300 0 S boGHMmOWgdo. Mgsdi300 Po@sMgdo 0gbs dgmsbmerols
560930  94300mOHO  MSBIBIMOOMOOM VGO  FMYoR0Mg  3033Mmbg6EH L  Fmeo,
Lbgoolibgs  $9a39MoG MO  0b3gMzswdo 0°C-60°C, 12-17 ULssmolb  4sbdsgenmdsdo.
695d300L  3000bsMYMdIL 353300 JIM©O  Mbgzzgbmzsbo  JHMTsGHMPMIR00m.
b70MES M59gb0dg sboeno odol Foerdmgdbs. HmIgarms 9MHmTobgmobogsb oEowgdsls
39b9bom  JOHMToBHMAMoxz0mw 13gEDY FoGIMGVOm. 53 yBom Fsdmymzgow odbs a, b
LESHOMIGHMO9d0 [137-141]

o) R, y O 5
2@ 'T')\ﬂ/ “Rs @ N Y "Ry
R'l O R‘l O

a b

Ls0bGHIOJuM 0gm oL BoJBHOE, OMI JOMNPOMMEsE JmMJoa06Mg 30m33mbybEGds©
SOMI>BHME0  5e©g300J00L 5 5306900l 498mygbgdols  Fgdmbggzsdo  Lbgzoslbgs
399396053 MOHM  06GgMH35¢do  3bggdom  Lolv®3go  ©0393GHo0EoL  Jowgds 396
dmbgMbs, Mg bLlboo 0dbs 58563960l oo doMmMzol LogmEomo  FodB™mOmol
2393960 0.

©039330©J00L  FJobOMIOIE  M3I30M39Mo®©  IBbMOEF0JW®s 0BMbo@Mmowgdols
Lobmgbo, 390, JOEOBME0bM39GGOL, d9EDOWOL s 5sToBEHIBOL 0BMmbodMo-
@gdolL JoEgds. J0E0BME0bM39BIGHOL O 55FBEBOL 0BMboGMOEgdOL Jo®gds MG
Lox3gb Mo 8080bIMYMBL. I LsxzgbyOHBg brgds N-gm®mdowo®mgdmwo bBsghmgdol XL s
XLI 800gds, H™3geos be® 309w gds aro3obol goowolb 9o ghol 3o0mmdwmMools b
5006M5 53563960l 3000HMJMOHOEOL JPOWRBMOT0sGHMID MOMN0gMHmMJdggdom  GGO-
000053060l 3565Mmd0LOL, LoIE J9GIWODBIGHMMI© 359MYgbgdmE0s 3—EMEYME -
5335535 ImbMm30MoG0. ©95J305 M3 gds 20 Loy 3xdogzo dmMg30Ls s (3bgEgdols
306Md90do. ©95J300L dM3Mgd0L T9dgy LoMmgodzom bsMg3l s30wgdgb GHMHogmon-
53060L 30MHMJMOHOEU, 53mb396EHM0MdI6 FoMdo 45abLBYEOl ImEogdols FobBbom ©s
90090 N-53006H o o3oboll gmowol gmgdl (XL) bosh ©odsew §bg35g. N-
RMOI0E55356¢39bL (XLI) 30 g99mygmagh dyséo Lobom. N-gm®dowwywoiobols gomowols
90096 (XL) 090emdgb 92%-0560 459mbsgarosbmdom bdqds 12-ol dobgwgoom.

IT bogggbm®Bg — XL o XLI b5gmmgdls  odarm®dgmobol s6gdo  ds@gdgb  xmU-
g3m®(V)-ob @HmodwmdOmdbol (POCI) s G&Mogmowwsdobl, memgggb 0°C —bg 1 Lssomob
2960530 md5d0.  LaMgodgom bBoMggl MBsBHgdgh BoBMomdol 35MdMbsEOL  goeblibo®s,
69396 30 H00 Mmmobol 39d3gMo@ MDYy, 56539896 fiywrom s §zromsgab wodwm-
3905600m. MmOYsbM BsBL MgEbsggb NaCl-ob boxgho blbsGom, sd0Md6 K2COs3, 53mb-
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3953®069096. bsgMHmo XLIII 359mogmags 34s®o, mgmdo 39MHolb 300LEswgdol boboo 80
% 590b53e056Mmdom, bmwm bsgeml XLII bosh 353999, ©g09wmdgb gmowoBm-
3096m53939GH0L (XLII) 9539600m Bgomolidsg3s6 Lombgls 51%-0560 4sdmlsgwosbmdoom [142].

O

H N POCL, &2
@ \ 3 6(}
HsN—R /\o H T ’
o}

————————> C=N'"—R
©
a

NagC 03
35/ TosOH XLIL XLII
XL, XLI

(XL, XLII) R= CH,COOC, H,

(XLI, XLIIT) R=Ad

Udgds 12. 900 oBMmE0sbms3gGeGOl ©s 5¢356EB0L BoGMogrol Lobmybo

096%9b0bm30sbool (XLIV) Lobmgbo bm®Eogwgds sboeob®g 50% bo@®omdols
AMGOL, GGV sdmbomdol  dO™IoEOL s JmOHMmam®dol  dmddggdom
OJwmMIgmobol sMgdo mmsbol  ¢H9d396MsG by 6 Lssmosbo dmEg30L JoMmMd5dT0.
695d300L ©8M3MgdoL F9dgy LoMgodgom botggl s6Hs396 fiywrom, mMmybmw 7Bl
(3939 350myma3gb o 5398539096 NaCl-ol boxgo blbstrom, s9ymgbgdgb MgSO4 gsdGHmdols
30Bbom.  FoBHM39b o  953mb3IbGHM0MGdI6  953bLbEOl O  FMEOYdST©Y.
SMR3539096 1393 DY (SiO2, 39BHMMEWgobo) oBIMGOOm. VPMWMdI6 dsb@ Lombgls 44
% 250mboge0sbmdoo [143] (bdgds 13).

NH,
®0

(C4Ho)sN Br / 50% NaOH/ CHCI o
> C—N*
CH,Cl,

Udgds 13.  396%960BMmE0sbool Lobmgbo

2.2.1. 50058560 398339¢0 ©039330©J00L Lobmgbo Mol Mgsdoom
0bM305600d0L d5BIBY

0L 4-3033mb96&056 (Ugi 4CR) 61953090 53969096 5009300L 56 505355@06-2—
mbol, 530bols, 5@5356E6—-1-35603MbTss35L s 0bBMEosbooOl 3mbogblsgoom 0°C-60°C
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399396053 M5Dg 90obmol s6MHgdo. Hgod300L ILOEgdOL d9dgy LoMgsdzom Batggl
3539096 ©0Jem®I)mobl o 538539096 NaHCOsz-ob boxgMo blbsGom, 99dgy 1
dmemHo  KHSOs-0b §goemblbsdom. mMgsbmar 53obol sd6mdgb Na2SOs+—00. s9blibgerols
930 gdol 9909y BsMBgbl SLR™Ms39096 JOHMAsBHMAMoR0Mws© UB39ADY LEIbLIO-
GMo 9gomom (Si02, 39@MmMEgobol gmgMo/gmows3gBoG0), ©90IMmdIb ©0393E0-
©9dL XLV-LVII (bggds 14) 42-64% g50mbo3e056mdom (3bMogo 5)

(8]

,CHO

@\COOH

- EtOH

>,

XLV-LV

az@wm

_—

Rz - NH; o) y H

N.
Rs - NC N Rs
. R2 o)
LVI-LVII
Udgds14 ©0393EH0EYdol Lobmgbo Ugi 4CR
3b®owo 5
Ri Ro R3 T, °C Y, %

XLV - i-C3Hy CsHsCH;»- -CH,COOC;Hs 50 54
XLVI -i-C3H; -C¢Hs -CH,COOC,Hs Mmomsbols 46.3
XLVII -i-C3H; | CHsCH,CH,- | -CH,COOC;Hs 50 43
XLVIII -i-C3H, -C4Hy -CH,COOC;H;s Mmomsbols 55
XLIX -C4Hy -CeHs -CH,COOC;H;s mmsbol 60
L -C4Hy CsHsCH,CH,- | - CH,COOC;H5 35 57
LI -C4Hy - C4Hy - CH,COOC,H; 50 43
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LII - i-C3H; -CioHis -CgHs 60 64
LIII - i-CG3H, CsHsCH;- -C¢Hs mosbols 45
LIV -C2Hs -CgHs -CH,COOC,Hs mosbols 51
LV -i-C3H; CsHsCH,- 35 43
LVl - CsHsCH,- -CH,COOC,Hs 45-50 43
Lvll - -CgHs -CH,COOC,Hs mosbols 42

Mol ©95J30500  FmMgoa060g  3mI3MbYbBHJOI®©  535bE6-1-3560dMbT535Lmb
IO 5OMISGHME0 5930 JOO0L (56 5056 EHBMbOL), 5806900l s 5@FbEHIBOBM-
Bo@®owol 350mygbgdol dgdmbggzsdo, 6 odbs Fowgdmmo Lslvymzgwo 3OHMEYJEO.
695d300L 3000bsMJMOOLL Fo0dmddboo sbswo wsdgdo 139GHBY PobwBM390000 0gbs
2950MmgmR0e0, HMIGWDoY0 SOEFIODO 56 50MAbES 0393(EH0WO. MYod30sHY 33060390
9m35b0bg AbMmEME J0bmeol s®gdo bgosalbgs 3gd3gMsdMsbg (bggds 15).

o Ry |
N.
*H—" N R,
COOH R
2 (o]
O
H"ﬂ con =M
_—
I N
X H
N\
S @N Ry
X3 P R, (o}

R!'= -CsHs, -CsH4Cl, Ci0H14, -C3H7, -CcH4 OCH3s, -CcsH4 OH,
R2= - C6H5CH2, -C6H5, -C6H4 OCHB, -Ad

R3 = -CH2COOC2Hs, -Ad

bggds 15
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LobmgHBoMYPMwo bsgMNIOOL BEBMWJEHMJd0 IAIB0wo 0dbs TH s BC 836 o
sLL-B39dEGHOMo IMbs3999d0m.

2.2.2 bobmyBoMgdEo bsghomgdoll XLV-LVII
139 GO0 6seobo

Bosgdonols XLV, LII s LVII 'H d06m39w-3536036H0 H9HBmbsblols (096) L3gd@®do
9900956935 NH-x9530L50030l ©585bsli0s09d9w0o H5bmbsblryeo Logbswo Lobywgdgdols
Lobom, MHmdgwoi 3wobgds 7.96-7.68 3.0.6. modsbdo, bemeom XLVI, XLVII-L NH-
X3IBoLEM30L  adobOLosMGdGo  MgHBMbsbLo  Logbswo  Lobywmg@gdol  Lsboom
3wobgds  8.67-8.13 3. 9. b. «dsbdo. bBoghmgddo LIII o LIV NH-xamaolsmgzol
©535bsL0sMYOYE0 OYHBMbIBLYIEO Lobswo Lobywg@gdol Lsbom  BsbL 9,76-9,74 3. 0. b.
dsbdo. bmem bsgdomol LI NH-x39530bs030L  ©sdsbsbosmgdgmo  69Hmbsblmeo
Logbogro LobyargBgdol Lobom  3wobgds 5,55 3. 3. 6. vdsbdo. XLV-XLVII boghog-
00bmzol  LobawgEJool s FMEEH03YBHJOOL Lobom 3e0bEgds SOMIsEH WO 3OHMEM-
6900Lsm30L sTsbOLNsMYdJ0 MGHBMBIBbLo Logbswgdo 7.37-7.18 3.0.6. «dsbdo. bmerm
Boghmgdobomgzol XLIX s L, LII-LVII Lobgg@gdol, wdwmg@gdol s 3mem@odergdgdol
Loboom 3ww0bgds OMIsGHWMwo 3OMEH™6IPOLINZ0L sdsbsLOsMYdJo MHYHB™MbIBLYIEO
Loy bogngdo 7.61-6.65 3.0.6. mdsbdo.

XLV-LVII bsgbogdol 'H 336 L3gd®do -CHa-, —éH— s -CHs xpa3900L5:m30L
©535bsLosMYdI0  MHGHBMBsBLMo Logbswo Lobyawg@gdol, ©MBEgEBHIOOL, ©OMOMYE-
©O9YAHIO0L s IMGH03w 9GO0l Loboo dgodhbgzs 1.26- 5.23 3.0.6. «9d356d0. bog@ondo
XLV-LVII 5058563560L 6500035000l 36mEH™bgdolismzol ©odabsliosmgdgaro Hgbmboblv-
@0 Bogbsero 3e0bgds 3103w g@gdol Losboo 2.09-1.76 3.8.6. mdsbdo. bmerm XLV-LI,
LIV, LVI, LVII CHs x399530L50030L ©595bsliosmgdgaro Hgbmbsblvgero bogbswo 3e0obqgds
399@03wgBgdol bsboom 0.86-1.29 3.9.6. mds6do (gbMogro 6).

BogMono XLV 8sb-1399@GH®To Psbl dmemg3amy®o 0mbgdols 3o3o 454.2695 [M*], gs8mmg-
@005, O3 m/z: 4542777, 53 999L5058905 boghmo XLV dmeg3merw® dolsl.  bsgdoo
XLVI 95b-b399G®™d0 BsbL dmerg3memo ombgdol 3030 440.267[M*], 350mm3e0w0s, ™I
m/z: 440.2675, 653 099bsdsdgds bsgdomo XLVI 9merg3oeme dsbol. bosgOoo XLVII 9sb-
139dB®do BBl FMEg3MEMEO 0Mmbgdol 3ozo 468.2912[M], 450mM3E0E0s, MM m/z:
468.2988, 63 JggLodsdgds bogmomo XLVII dmeg3mewe dsbob. bog®oo XLVIIL dsb-
139dB®do BBl FMEg3MEMEO 0mbgdol 3ozo 420.2991[M*], 250MmM3E0E0s, MM m/z:
420.2988. ©53 dgqLodsdgds bsg@omo XLVIII dmeg3mer®  dolol. bosghoo XLIX 9sb-
139dB®do BBl FMEg3MEMEO 0Mmbgdol 3ozo 454.2867[M*], 250MmmM3E0E0s, MM m/z:
454.2832, 653 999L505390s boghomo XLIX dmerg3merw® dolol. bsg@omo L dsb-L3gd@®do
BBl I 9390 0mbgdols 3030 483.2600[M*], 2sdmmzeoos, O3 m/z: 483.3200, Mo3
999L5053905 bsgMM0 L g3 dsbols. bag®oo LI dsb-L3gd@®do Bobl dmerg3meméo
06930l 3030 434.3119 [M*], 980mm3w00s, md m/z: 434.3145, G55 999L505990s bogHmo
LI 8cme93meae dsbol. bog@oo LII  3sL-L3gd@®do Bsbl dmerg3nmemmo 0mbgdols 3030
488.3469[M*], @s0mm3zoos, MHmd m/z: 488.3469, G535 8ggbodsdgds  bogboo LII
I3 dolsl. bog@oo LVI 3sb-b3gdBH®do Bsbl dmeng3mwwdo ombgdol 3030
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532.3393[M*], o8mm3woos, ®md m/z: 5323393, 6og dgoLodsdgds  bogHoo LVI
dmg3memE dobsl.  bsg@oo LVIL  dsb-3gdGH®do Bsbl dmerg3merwy®o ombgdol 3030
518.2896[M*] CyH36N202, asdmmgeoos, OmA m/z:  518.3145, o3 999Ls05890s boghono
LVII 9m¢9399c096 dobisb.
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gb®ogo 6

LobmgboMgdmmo 393¢30gdol (XLV-LVII) H s 13C 336 L3gd@®meo dmbsizgdgdo
(CDCl3), o, ppm (J, Hz):

Bog. | NHU) |  56Gms¢03s -CH; -CH;-, -CH- H-Ad BCYTTTG 336 L3gd@eo
1 2 3 4 5 6 7
7.96 7.27 - 7.32 (3H, | 0.87 BH, d, /= 6.4, | 2.73 (1H, m, CH- | 1.71 (6H, m), | 14.16 (1C, -OCH.CHs), 19.49 (1C, CHsCH
XLV | (1H,s). | m), 7.21 - 7.23 | CHsCHCHs), 0.88 | (CHs).CH), 4.19 |2.04 - 2.14 (9H | CHs), 20.12 (1C, CHsCHCHs), 26.67 (1C,
(2H, m) (3H, d, 6.4, CHs- | 2H, q, J = 7.2, | m). CHsCHCHs), 28.43 (3C Ad), 36.42 (3C
CHCHs), 1.28 (3H, | OCH:CHs), 4.89 Ad), 39.66 (3C Ad), 40.92 (1C Ad), 43.31
t, J-7.2, OCH:CHs) | (1H, d, J = 16.4, (1C, -NHCH:C=0), 52.76 (1C, -NCH» -
N(CO)CHCH- CsHs), 61.06 (1C, -NCHC=0), 71.42 (1C, -
(CHs)a). OCH>CHs), 127.47 (2C Ar), 127.62 (1C
Ar), 128.37 (2C Ar), 136.49 (1C Ar), 169.74
(C=0), 171.25 (C=0), 180.25 (C=0).
8.19 7.18-726  (2H, | 0.94 (3H,d, /=64, 260 (1H, m,|146-157 (6H, |14.19 (1C, -OCH:CHs), 19.82 (1C, CHsCH
XLVI |(1H,s). | m), 7.31 - 7.37 | CHsCHCHs), 1.10 | (CHs)2CHCH(CO | m), 1.65 - 1.76 | -CHzs), 20.36 (1C, CHsCHCHs), 26.65 (1C,
(3H, m). (BH, d, J = 6.4, |)N-),4.22 (2H, q, | (6H, m), 1.79 - | CHsCHCHs), 28.31 (3C Ad), 36.26 (1C Ad),
CHsCHCHs), 1.29 | /=7.2,-OCH.CHs) | 1.85 (3H, m). | 40.25 (3C Ad), 40.86 (3C Ad), 44.76 (1C, -
BH, t, J = 72, - NHCH2C=0), 61.14 (2C, -OCH2CH;s and -
OCH:CH). NCHC=0), 128.41 (2C Ar), 128.85 (1C Ar),

129.30 (1C Ar), 129.59 (2C Ar), 169.95
(C=0), 171.27 (C=0), 180.69 (C=0).
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gb®ogo 6

1 2 3 4 5 6 7

XLVII | 8.15 |7.18- 0.84 (3H, d, = 6.8, | 2.74(1H, m, (CHs)2 | 1.69- 1.78 (6H, m), | 14.15 (1C, -OCH:CHs), 19.26 (1C, CHsCH -
(1H, |7.24(3H, | CHsCHCHs), 1.03 | -CHCH-), 2.93 (2 |2.19-1.97 (9H, m). | CHs), 20.27 (1C, CHsCHCHz), 26.37 (1C, CHs
5) m), 7.28- | BH, d, J = 6.8, |H, m, CeHsCHz -CHCH3), 28.47 (3C Ad), 35.58 (1C, CeHsCH>
7.32 CHsCHCHs), 1.26 | CH2N-), 3.71 (2H, -CH:N-), 36.52 (4C Ad), 39.34 (3C Ad), 41.09
QH,m). | (3H, t, J = 7.2, - | m, CeHsCHCH:N- (1C, -NHCH>C=0), 43.09 (1C, CeHsCHCHa -
OCH:CHs). ), 378 1 H, d, J= N-), 61.08 (2C, -OCH:CHs and-NCHC=0),
10.8, -NCH(CO) - 126.57 (1C Ar), 12857 (2C Ar), 128.70 (2C
CH(CHs)), 4.17 Ar), 138.32 (1C Ar), 169.58 (C=0), 172.70

QH, q, J = 72, - (C=0), 179.57 (C=0).

OCH,CHs).

8.30 - 0.82 3H, d, /=6.8, | 1.27-133 (2H, m, | 1.72 (7H, m), 2.01 - | 13.69 (1C, -N(CH:);CHz), 14.17 (1C, -OCHz -
XLVIII | (1H, CHsCHCHs), 0.93 | -CHCH,CHs), 2.06 (8H, m). CHs), 19.47 (1C, CH:CHCH:), 20.08 (1C,
s). BH, t, J =7.2,-|161 (QH, m, - CHs;CHCHs), 20.23 (1C, -N(CH:).CH:CHs),
N(CH2)sCHs), 0.98 | CH2CH>CH>-), 2647 (1C, (CHs)CHCH-), 28.49 (3C Ad),
BH, d, J - 68,273 (IH, m, 3092 (1C, -NCH:CH.CH.CHs), 31.08 (1C

CHsCHCHs), 1.26
(BH, t, J =7.2,-
OCH:CHs),

CH:CHCH3), 3.75-
3.79 (5H, m), 4.17
QH, q, /=72, -
OCH,CHs).

Ad), 36.56 (3C Ad), 39.19 (3C Ad), 41.08 (1C,
“NHCH:C=0), 42.94 (1C, -NCH»(CH2),CHs),
54.35 (1C, (CHs)2CH-CH=), 61.04 (1C, -OCH>
-CHs), 169.65 (C=0), 172.91 (C=0), 173.56
(C=0).
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gb®ogo 6

1 2 3 4 5 6 7

8.67 742751 |0.86 (3H, m, | 1.30-1.33 (4H, m), | 1.71-1.72 13.95 (1C, -CH(CH2);CHs), 14.18 (1C, -OCH>CHs
XLIX |(H,s). | (3H, m), | CHsCH2)), | 1.51-159 (H, m, | (6H, m), 1.83|), 22.54 (1C, -CH(CH:).CH:CHs), 28.12 (1C, -CH-
735 - 7.32 [ 1.29 3H, t, J| CHCH:CH.CHs), 4.12 | (3H, m), 1.60 | CH.CHCH2CHs), 28.29 (3C Ad), 28.65 (1C, -CH-
H, m). |=7.2, -OCH:- | (2H, g, 7.2, -OCH: - | (6H m). CH2(CH2):CHs), 36.24 (3C Ad), 39.93 (1C Ad),
CHa), CHs), 423 (2H, s, - 40.01 (3C Ad), 41.00 (1C, -NHCH.C=0), 61.22
NHCH:C=0),  4.99 (2C, -OCH:CHs and -NCH(C=O)CH:-), 128.67
(1H, t, 7.2, -N(CO) (2C Ar), 130.80 (3C Ar), 139.31 (1C Ar), 169.93

CHCH> ). (C=0), 171.60 (C=0), 179.85 (C=O).
813 |7.17 - 719|090 (3H, t, /| 1.19-1.26 (2H, m, - | 1.62-1.93 13.97 (1C, -CH(CH:):CHs), 14.16 (1C, -OCHa-
L (1H, s) | (2H, m),|=72, -CH-|CHCH.CILCH.CHs, | (8H,  m), | CHs), 22.56 (1C, -CH(CH2)>CH>CHs), 27.85 (1C, -
722 - 724 | (CH2):CH>- | 133 (H, m, -CH-|1.93-2.20 CHCH.CH>CH:CHs), 28.46 (3C Ad), 28.88 (1C, -
(1H, m), |CHs); 1.25| (CH2:CH:CHs), 1.62- | (7H, m). CHCH:(CH:2):CHs), 30.93 (1C, ArCH:CH:N-),
730 - 7.33 | BH, t, /7.2, | 1.93 (2H, m, -CHCH> 36.52 (3C Ad), 39.21 (1C Ad), 39.33 (3C Ad),
H, m). |-OCH:CHs). |-(CH::CHs),  2.80 41.26 (1C, -NHCH2C=0), 42.81 (1C, ArCHCHz—
QH, t, }=6.8, Cels - N=), 61.25(1C, -OCH:CHs), 65.70 (1C, -NCH-
CH,CHoN-),  3.55 (CH2)C=0), 12658 (1C Ar), 12858 (1C Ar),

(H, m, CéHsCH: -
CHLN-), 4.17 (2H, q,
J=7.2,  -OCH:CHs),
458 (1H, m, -NCH-
(CO)CH2-).

128.62 (1C Ar), 128.72 (2C Ar), 141.22 (1C Ar),
171.84 (C=0), 173.01 (C=0), 176.38 (C=0).
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gb®ogo 6

1 2 3 4 5 6 7
555 - 089 (3H, m,|126 (2H, m, -CHCH: - | 1.63-1.79 (5H, m), | 13.67 (1C, CHs(CH:)3N-), 1397 (1C,
LI | (H CH3(CH2)sN-), | CH.CH>CHs), 1.30-1.34 | 1.84 (2H, m), 1.92 | CHs(CH:)sCH-), 14.16 (1C, CHsCH20-), 20.26
s). 0.92 GH, | @H, m, -N(CH2):CH:- | (1H, m), 1.99 - |(1C, CHsCH2(CH2):N-), 22.20 (1C, CHsCH:
m,CH3(CH2)s- | CHs s 2H, m, -CH - | 2.09 (7H, m). (CH2)>CH-), 28.12 (1C, CH3sCH.CH.CH>CH-),
CH-), 129 | (CH2:CH:CHs),  1.51 28.47 (3C Ad), 28.63 (1C, CHs(CH:).CH2CH-),
H, m, -O| (2H, m, -NCH.CH.CH - 31.10 (1C, CHsCH:CH.CH:N-), 36.54 (3C
CH.CHs). CHs), 1.63-1.79 (2H, m,- Ad), 39.19 (3C Ad), 39.29 (1C Ad), 41.22 (1C,
CHCHy(CH2):CHs), 3.24 -NH-CH.C=0), 42.69 (1C, CH3(CH2).CH:N-),
QH, t, J= 7.2, -NCH. - 61.17(1C, -NCHC=0), 61.21 (1C, -OCH2CHs),
(CH:):CH3), 4.18 (2H, q, 169.67 (C=0), 176.06 (C=0), 179.09 (C=0).
J=7.2, -OCH2CHs ), 4.40
(1H, m, -N(CO)CHCH>).
767 |7.05-721 090 (6H, d, /- | 244 (1H, m, -CHCH- | 1.67-1.79  (10H, | 18.90 (1C, CHsCHCH3), 19.60 (1C, CH:CH -
LI |(1H, |(H, m), |7.2, CHsCH- | (CHs)), 5.23 (1H, d, J= | m), 1.86 -1.91 (9H, | CHs), 27.82 (3C Ad), 27.96 (3C Ad), 29.41
s). 7.32 -7.36 | CHs and CHs | 4, -NCHCH(CHa)). m), 2.02 (8H, m), | (1C, CHsCHCHs), 36.34 (3C Ad), 36.42 (1C
(H, m), | CHCHa). 2.10 3H, m). Ad), 3652 (3C Ad), 38.81 (3C Ad), 38.98 (3C
7.49-7.52 Ad), 59.98 (1C, -NCH(C=0)CH(CHs)2), 60.16
(1H, m), (1C, Ad), 119.82 (1C Ar), 124.71 (1C Ar),
7.59-7.61 128.95 (1C Ar), 129.09 (2C Ar), 136.93 (1C
(1H, m). Ar), 175.89 (C=0), 177.77 (C=O).
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gb®ogo 6

1 2 3 4 5 6 7
974 704 (IH, t, J = 7.2), 7.17- | 092 (3H, d, J =|2.77 (I1H, sept,|2.11 — 2.08 | 19.48 (1C, CH;CHCHs), 20.19 (1C, CHs
7.19 2H, m, Ar), 7.21(1H, s, | 24, CH;CHCHy), | (CH;);CH-CH-), | (9H,  m), |-CHCHs), 26.37 (CH;),CH-CH-), 28.41
L | (1H, 094 (3H. d, /=24, | 492 (10, d. J = | 1.72 (61, | 3C Ad), 30.92 (1C Ad); 3639 (3C Ad),
Ar), 7.22-7.24 H, m, Ar), | & 4, /=24, 4 > & : ) )
s). CH, CHCHy) 164, (CH:),CH- | m) 39.75 (3C Ad), 43.43 (1C, CeHsCH,N-),
7.25(1H, s, Ar), 7.27 (1H, s, |~ — ' CELy. 5.9 322H ' 60.38 (CH;),CH-CH-), 119.79 (2C Ar),
o CH-), 5.29 (2H, s, 123.55 (2C Ar), 12730 (2C Ar), 127.69
Ar),7.32 2H, dd, = 1.2, J= NCEHLC-H
-NCH,C4H). (1C Ar), 128.60 (2C Ar), 128.68 (2C Ar),
8.6). 136.22 (1C Ar), 138.35 (1C Ar), 168.85
(C=0), 180.98 (C=0).
LIV | 976 |7.29-737 3H, m, Ar), 7.51 | 1.00 3H, t,J=3.2, | 2.02 (2H, m, - 171 (6H,] 16.61 (IC, -CHCH,CH;), 2030 (1C
(1H, | (2H,dd, J=12, J=8.6. CH;CH,CH-), 1.24 | CHCH,CH), m, Ad), CH;CH,0-), 27.37 (1C, CH;CH,CH-),
s), GH, t,J =72, é-glo é{lé m, NH- | 188 (6H, | 28.28 (3C Ad), 30.93 (3C Ad), 36.22 (3C
CH;CH,0). 100 (;H) O e |meAd, Ad), 40.39 (3C Ad), 52.37 (1C, NHCH:
Pl 202 (3H, | (c=0)-), 60.17 (1C, -O-CHCHs), 66.22
72,- OCH, CHg), | 04
523 (1H, m, m, Ad). (1C, CH,CHN-), 119.79 (1C Ar), 119.87

CH;CH,CH-N-)

(2C Ar), 129.94 (2C Ar), 148.47 (1C Ar),
166.89 (C=0), 174.77 (C=0), 186.74
(C=0);
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gb®ogo 6

1 2 3 4 5 6 7
585 |733 (2H,]|0.89-1.05 2.44 (1H, m, (CHs), | 1.53-1.61 (3H, m, | 14.19 (2C-2CH;) 28.13 (6C Ad), 30.64 (1C, -
(1H, |dd, J =12 |(3H, m, -CHCH-), 4.12 (1H, | Ad), 1.68-1.77 (CH;),CHCH-), 36.51 (6C Ad), 39.31 (6C Ad),
LV S, J=6, AI‘), CJQCHCHg), d,J=72, ((CH3)2_ (llH, m, Ad), 40.66 (ZC, Ad), 43.29 (IC, —NlecéHs), 64.14
%C 727 - 729 1.16-127 CH- CH-), 4.43-4.45 | 1.82-1.96 (10H, f;rc): ‘S%Ca?‘krl)ﬂi‘;% élsc(fé)’ 1;3761677(27(73

CH}CHC_H; ) (6H, m, Ad)
LVI 690 |721 - 729127 (3H, t,J|359 (H, s, -|163-1.78 (12H, | 14.11 (1C, -OCH,CHs), 26.92 (IC Ad), 27.22
(1H, | (1H, m), | = 7.2, - | NCH,C¢Hs), 420 | m), 1.85 - 1.92 | (1C Ad), 28.09 (3C Ad), 3247 (2C Ad), 32.82
s), | 730 - 733 | OCHCHy). |(2H, q, J = 72, -| (8H, m), 2.04 - gg ﬁﬁg’ 3‘9“2‘2 (%ch:(){) i?-gf; 85 igga i;gg
QH, m), OCHCHy ), 443219 (10H, m), | )@ 00 57 400 (e, cotl CHND,
735 - 737 (2H, s, - 61.31 (1C, -OCH,CH;), 64.87 (1C Ad), 127.60
(2H, m). NHCH,C=0). (1C Ar), 128.25 (1C Ar), 128.32 (2C Ar), 128.65
(1C Ar), 138.65 (1C Ar), 170.21 (C=0), 175.68
(C=0), 177.76 (C=0).

LVII 768 | 6.65 - 697|128 (GH, t,|4.15@2H, q, /7.2, | 1.57 - 1.80 (14H, | 14.08 (1C, -OCH,CH;). 26.80 (2C Ad), 26.82
(1Hs, | 2H, m),|J = 72, -|OCH,CH;), 4.30|m, H Ad), 1.81 - | (2C Ad), 27.92 (2C Ad), 32.63 (2C Ad), 34.15
NHC | 712 - 723 | OCH,-CHs), |(2H, s, 1207 (121, m, 1 |QC Ad), 34.17 2C Ad), 36.00 (IC Ad), 36.44
0). T _ ) (2C Ad), 38.88 (2C Ad), 39.25 (1C Ad), 41.42
(24, “;)2 NHCHLC0). Az‘g’ 2'07H i‘jg (1C Ad), 46.97 (1C, -NHCH,C=0), 61.41 (1C, -
730 - 7. (2H, m, ) | OCH,CHs), 70.97 (1C, -N-CAd), 128.62 (1C Ar),
(1H, m). 2.39 - 274 (2H, | 12892 (2C Ar), 129.11 (2C Ar), 131.78 (1C Ar),

m, H Ad),

160.09 (C=0), 162.33 (C=0), 170.24 (C=0).
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III. msg0

9Jb39M0d96¢E Mo bsfjogro

69od300l  AB3EgEMmdsl s Boghmms  LoLvRMEzol  JMbGOMML s Re -ob
239BLsBEZOL bbb BoOR0EIBY Silufol UV-254 s TLC on Silicagel on TLC PET-foils
plates gavgb@o@ godmoyggbgdmeos CCL—MerCO, 2:1, o6 3:1, 250500369058 obgbgb
0MEOM.  MEGHM00LGIO0 1B39JBHO0 Josgdmo 0dbs Agilent 8453 bgarbiofymbg o
139dBHOMIgEHODg - Specord UV VIS 9dgmobmendo 56 gomsbmerdo . obg®sfomgao
139JAHMJO0 OIS bgwlisfymbg “THERMO NICOLET”, AVATAR 370 35%geobols
bgndo ©s 39JLsdmGdMEH©09630. H  ©5°C B0oGmg-Bspbodn)®o Hgbmbsblirymo
139JAHMgd0 - B39dAHO™MIgBHODY Bruker- AM-400 (400 5100 MHz, ) @59blbgwrs
399mygbgdemo odbs DMSO-ds, bmerm dos LBEBsOGHI©  dgoBgmwo odbs  TMS.
MBI 39d3gMoG«es 3obLoBO3MMW0os bgwbsfymbg Boetius, 30BwmsemMo  dmfym-
00md0o0 PHMKOS. 139@w60 Jom8s@ma®onoologol d9s® g35Bs 358myggbgdoemo odbs
bowoEowdol omdboo SiO:2 (Silicon dioxide, nanopowder, 10-20 nm particle size),
9096G 9 399mygbgdmo  0dbs  39GHOHMEg0bo/gmowsi3gdoGol  bbgosalbgs  mobo-
RoOOM™I0L botrgszo.

3.1. 50058569560l 65308960l 9090 896Yodosbrergdo
N-(2-5806m%960¢0)5005056396-1-35Gdmgsdogo (I)

39000 5: AdCOCI-0b dmdbogds. 18 ¢ (100 30me00) 5©535bGH0M-1-35Md0bTg535L
93069 MWMRgds© ds@gogb 21 g (100 3dmero) PCls-b (45 o) s 89Goen (60 dew) CCly.
69396 1 BoomOob 45635300MdT0 MMIBOL 3gd3gMoEMsDY. Mgod30s 08obstrgmdl HCI-
ol 0bGH9bloMEo  2sdmymaom. Mgod300lL  BMZMYOOL dobbom Ladgsdsom  Bstgal
53b9wgdgb 1 Lo (40°C), Loss bpgds PCls-ob  dm@wmdEg ©@sdws.  ©gojgool
50536900l 999y Logsdom bs®gzdo Foemdo POCI3-ob dmgowgdol dobboom 3-x96
50539096 30-30 8¢ CClL s smOHNJwgdgb  OHMGHE0ME  5F5MmOMN GO9I Dby, deagrml
8539096 50 A SBLMEMEMEO gmgdlL (56 396BMEl) s Jowgde AdCOCI-ol blbs®l
09969096 99900930 530w0Mgd0L M95g300LM30L (50 5Fs6EHMOWOMmIIOLMZOL).

7.00 3 (64 33me00) M-53960g6E0506L s 7.5 dew (50 ddmero) TEA goblboenls (400
d) VLMW YGHMO  EO0JOOL  ggHdo  yobmmom 53039008  J0OM™MdJdTo  ()3gom-
03900md00m (2 L) M3s3Hgogb AACOCI-0ol 5db. gogMblibs®l (150 den), ImdBodMeEL 9.00 g
(50 90m0) 505356 96-1-35MdMBI535L9b. Lotgodzom Bsbrgal 99m3b9996 dmgeo sdol
29605300500 MmMobols 3gd3gMo@Msby. 9909y 96539996 3030 Hywom. Fo®mdmgdbogn
Boergdl o BH®g9b Fm@Hol dsdeBg, M93bsggd fywoom bgo@®msm® Mgsd3050©g
5960096 353bg. 009096 N-(2-5306mBgb0e) 50 s356E96-1-3500mJlsdool (I) mgmeo
39Ol 360Gl 12.33 4. ©0gmowol goghl 459mymR9gb BoWEHMIGH0L gsdymao
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dsd60m, M93bs396 BIoEGoNH ©95d3050®g FYywwom, 258MHMd0L dobboo 59gbgd9b
NayS04~9 9600 0590L 25635300Md530 O SMOMIJWGdID OMESE0ME 5T>MONJgdJ DY,
3909350 009096 0.55 g 3OM©I@L. by bsgO L I 00gdgh 12.88  (95%). wo@). 227-229°C
(CHCL) (.@. 229-231°C [29] (§yr0sbo 8900060me00@sb)). Ry = 0.61. (5393H™bo-CCly, 1:2)
B53mgbos, m/z: 270.1731 [M]+. Ci17H2:2N,0. 350mmgeowos, m/z: 270.1727.

3900m©O 3) Jarm®56300M0EOL dMIBsEYds. 6 I Mmombowrgewm®oEl (60 3dme0o)
8539096 5.40 g (30 38Me00) 505356E6-1-35(dMBIz535L. Fowgdme 65693l s3bgegdgb 3
Lo 50°C. 39600 mombowdarm®ools dmowgdol dobbom LaMgodaom botrgll ¢do@gdqb
SOLMEMEO B96BMEL (3%30 ) s sMOMNJgdgh MMEHsE0ME 58smOm™MJgd g by.
0l ©353Hg0gb sdLMEWEHMEM d96Bmel (30 der) s 0Ygbgdgb 98ymdo 530 0MmgdOL
695d300Lm30L.

Lo®godaom  bos®g3zdo, Mmdgwdos Immoglgdmwos 5.00 g (46 ddmwo) -
33960 9bosdobo, 50 dr dgbBmeo s 50 I NaOH-ob 10% figserblbs®ro gobrmwom
239303900L s 8mMg30L 3060HMdGdTo (1.5 Lom) Lsfggmo dsdGom (j3gm-fi3gmmdom Mdo@gd9b,
Sbwos dmIBsgde 30 g (30 ddmero) AdCOCl-ob dgbHmEblbs®l. dowgdwmen
LoGgodzom 656g3l 969396 4 Losmols 963530 mdsdo  mmobol  39gad3gMo@MMsBy s
59m369096 dgeo ©sdols gobdogurmdsdo. LaMgodiom bsg3l s6Bs39096 (250 dew) zogzo
fyom. 359mygmn0e 65¢0gdl 30w G396 dm@ol dsdmBy, MgEbsgzgd Fywoom byo@®mowme
6954305009 s 5d6OHMBID 3539bg. 0009096 MJPOO RIOHOL 3OOLE W GOL 6.23 @ (85%) .
&. 228-230 ° C (39056m00). 396%Bmols 53965 890393005 BoOGHM Mm-33960096@0580bL o
33500l boboom 3Gm©mddL 1.

dgomEo 3) Lodgodgom boGggl, Omdgwoi dgogog 12.20 3 (113 90mero) -
339609605306l 4oblboels 250 dar sdBMEMEE BEBMETo MBs@gogb 11.13 g (15 dav,
110 99m0) BHM09000sdobl s 39©doz0 dmMg30L 30MHMdJdT0 [39mmdom 1ds@qdgb 50
d¢» (100 3dmero) Gobslffot dmdBsgdre AJCOCI-ob 396%BmEblbs®l, dmdbogdwwl 18
3 (100 99m0) 500356F9b-1-35003MbT5o35L099b. LoMgodzom bBoGggl 9396 mmsbols
39939053 M5bg 4 Lo s 99m369996 ©sdom. Lodgodgom botrg3zl deosb gobmeosbo
fyom, godmymazom bsegdl 30e@GH®Me39b6 dm@Hol dsdebg, Mg3bsggb fywwom bBgo@®mowrme
695d30909 @5 5dOMID 35329380, 009996 35 3 6030xMHYOIL. ¥gbBMEOl  FgboL
2399mgmx39b ymosbo g9gboliysb, Mg3boggb fywom bgo@®owme 9sd3059yg, sdMMdID
NaxS04-H9 ©d 5363963069396 ddMSE0 5ol Jowgdsdwy. 00gd9b 0.84 4 bogngdl. bryew
009096 35.84 3 ($9d603MmM0 3GIM©OMIAHL, OHMBgeos 9903938 T s II BogHmol batrggl o m-
3396096 0530bL. 39dbo3MH 3OMm©MJEHL blbosb 350 dew 3bgw §ywosh dgmsbmendo (1:1),
Gb@s©  BowH®396 (JorowEol Bow@HODY) @ BowHGoHOL 3d5303900L  Fgdgy
293mygmnqb 14.19 g (53%) N-(2-5306093960¢0)505356396-1-3508mgusd0o©b (I). . @. 228-
230 °C  (8909bmeo). Jomseol  BowGHO®DBg GRJds  Msbsdpg 3Omowddo  1,2-
©0(5©5356¢M05306M)-d96Bmeo (II), HMIgros 39©ssdzm  dnGHob dsdmby, Mgsbogzab
Pyawosbo dgmobmom, s860GMdI6 3537MFBg @O 009396 bsgdmo II -ob mgmeo RGOl
360LGHOL 6.64 g (15%) 459mb3w0sbMmdom. . . 277-279°C ( 9gmsbmero). Ry =0,88.
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(539¢™b0-CCly, 1:2) bs3mgbos, m/z: 4322753 [M]+. CisH36N205. go8mmgwoos, m/z:
432.2771.

2-(1-5¢05956&o)-1 H-396%000sBmewo (III)

dgomo 5) 5.00 p (18.5 ddmo) N-(2-5006053960¢0)505856@3)56-1-3560dmJlodob
blbosb 100 A Fywosh obm3mm3owdo (1:1) s M3s;Hgogb 5 de» (54 ddmero) 35%
35600 35535L. BoMgodaom Bseg3l 0b3gbloMs MMg396 s 5EMMGdgb 48 L. Mgodiool
535360900l 99dgy LBoMgodaom bstrgal 9e0sb 4yobmeosh fysedo s 93998539096 5%
NaOH-ob §yoeblbstroon pH 8-009, 99m369996 o Fo6dmgdboer bogrgdl gow@®magzqb
@Ol dsdsmBY, Mgisbagzgb Pywwom bgo@d®owm® M95d30s0©g ©o s8MOMdI6  3539dbg.
©09000md9b 2-(1-5005856¢H0)-1H-096%0d0sbmol (III) mgmeo g3gMol 300LEswgdl
4.42 9 (95%), w.@. > 350°C (CHCL) (@o.@. 420°C (2-PrOH) [36]). Ry=0.46 (539¢&™bo—CCly,
1:2). 6s3mg3bos, m/z: 252.1644 [ M]+. Ci7H20N. 3500003000000, m/z:252.1621.

3900mo 3). 0.9 ¢ (6.2 30m0) M-896009gb05306L s 0.9 @ (5 8BMmE0) 5 s356ESb-
1-3560mb855535L BoGg3l 8 e POCL; -0l 56930 53bgengdgb 107°C 1 bov=0b 96053 mdsdo.
95§300L  sdMH3MYOOL  Tgdgy  Lodgodzom  Botgzl 58098539096 dgodmeo I -ob

965 My09M5. 300900 3OHMEMIGHOL 4593w 0sbMds Tgogbl 1.17 4 (93%), Ww.@.
> 350°C (CHCL).

2-(1-5¢05356 &0 g0)-5(6)-60HMm-1 H-396%00005Bmero (IV)

390 5) 1.35 3 (5.3 38m0) 2-(1-50s05bFH0w)-1H-396%000@sbmenls (III) blbosb
gobmwom 53039006 3060HMdgddo 8 dev 3mb3. HaSO480 s (3900mdom  ds@gdab
3560306909 65693l Dol 0.35 ¢ (0.45 dgw, 5.5 8dmero) 3mbz. HNO; (4 1.35)
©5 0.98 ¢ (0.57 9¢w, 10 ddmero) 3mba. HaSO4 (d 1.83). Lo®goggom 65693l BHm3zgdgb ©sdy
Mmmsbols  H9339M5GHMEMsDY. oo yobomosh §gowdo, 599498539096 10 % bsEHMomdols
AMGHOL  §goeblbstom (150 dew) pH 9-009. godmymaom bswgdl gow@®Megzgb, Mgsbogab
Pyarom BaoB®ow e H9od305009, 5dMHMdID 35399FDg S ©0JIMMDdID Y30 9o BIOOL
360LGHgdl 1.47 o (92 %). . @&. 233-235°C (5393 ™bo). Ry = 0.66 (539¢™bo—CCls, 1:2).
B53mgb0s, m/z: 297.1489 [ M]+. Ci7H9N30,. go8mmawoos, m/z: 297.1472.

dgomo d) 0.76 3 (5 38meo) 3-bo@Hm-m-39bowgbosdobl s 0.9 ¢ (5 8dmeo)
5Q05356306-1-35603bT5o35L Botrgal 9 g POCL-ob s09gdo s3bgwrgdgb 107°C 2 Loo.
095§300L  sdMH3MYOOL  T9dgy  Lotgsdzom  Botgzl 58098539096 dgodmeo I -ob
9065 My0M5©. G0MPMWo  IOMEMIBHOL  goBmbegEosbmds 8goygbl 1.35 g (91%)),
(CHCL).
2-(1-500535630e)-5(6),7(4)-c00b0E®Mm-1 H-396D0300sBmewo (V)

1.26 g (5 83mg00) 2-(1-5005856¢H0)-1H-096%080sbmml (III) blbosh gobmwoom
393039006 30609800 10 dew 3mb6i5. HrSO4-00. 36930l 306Hmd9ddo (3gmmdoom dsdgdqb
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10 3¢ 3560@HM0Mgdge 65693l ©sdBsgdel 3.075 ¢ (48.8 3dmero) 3mbs. HNO; (d 1.35)
©s 1028 ¢ (104 9ddmero) 3mbg. HaSOs (d 1.83) o 69396 8 ULossmo mmsbols
39939053 M5DY.  Lotgodzom  bs6g3l  GH™m3909b s, Fwosb  gobmwosh fysedo.
299mgmxz0e 65¢0gdl 30w @396 dm@Hol dsdMDY, Mg3boggd NaHCO; {yocrblbstroom o
fyaom 6g0@GHMowm® ©95d3050©Y. 590Mdgb 3537979D9 O VIOMWMdID yzomgwo BgMOL
360LGHgdl 1.00 g. 35939 BOWEHGMIGHL 53339096 5305306  igocmblibo®om LML B9
6954309009, ©939MdI6 ©TsBHgoom 0.50 g. 1.5 g by 3OMEMIBHL V 53600LEswgdqb
5393™b-§yoedo (1:1) 359mygma0e 3MH0LEH IOl BOWEH53906 InEHOL dsdODBY s SIMMd6
353710%9. ©90Mmdgb 1.2 3 (81%) yz0mgwo x3gMol 300LEIIOL. Ww.@d). 244-246°C
(539¢™bo). Rt = 0.17 (5393H™bo—CCls, 1:2). bs3mgbos, m/z: 342.1370 [M]+. C17H1sN4Os.
23950MmM3w0w0s, m/z:342.1323.

2—(1-50050956 ¢ 0¢0)-1H-396%080sBMm-5(6)-53060 (VI)

3900mo L 2.69 9 (9 88m0) 2-(1-505356¢0w)-5(6)-60@®m-1H-396%0d0sbmeml (IV)
blbosb 50 A Fgmsbmerdo s Mgbgl bo3zgeol (0.25 ) 395G9W0BsGHMOOL 5bsMmdOLOL
dmMmg30ms s 40-50°C sbgwgdom (zgomdom (20 foo) «ds@Hgdgb 10 8¢ (30 ddmero)
30065H0b-3000M5GL (30%). 3000MSH0B-3000MEOL TsEHJOOL 999 Lot godiom bst3l
69396 3 Lo 40-50°C-Bg s 1 Lo PMWOEOL 306MHMBYOT0. Bgod300L WILOIgdOL J9dgR
LoGgodzom 6ol BoGHMo396 BoWEMOL  Jomswbg 60390l 35¢OwobsGHMEOl
dm30egdol JoHBbom. BoWEHOHAL 530mb396GO0M9d96 1/3  dmEwemdsdg ©s sbbsdgb
g4obmwgdbg, 598539096 53053000 pH 8-8¢0g. godmygmagow bsengdls o EHMogzgb dm@ol
dsd6MBY, M93b9396 g0, 630G ME 95d3050Y, 5dOMdID, gdEmdab 1.66 9 (70%)
2-(1-500585630)-1 H-396%0000sDm-5(6)-5d0bol  (VI)  9m36930Lamm  300LEwgdl,
.. >310°C.

dgomeo II. 535 3 (18 83mo0) 2-(1-505356¢30w)-5(6)-boE®m-1H-3960d0sbmemls
AV) blbosb 70 T VLMENEBHMO goobmwdo s  930MH0MYdI6 Mg MO
09owdosom Mgbgl 60390l 35@90BIGHMOOL  5bsMdOLLL, 9EHIMLBIOM (bg35%g,
Mmmsbols 39839M9@MMsBg 24 Lo. 695J300L oMM gdol 9oy LoMgsdgom Bomaggl
BoGHM9396 BoEHMOL JorowBY 39GIWOBIGHMMOL JmEowgdol dobbom, M@ g-d9b
30OMIWMOHOOM ox MO gosbmenls (20-30 der) pH 1-80g s 994369096 24 Lssoo.
299bLbgls  53mbEIbEBHM0MYd96 s 58999539996 BOLMEMEWOO OJPOEIOL  JOIHO.
fo6dmgdboer Boergdls B0 @396 dm@GHol dsdmBg, MgEbsgab sdLMEMEHMMO ogmool
9009MH0m. 586:MmdJb 3539973bg s ©JOYMdG6 4.80 g (89%) BsMol, 0bsbsgz9b doGrowrols
Lobom. 35600l 33390000 5% bsGHEMomdol GHEoL fyswblbs®oo (35-40 dgw) pH 8-9-
0oy 009096  2-(1-5005356FH0w)-1H-096080sbm-5(6)-5d0bols  (VI) 2.79 g (60%)
9m3Mgdolxmm 300LAEHIWIdL. . &. > 310°C. Rt = 0.31(539¢™bo—CCls, 1:2). bsdmgzgboos, m/z:
267.1729 [M]+. C17H21N3. g980mm3eowos, m/z: 267.1730.
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2—(1-5005956 ¢ 0)-N-39000¢—-396D0dosbmeno (VII).

dgomo ) 0.4 g (1.6 30me00) 2—(1-505356@0w)-1 H-396B0dosbmerols (III), 0.1 o
(2.5 8dmero) NaOH, 1.28 d¢» §goeol s 5 e 5393H™bol bstrg3l dmdogo dmeMg3zoL
306Md70d0, mmsbol 3gddgmo@memsdyg Mds@gdgb 1 dew (10 88mer0) 0IJMNOWLEGBIBU.
LoGgodom botgal o3bgegdgh 40-50°C-bg 6 L. Hgodi00L oM gdol dgdgy der0sb
fywom. §omdmddboer Boergdh gowEH®ms39b, MHgEbogzgb fiywoom bgo@dMow e Hgod30s9y,
5960096 35329M3bg o 00gdgb bogmmol VII mgm®o 53960l 300LGswgdl 0.39 ¢ (92%).
R=0.66 (5393™bo—CCly, 1:3). .. 172-174 °C (ewo@. 175-176 °C [33] ).

dgomeo d) 098 o (3.88 3dmeo) 2—(1-50356FH0w)-1H-d96%0dosBmeols  (III)
bL396D0osl 20 A OTGNOWRMMT5T0ET0  MMsbOL FHgd3gMsdmesby ds@gogb 0.5 g,
(20 99m0) bo@®0dol 30®oEL s 2 g (20 33Mm0) OTGPOWBWRSAGHL. Lo godEom
65693l 169396 50-60°C 1 L. Hgod300L ITMs3MOOL F9d gy Lotgsdaom botgal derosb
gobmwosb ffgoembg (100 dew), (pH 9-10). bLbsOL 96B5390996 fywoom 300 der-dg.
fo63mgdboer boergdl go G396, M93bogab Hywoom bgo@®ew® Mgod3059g, sdMHMdID
3539109 5 009096 bogMomls VII 0.85 g (82.5%) 0vgon®o 53960l 3600LEowgdl. ¢w.@.174—
176.

2—(1-5¢059560gn)- N-396D0o-d96%B0dosbmeno (VIII)

0.76 g (3 90m0) 2—(1-5005356FH0w)-1 H-396%B0dosbmerols (IIT), 0.48 ¢ (12 ddmero)
NaOH s 10 8¢ ©089000ex3m6mdsdool bisdgbbost «ds@gdgb (ggommdoo d96bo-
Jwmcolb 0.35 dgn (3 3dmEro) Mmmsbol 3gddgMo@MsDg. Logdsgom babgal s3bgwrgdqb
9m3030 dmGm930L 306MMdddo 110-115°C-bg 8 L. LaMgsgsgom bs6g3l de0sb yobmarosb
09500%g, Ho03mgddbog bosergdl Bow@H®Megz9b, MgEboggb Fywom bgoB®owwwe Mgsdi0sdwy,
596096 353999D9 O WIOME™MdE 0.77 g (77%) bog®oo VIII ogom® 360LEHWIdL. ..
174-176°C (9005bme0). R=0.69 (539¢&™bo—CCls, 1:3).

2—(1-5¢0535630g)-N-30m300—d96%0dosbmmo (IX)

0.5 ¢ (1.98 38m0) 2—(1-55356@0w)-1 H-396%0d0@sbmerols (III) LybdgbBoslt 20 I
039000 x3MmOI>F0©I0  Mmmsbols  Ggd39M0GMSDY doBgdgb 0.55 @ (13.86 9ddmero)
B5@HM0mdol 30MHOEL s 2 A (21 3dm0) 3OM30dIOHMIOEL. LoMgsdizom batg3l mMg396
50-60°C 3 Lon. ©9od300L 39360900l 9999 LoMgodiom bstrgzl deosb yobwyeosb
09500%g (100 dew), (pH 9-10). blbsGls 56%539096 Hgeroo 200 8gr—-0y. Fo@dmgdbogn bogngdl
BoGHM9396, M93bogab ywom bgo@EHEmew® M95d3059Y, S9MMdIb 35399dbg s 0©0gd9b
Bsghmo IX ;mgmMo 53960l 300LEswgdl 0.4 ¢ (70 %). co.@. 280-281°C. R=0.65 (539 ™bo—
CCls, 1:3)
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2-({12-(1-50050355 ¢ 0¢0)-1 H-396%08005BM-5(6)-0¢0]-0d06m } 3gmog)-
396meo (X)

20 O 50L. goobmendo goblboe 0.87 g (3.3 88meo) 2—(1-505356¢E0w)-1H-
096%0d0sbMmn-5(6)-53060lb  (VI) o 0.403 o (05 3¢, 3.3 9dmero) ULogrogowob
593000l bsMg3l 3mdoz0 IMMm930L 3060HMdYd0 5©VGOgh 2 Lom. LaMgsdaom bs63l
53039996, 259mymazow  3M0LEHIMIOL  BowGHMS396 TmGHOL dsdMHDY, Mgibogzgb d3z0Mg
6500bMds gmobmeom. 009396 bsgHmo X gzomgwo g39mol  3G0LEEadL 0.95 & (81%).
. @. 204-206°C (EtOH). R= 0.67 (5393H™bo—CCl, 1:2). Bsdmgbos, m/z:371.2003 [M]+.
C24H5N30. 990mmgeowos, m/z: 371.1992.

2-({[2-(1-5¢05956 3 0ew)-1 H-396%080 5B M-5(6)-0¢0]-0306m }dgorogm)-4-
dMMIxgbmgro (XI)

Boghonll XI 0©gogb bogdomo X-ob sbowwmaom®sp. 0.67 g (2.5 9dmo) 2-(1-
500056¢¢)0)-1 H-396%0800sBm-5(6)-5d0b0ob (VI) s 0.5 ¢4 (2.5 33mero) 5-d003-bosero-
300l 5¢3300L MMMN0)OHJIgJo0m. 00gdgb bsgMmo XI Botrobx oligggH 30M0LEwgdl
095 3 (81%) .. 268-270°C (EtOH). R; = 0.34 (539¢&™b0o—CCls, 1:2). bsdmgzbos, m/z:
449.1096 [M]+.C4H24BrN30. g58mm3woos, m/z: 449.1103.

2-({[2-(1-5¢05956 3 0ew)-1 H-396%080 5B M-5(6)-0¢0]-0306m }dgorogm)-4-
Bo@mmggbmeo (XII)

BogMnl XII 00qd9b Boghmo X-ob sbsgrmaom®s. 0.5 ¢ (1.87 88meo) 2—(1-505056-
&ow)-1H-096%03005BMe0-5(6)-580b60l (VI) s 0.312 9 (1.87 83mero) 5-bo@cmmbogro-
300l 5w©g300L  WMHMOYOHMJI)Id0m. 00gdab bsgdmo XII gzomgo  ggmOL
360bGHowgdl 0.75 g (96%). w.@. 180-182°C (EtOH). Ry = 0.66. 653mgboos, m/z: 416.1812
[M]+.C24H24N403. g50mm3@omos, m/z: 416.1843.

2-({[2-(1-5¢05956 3 ogm)-1 H-396908005BM-5(6)-0¢0[-0306m} 3gomog)-4,6-
©0d3MMIBG6Meo (XIII)

Boghool XIII 00gdgb boghomo X-ol sbsgompomés. 05 g (1.87 ddmero) 2-(1-
505356 0w)-1 H-096%00005HMm-5(6)-530bol  (VI) s 0523 g (1.87 9ddmeo) 3,5-
©00MHMABHCOE00L 50300l MOMN0INMJIggdom 3 bom. 0©gdgb bsgdomo XIII-ol
Bs60bxolxgm 300LEIdL 0.9 3 (91%). wo. &. 310-312°C (EtOH). R; = 0.63 (539&™bo—
CCly, 1:2). 6530g3b00s, m/z: 527.0435 [M]+. Cr4H23BraN30. 950mmgeowos, m/z: 527.0202.

2-({[2-(1-5¢05956 3 0gw)-1 H-396%080 5B M-5(6)-0¢0]-0306m }dgorog)-3-
Bo@®mdg6Bmero (XIV)

Boghol XIV 00gdgb boghomo X-ob sbosermyon®s. 0.80 ¢ (3.0 ddmero) 2—(1-
5053563 0w)-1 H-096%08005BMm-5(6)-530b0L (VI) ©s 0.5 g (3.0 80meo) 3-bo@mHm-
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096D ©9300M6 MOHP0 MM JIggdom. 45dmymngb bsgMmo XIV-ol gzomgwo xgmoL
360bGHogdl 0.56 3 (45%). . &. 292-294°C (EtOH). R=0.70 (539&™bo—CCly, 1:2).

N-[2-(1-5005356 B0 w)-1H-396%08005BMm0-5(6)-0¢0]-
5005056396-1-350dmJbsdoo (XV)

0.47 3 (1.8 30m0) 2—(1-505356¢3)0e)-1H-396B0d0sbMm-5(6)-530bL (VI) sblibognls
60 A SBLMEMEHMO gog®do MPs3gogb 0.25 de» TEA (0.18 ¢, 1.8 30mo) s mmsbols
39939053M5bg  P3gmmdom  ds@gdgb AdCOCIl-ol  blbs®L @ogmowol gmg®do,
9mdbogdml 0.32 g (1.8 30mo0) 505856¢3)96-1-3560dMbT5535L996. LoGrgsdzom Bstgal
69396 4 Lo, 5gm369996 T9, s6D39096 3030 Hywom. godmymaow bowgdl o GO390
dm@ol dsdmDg, MgEbogzgb Bgo@®mswme ©gsd30s0®g fywom s s9MMdIb 353dby.
009096 6596000 XV-0b 0900 3960l 300LE s gdl 0.56 g (74%). . &. > 310°C (CHCL).
Ri= 0.58 (539¢™bo—CCly, 1:3). Bs3mgbos, m/z: 429.2780 [M]+. CyH3sN3O. goBmomgeoos,
miz: 429.2775.

N-[2-(1-500535630g0)-1 H-396%08005Bm-5(6)-0¢]-096sdogo (XVI)

Bsg o XVI domgdmao odbs boghmo XV-ob sbsermyom®s. 0.5 ¢ (1.87 ddmero) 2-
(1-5005956 ¢ 0)-1 H-396%030@sBMen-5(6)-5dobols (VI) s 0.69 d (6.8 3dmero) TEA
656936 30 g BLMEMEHMGH gogeTdo (j3gmmdom «do@qdgb 0.8 dg» (0.96 9, 6,8 3dmro)
096DMob 359350 JermMsb3o®mol 10 3w BLMEMEWME 9gogmdo. 00gd9gb bogMmo XVI-ol
09060 B9MO0L 3O0oLEIIdL 0.51 g (74%). wo. @. 188-190°C (CHCL). Rr=0.61 (sgg@™bo-
CCly, 1:2). 65303600, m/z: 371.2002 [M]+. C4HzsN30. 300mm3eoos, m/z: 371.1992.

N-[2-(1-50053560ew)-1 H-396%08005BMg0-5(6)-0¢0]-N-396Bmo -89 3o-
5906md96bsdogo (XVII)

3-896%5900Md96BM0oldx535L Jerm®sb30oEMoEOoL 3mdbsgds. 0.66 (2.7 3dmeo) 3-
096590 MdYEBMOL 8555351 M5B gdgb 0.62 @ (3 ddmero) PCls-U s 969396 1 Lo 30 dg»
3965 CCL-do mmsbols 39839603 )Mbg. 09ogd30d 8080bsdgmdls HCI-ob 0b@qbbomeo
299Mmgmxzom. M95d300L FMNs3M Ol JoHBbom LsMgsdzom bstrg3l s3bgwgdgb sds@gdom
1 Lo (40°C). ©g5d300L LMW gdol 99dgy LsGgsdgom bsmgizdo Fosmdo POCL-ol
dm30gdol doBbom 3-x9g6 MBsBHogb 20-20 A CCl s smMMJwgdagb H™mEs30wmw
505mOMJw g0 HY. dMWMb MTs3gogh 50 I sdLMEEBHME d9EDMEL s Jorgdmw 3-
096590 MdYEBMOLTs535L JermMsb30MH0EOL blbsMl 09gbgdgb d9damdo sgowoMmgdols
695d300Lm30L.

072 o (2.7 98mo) 2-(1-505356¢0w)-1H-396%0d0sbMm-5(6)-sd0bol  (VI)
bb3gbbosl (60 dew) L. GHmeymdo MdsGgogb 0.36 e (0.27 g, 2.7 83me0o)
609005306l s 3mdo30 ImMg30L 3060HMdIOT0, MMbol BHgd3gesdMEsby, H3gommdom
8539096 Hobolfotr BmIbsgdmer 50 dev  3-396%5d0@MdIEDMOL  ggo35L  JarmESb-
30060©OoL (2.7 38cme00) 396DMEbLbIOL. JonEr0sbo sdsEgdol 9dgy Ladgsdsom batrgal
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69396  50°C-Bg. Mgodzool  @slBMEgdol 890y Ladgodzom bstg3l wosh zog
yodo. qo0mymxaow bsegdl BowEHMegzgb m@ol dsddbg. Mgisbogzgbd 030 fywom
B90@®ome 695305009 009096 0.5 g 36930LxBIM JOOLEAEHIWIOL. BoGHMSAL 35TYMBO
dsd600  S30wdg0  MMQBM  RsBSL. MYEbogzad Fywoom BgoGMowme  ©95d3059©Y,
596096 350 gMHOL FoOHOEDBY O SMOMJWGdgD. T5BHIO0m 009396 0.57 §. Lyer 0©gd9b
1.07 ¢ (82%). bsg@ono XVII-ob . @&. 178-180° C (CHCL). Re = 0.57 (539@™bo—-CClL, 1:2).

N-[2-(1-5¢05956 & ow)-1 H-396B0300sBmen-5(6)-0¢0]-539¢sdogo (XVIII)

0.5 g (1.87 30mo0) 2—(1-505956¢3)0¢)-1H-396%B000sbMm-5(6)-530bL (VI) <853 9096
5 9¢0 d3s6T3935 96300MOEL s 99m369896 1 g MmMsbol 3H9ga3gMo@IMsDHY. dodmeng-
Joar 360U gdL BoGHM396 MEGHOL dsdODBY, MgEbsgzgb 39dusbom, sdMMdI6 s 0wgd9b
Boghmo XVIII-ob dmmgmcdm g9mol 300LGsgdl 045 g (77%). w@o. &. 200-202° C
(EtOH). Re= 0.64 (539¢™bo—CCly, 1:2).

N-[2-(1-5¢05356Hoew)-1 H-396%080005Bmen-5(6)-0¢0]-2-30Mmdlioggbowsdowo

(XIX)

2-300060mJ0xgb0g35MdM6x9358  Jarm@3B30MmoEols dm3bsgds. 1 O
mombowdwmmol (12 d0mo) ¢ds@gdgb 0.4 g (2.9 83meo) Lowoiowol  8s5350.
90090 65693l 93bgwgdgh 1 Lssmo 50°C. F96d0 mombowdwm®ool dmzowgdols
30Bbom LsMgog3om b3l MdoBHdgh SOLMEIMEMG goghl (3%30 ) S SO Yd9b
OMAHSEON 5FoMmOMNJgdgDY. dMWmb Tsgdgh s0L. gogdL (30 ) s 0ygbgdab
3990 ™do 5300Mgd0l Mgogizoobmazob.

0.6 3 (2.24 300) 2—(1-50535b6EH0W)-1H-096D0805BM-5(6)-53060L (VI) Lryldgb-
B0osL (40 Ig») 5BL. g gMdo MBoBHgdgb 0.39 A (2.9 3dmo) GHGM0gOEsdobl s dmdogzo
96930l 3060M093d0, MmMsbol 3Hgd39MsGIMsBY §3900Mmdom MBsBHgogbh Fobslifjotr dmdbo-
©90 50 9o 8BL. gog®do  oblboer  2-300MHMJLoBIb0W 35MBdMBTIZL  JermMsb-
300060EL. o osbo ©TsEHgool dgdgy LoMgodgom botgszl »emgz96 35°C-Bg 15 Lo.
695d300L EsLEOWMWIdOL F9dgy LsMmgodaom botgazl Fwosd (303 §yowdo. Asdmymaown
Boengdl BowEH®9396 M@0l dsd®BY. MgEboggb Hywom bgo@®owr® Mgsd30s8©. 0©0gd9b
051 9§ 09mMo BIOOL JOOLEIWIOL. MEOYBM FsBIL 99mYmBI6 oW EHMHEBH0D.
6939390  Pyom  Bgo@GeMH  M9od3090g, MM QsmdgMOL  FoMowDdy
5O g09b. 3@ 9000 009396 0.01 3. Ly 00gdgh 0.52 ¢ (62%) 36H™MwYdBHL XIX. .
&- 292-294°C (CHCL3). R =0.75 (o393¢™bo—CCly, 1:2).

N-(4-9gomgdlo-2-60@Mmmxgbow)- N'-(1-5¢005356¢0e) 35Mmdmdlsdoo (XX)

57 o (20 30mero) N-(4-0g00mdboggbow)-N'-(1-505356@0w)3563mdlsdool  byb-
396BosL 20 9 d0s6T593500 MBsBHgogb 5 I dFsMTggo35L 9630EMOEL. IMMg30L
g4obmwom 25303990l 306HMdgddo {j3gmmdom Ms@gdgb 5 I (60 ddmero) 57% HNOs.
LoGgodzom BsMgal 9MH9396 mmsbol Ggddgemsd sy 50 fo-ol obdsgwmdsdo. dwosb
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g4obmwosb gowdo, BowEH®o306 s Mgboggb Fywoom bgo@GHow®  Mgsd3059©Y.
©09¥wmdg6  N-(4-890mglo-2-60EGMmEg0w)-N -(1-500585630w) 360dmJbsdool  (XX)
g430m90 39gOol 3M0LEHgdL 6.53 @ (99%). w.@. 133-134°C (CHCL). (ro@).134-135°C
[135]). Re= 0.84 (5393™bo/CCls 1/2).

N-(4-9gomglso-2-5306m@8gbogn)- N'-(1-5¢05956¢0w)35Gdmdlsdoo (XXI)

254 @ (7.69 89mo) N-(4-8g00mdbo-2-bo@GHmmaggbow)-N'-(1-55856EH0w)-350dmd-
LodoL (XX) aoblbols 30 de» gmowsagdoddo  Mgbgl bo3gwol 35@swobsG™MOmOl
5650m00LOL  530006MH0MPPD T g3MWOHO  YodIOm  MmMIboL  GHgd3geed sy,
dmM930L  3060M0gddo. Mgod300L alOgdol 8999y Fomdmgdbowo 3HMmwIEHoL
Bocngdl 359G oBsGH™MOol  dmzowgdol Jobboo blbosh  s39@™bTo, FowEH®ogz96
ABoGHOMOL  Jo0oObBg ©s BowGHMGL 53Mmb3IbEGHM0MIdI6 MMEHIGOW  sTsMmOH NI g-
09y, ©gdMwmdgb  N-(4-d900mJlo-2-5806mBqbow)-N'-(1-505956¢0e) 356:3mJLsdools
(XXTI) 9m3500bgehem 30M0LEwgdl 2.07 g (90%). Re= 0.59 (5393 ™b0/CCls, 1/2). @o.@. 210-
211°C (9osbmero) [136].

N-(1-5005856¢0¢0) 356dMb0ogr- N'-(2-30000MJ0d96Bow0©gh)-m-8960w9brosdobo
(XXII)

2.0 g (7.4 30me00) N-(1-5005956¢)0¢0)350dMb0E-m-83960¢ 605306 (I) bubosh 20 dg»
SBLMEMEHMO gomobmwdo s MdsGHgdgb 1 A (9.3 9dmero) LowroEgowol serg3ol.
LoGgodzom bsM93l MM9g396 o S3bgwgdgb gmsbmerol Mool G9d39MedMsby, 5
Losool  96353wmdsdo.  Lodgodgom  batg3zl 53039996,  godmygmzo  3M0LEGIL
BoGHM9396 Jm@ol  dsdODg, MgEbsgzgb 9306y Momgbmds 3gdusbom @y SIOMDBID
353710%9. 009096 N-(1-5005356&0) 3560dMbo-N'-(2-30006H™JlodgbBoo©gh)-m-39bo-
©96@000060L (XXII) 43009000 B39OHOL 3O0LEgdL 2.77 @ (68%). Re = 0.61 (5393 ™b0/CCls,
1/2). @w.@. 154-156°C (gonsbmero).

N-(1-5005956¢&0¢) 35Gdmbogn- N'-(2-300MmJlio-5-d0m3d96bogrogb)-m-
1960w gbosdobo (XXIII)

BogMonols XXIII Lobomgbo 4sbbmM3ogmgdwyemo 0dbs bog@mols XXII Lobomgbols sbsenm-
2309965. 1.0 3 (3.7 d8mo) bsghmo I MOHooghmddgwogdom 0.74 g (3.7 ddmero) 5-
0L 030eoL 5¢330mMsb 10 T s0L. L3oOEHOL MH9do MPVYdom. 009096 N-(1-
50059563 0)-350mdMbo-N'-(2-30006HMJl0-5-d0dd)6HB0w0©Ybh)-m-339bowgbrosdobols
(XXIII) ¢00dmbobggg® 300LEgdL 1.49 ¢ (89%). Re= 0.66 (5393H™bo/CCls, 1/2). co@. ¢. 182-
183°C (909bmero).
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N-(1-5005856¢0¢0) 35Gdmbogn- N'-(2-30006MmJl0-3,5-003"M3d96Bowowgb)-m-
1960 96053060(XXIV)

Boghonol XXIV  Lobomgbo  996bmdiE0gwmgdmmo  0dbs bog@ool XXIT Lobogbols
Sbosemy0mMs. 0.83 3 (3,1 d0mero) bsghmo I wemoghmddgwogdom 0.86 g (3,1 ddmero)
©00MHMALOCO0300L serg30mob 10 dar sdL. LB3oOEHOL sMgdo, 1.5 Lo Mgdom.
009096 N-(1-500585630¢)350Mdmbo-N'-(2-30006MHmMJlo-3,5-0dMMm3d96B0wogb)-m-g39-
6ogb 053060l (XXIV) Bom0obxoligg® 300U 5w gdL 1.25 4 (77%). Re= 0.63 (539@™bo/ CCls,
1/2). . @. 178-180°C (9gosbmero).

N-(1-5005856¢0¢0) 35Gdmbogn- N'-(3-60¢®Mdg6Bowogb)-m-
1960w 9bosdobo (XXV)

Boghonol XXV Lobogbo sbbmd3ogmgdmwo odbs bosgdomols  XXII  Lobogbols
3bomy0MMo. 1.12 ¢ (4.1 3dmo) bsghHmo I MOHmoghHmnddgogdoom 0.63 ¢ (4.1 3dmero) 3-
Bo@®Mdgbbowg3omsb 20 den sOL. gmobmerdo 5 Lo MEgdom. 00gd9gb N-(1-
5005056¢3)0¢) 350dMbo-N'-(3-60¢HOH™d 60w 09b)-m-53960egbosdobols (XXV) Bstrob-
XobRgd 300LEgdl 1.33 9§ (79%). Rr = 0.9 (539¢™bo/CCls, 1/2). @.@¢. 170-172°C
(096 mo).

N-(1-5005856¢0¢») 356GdMbo - N'-(3565-N-00099000¢0d96b0o0ogh)-m-
1960w gbosdobo (XXVI)

Boghonol XXVI  Lobogbo 99bbmed09wgdmmo odbs bogdomol  XXIT Lobogbols
SboemyomMs. 1.0 ¢ (3.7 8dmero) boghomo I mGmnogdmddgwgdom 0.61 g (3.7 3dmero)
3565-N-0039000096H5c0©93000056 10 e 53L. goobmendo 8 bod PVIdOm. 45dmymz3qb
N-(1-5005856¢3)0¢0)3563mb0o-N'-(3565-N-099000396%B00©9h)-m-13960w9gbosdobols
(XXVI) ¢003mbobgzg® 300G gdl 1.01 ¢ (71%). Re= 0.8 (539-&mbo/CCly, 1/2), ¢0.¢). 136-
138°C. (Jaom®mzmdo).

4-9900mJuo- N-(1-5005956¢0)350mdmb0e- N'-(2-3000mdlodgbbowowgh)-
m-960@9bosdobo (XXVII)

Bogbonol XXVII Lobmgbo s6bmMEogmgdeo  odbs  bogbool XXII  Lobogbols
SbowmyonMs. 0.7 3 (2.43 d0mo) bosghoo XXI moHmogmmddgogoom 0.29 o (2.43
30m0) LEEPO0E0WOL 5030 Msb 10 A sBL. L3oMEOL sMgdo 3 Lo PMMIBOm. 00qd9b 4-
39000gLo-N-(1-5005856¢3H0¢)350:dMbo-N'-(2-300OMJLod 6B 0©Yb)-m-33960egbo-
500b0b (XXVII) ¢0dmbobgg® 360LEwgdl 0.68 o (70%). Re = 0.49 (sgg@m™bo /CCls, 1/2).
©.@. 163-164°C (9osbmero).
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4-9900mJuo- N-(1-5005956¢0)350mdb0e- N'-(2-30060mJlo-5-8603396D00gh)-m-
1960 gbosdobo (XXVIII)

Boghono XXVIII Lobmgbo sbbm®Egogmgdmwo odbs bsgdomol XXII  Lobogbol
3B my0Mo. 0.7 g (2.33 3dmeo) bsghmo XXI »mmoghomngdgogdoom 0.47 g (2.33 30mero)
5-36m3boe03E0ol 5¢0©g30™sb 10 A s0L. L3oMEHOL 5M9do 2 bLod PWMIGOO0m. 00GdGb 4-
3900gL0-N-(1-5005856¢30¢)350:dMbo-N'-(2-300OMJL0-5-060Hm3d)6HD0 0 9b)-m-33960-
9b0530bol  (XXVIII) gzomgmro x9gMol  30obGHswgdls 091 g (81%). Rt =045
(5393™b0/CCls 1/2). @.&. 200-202°C (900560m¢00).

4-9900mJio- N-(1-50059563H0o)3560dmbog- N'-(2-30MHmdlo-3,5-
©0dMHMId9ED0E0Yh)-m-89bowgbrosdobo (XXIX)

Boghonol XXIX Lobmgbo gobbmédiEogwgdmmo odbs bogdool XXII  Lobogbols
3boemy0Mo. 0.5 g (1.66 3dmero) Bsghmo XXI »Omoghomngdgwogdoom 0.77 g (1.66 3dmero)
3,5-00006H™ALoer030ol 5¢0©g30©msb 10 g s3L. L3oOEOL sM9gdo 7 Lo VIOOm.
009096  4-9900mJlo-N-(1-5005356EH0)3560dMbo-N'-(2-30MOHMJlo-3,5-0dOMIdg6Boo-
©096)-m-89600 96053060l (XXIX) Bstrobxolxngd 300LEIgdl 0.83 g (89%). Re = 0.40
(5393™b0/CCls 1/3). @.&. 237-238°C (90056m¢00).

2—(1-50058560g)-N—(2-30000HmJl0d96D0w)396B0d0sBMmmo (XXX)

0.52 3 (1.39 83me0o) N-(1-55856¢3)0e0)35MdMbo-N'-(2-300OHMJlodgbBow0©9bh)-m-
1960 96005306L (XXII) 58539d9b 8 g 38339 s 06GHIbLOMEMO dmMgz0m s3bgwrgdgb 120-
125°C 20 Hoo. Lodrgodizom bstrgll slbodgh yobmawrosh fgsendo s 9318539096 980530l 10%
09oblbstrom. s9mymxzow bsergds  BowEH®Me396 Fm@EHol dsddBg, Mgsboegzgb fywom
B0@®ome M9od305dg. 99MMdIb 35371m3bg. 009096 N-(2-30OHMJLodgbBow)-2-(1-
50053563 0)096B0dosbmol (XXX) 300LFsgdl. 0.21 g (42%). Rt = 0.50 (sgg@mbo
/CCls, 1/2) . ¢. 326-328°C (CHCL).

N-(3-60&™mmd96%o)-2-(1-5005356¢0¢0)d96B0dosBmo (XXXI)

Boghomo XXXI 09dmwmdgb boghomo XXX sbsermyomeo, 0.8 g (1.98 ddmero) N-(1-
5053563 0)350dMbo-N'-(3-60HOHMd96HB0w 0 96)-m-53960egbosdobols (XXV) bowg-
oo 8 9 31309-do 120-125 °C 15 foo. 0gdmwmdgb XXXI bsgbHonols dmyzomoswm ggcmol
360G gdL, 0.51 g (67%). Ri=0.64 (539&™b0/CCls, 1/2). @o.¢. >310°C (CHCL3).

N-(3,5-0003¢3-2-300MMJl0d96bow)-2-(1-5005956¢0)d96%0d0EsBrmEo
(XXXII)

Boghono XXXIT 0gdmwmdgb bog®omo XXX sbsgrmaom®s, 0.5 ¢ (0.9 ddmero) N-(1-
50053563 0) 350dMbo-N'-(2-3000OHMJl0-3,5- 03" M3d96D0w0©9b)-m-89bowgbwosdo-
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boll (XXIV) sbgwgdoom 8 g 35399-8o0 120-125 °C 15 ffo. ©939emdgb N-(3,5-0d6m3-2-
3006OMmJL0dY6DO)-2-(1-50585630¢)-396B0dosbmeols (XXXII) dmbsgolbgmm 3Gob-
Gowgdl 0.13 ¢ (28 %). Re = 0.51 (539¢™b0/CCly, 1/2) eoe.@. > 320°C (CHCL3).

N-(5-3603-2-300MMJl0d96%0m)-2-(1-50535630)d96%0dosBmero (XXXIII)

dgmmeo 5) 0.45 g (1.0 30meo) N-(1-5©s356EH0w)35MdMbo-N'-(2-30MmJlo-5-
06M3096D0w0wb)-m-53960b0s30bL (XXIII) 15 de» s39@™bo@®mowdo mds@gdgb 0.3
9 (3.5 30meo) 3mbg. HCl 05 0.8 9w (28 38mero) 30% H202 oo 06@9blom®s «6mg306 60
Loy MMsbol G9gd39MeMsDg. LoMgodaom bstg3zl dwosdh gog fyoewdo s 58998539096
500530L 10% §yoeblbs®oo pH 6-7 -80g. 20d0mymazow bsergds  gow@®s396 dmEob
ds36MBY. M93bs396 fywom BgoG® oM 0195d30580Y. sdOMID 3534999DY. I Mdgb N-
(5-36>3-2-3000MHMJLod96BO)-2-(1-5005856F0¢)d96%0Tosbmerls (XXXITIT) 0.33 g (75%).
Re =0.51 (o393™bo/CCls, 1/2). qoe.¢. 285-287°C (CHCL).

dgomeo 8) 0.70 3 (1.3 99meo) N-(1-50s356EH0w)35600Mbor-N'-(2-30MMJl0-5-
06MmM3096D0)-m-13960¢05306L (XXXVII) blibosb {fyerosb obm3mm3owdo (1:1, 30 dew)
©5 999539096 3mb3. Fomodzozol (0.24 dqw, 2.64 ddmero (d=1.18). LoGgsggom bBocgal
06@9bLoGms© MMH9396 s SEbYWgd9b 48 Lon. MgodEool WsdMszMdOL 989y LoMgsdsom
Bs6930 slbsdgb yobmerosbo {gsewdo s 588539896 5% NaOH-ob fgoeblibsdoo pH 8-0¢09.
59™369096 5 Fo63mgdboer bsgrgdl BowEH®s396 dm@Eol dsdsOBg, Mg3bogab Hywoom (50-60
) 69goGHMo® M95d305009 o sdOMIND  35399dbY. VP MWMdI6 N-[2-30OMmJLo-5-
06M3096D0)-2—(1-5005356@0w)d96D0d0sBMEol (XXXIII) mgom®o xgghol  300oLEs-
@90l 0.35 ¢ (61%). Re=0.51 (539-&™b0/CCl4,1/2). w. &. 285-287 °C (JarmO0xz3m6M30).

N-(35605-00009070¢5306Md96D0)-2-(1-5005956EH0w)d96%B0d0EsBmeo
(XXXIV)

04 @ (1.0 83mgoo) N-(1-5005356¢)0¢0) 3563Mmb0ogr-N'-(3565-0390¢5d0bMd9b-
D0 0@96)-m-53960gb0sdobl (XXVI) 15 3 539@H™boGMowdo mds@gdgb 0.3 de» (3.5
90mo) 3mb63. HCl o 0.8 der (28 9dmero) 30% H202 s 0b@gblow®so mtg396 72 oo
Mmmsbols $gd39MoGHesDg. LoMmgodzom Bs0gal derosb (303 §ysedo o 5398539996 5805301
10% §goarblbstoo pH 6-7-009. 999mgmzoe bsewgdh Bow@GHMog9b dm@ol dsd6mby.
693693906 Jyarom bgoGHMow® M959d30509. 5dOMdID 3533BY. 0™ dGE N-(3560-
©09900053d06Md96b0w)-2-(1-5005356¢0e)d96HB0d0@sBMmEL (XXXIV) 0.24 g (71%). Re=
0.65 (s39®™bo / CCls, 1/2) eoe.&. 178-180 °C (CHCL).

N-(5-60&®M-2-30000mJlodg6Boww)-2-(1-5005356¢0w)d96%D0dosbmeo (XXXV)
0.27 9 (0.1 30mo) boghon I s 0.167 g, (1.0 ddmero) 2-3oOMJso-5-bo@Hemm-

096Bsg30L 15 e s39EH™boGMowdo Mds@gdgb 0.3 der (3.5 dmero) 3mba. HCI s 0.8
9¢» (28 38mero) 30% H202 s 063gblo®ms «Mm9396 54 Bsomo Mmmabols ¢gd3geo@westy.

106



LoGgod30m b3M3L Iew0sh (303 Fysedo s 53998539896 530530L 10% Fyswblibstroom pH 6-7-
0009. 3odmymazow bswgdb BowEH®ms396 dm@GHol dsdmDg, M3bsggb Hywoom bgodMowrm®
695d30909, 99OMd6  353dbg, 00gdgb N-(5-bo@HMm-2-30OHMmJLodgbBow)-2-(1-
50053563 0)096%B0dosbml (XXXV) 0.32 ¢ (81%). Re=0.55 (539¢™-60/CCls, 1/2) ..
284-285°C (CHCL).

N-(1-5005356¢&0¢) 35Gdmbogn- N'-(2-30000mJlodgbbog)-m-g960¢gbosdobo
(XXXVI)

1.4 o (3.7 99mo) N-(1-505356¢0)356:0mbor-N'-(2-300OMmJl0d9bH0w0w9b)-m-
1960w 96053060L  (XXII) 503905l  5@969d96 Imwg3Mmdo  (yswdsom  MHgbgl
603900l 35@50BIGHMOOL M3bsMdOLSL sdL. L3oMEHOL s®gdo 24 Lo G930l 30MHMdJdTO,
mmsbols  39d3gMo@IMsBg.  ©95J300l  olBWgdol 899y Lotgsdsom  Batgal
ROWEHM5396 BOWEMOL JoowBY 39390 BIGMMOL IME0wgdol JoHBbom. FowGHMOEL
SO gdgb OHMESE0M 5FomOmMJgdg by, 00gdgb Immgmm™ ggMol 3OOLEIIOL
XXXVI 0.67 ¢ (56%). Re= 0.37 (539@™bo/CCls, 1/2). @o. @&. 138-142°C (JoomOHmzm®do).
5658009 3601 BHOoL Lobom godmymazgb bog@o I (0.06 ).

N-(1-5005856¢0¢0) 356dMbogr- N'-(2-30000ml0-5-d6m3d96D0ow)-m-8960¢ 96053060
(XXX VII)

Boghono XXXVII  Lobomgbl 5@s09d9b boghomo XXXVI sbscrmgoméoe. 1.31 g (2.3
d0mo) N-(1-5005356¢)0¢0) 3563Mboe-N'-(2-3000MMmJl0-5-360)m3d96%0w0ab)-m-19bo-
96053060 (XXIII) s0agbom 009096 N-(1-505356¢3)0¢0)3560mbor-N'-(2-30O™mJuo-
5-36>03396%0w)-m-5396009gb0sdobols (XXXVII) dmmgmOHm 539mol 300bGHswgdl 0.7 @
(53%). Re = 0.31 (5393™bo/CCls, 1/2). . @&. 127-128°C (JoomOH0gm®do). 056599
360 BHoL Lobom 009396 boghH o I (10.04y).

4-9900mJlio-N-(1-5005956¢0¢0) 35GdMbo-N'-(2-300MmJl0dg6bow)-
m-8960e9bosdobo (XXXVIII)

Boghono XXXVIII  Lobomgdbl 53s0gdgb Boghomo  XXXVI sbsgrmaom®s. 0.61 ¢ (1.5
30mo) 4-8900mgbo-N-(1-505356E0)3560dMbo-N'-(2-30006H™MJlodgbBoo©gh)-m-39bo-
96053060 (XXVII) 509600 0009096 4-0gmmdio-N-(1-505856¢0e)-356:0mboen-N'-(2-
3006HMmJL0dY6DOW)-m-5396096@058060L FmmgmOH™ 3geHol 3GoLE Mgl (XXXVIII) 0.38
3 (62 %). Re=0.32 (539¢™b0/CCly, 1/2). co@. @. 158-160°C (Jerm®mzmédo).

4-9900mJuo- N-(1-5005956 o) 3560dmb0gm- N'-(2-30060mJlo-5-360m3d96bD0wogh)-
-8960@960sd0bo (XXXIX)

Boghono XXXIX  Lobmgbl s@s0gogb bosghmo XXXVI sboermyom®s. 0.8 ¢ (1.65
90mo) 4-99000mgbo-N-(1-5058563H0¢)350dMbo-N'-(2-30OMJlo-5-060mddg6b0ww09b)-
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-0-33960¢9gb0sdobols  (XXVIII) sm@agbom  00gdgb  4-0g0cmduio-N-(1-5005356¢0w)-
390dMbo-N'-(2-30000mJlo-5-06Hm3dYEDOW)-m-53960w9b0sdobol (XXXIX) dmmgom®m-
dmbs3MoLEBOM BgMHOL 3M0LEIMgdL 0.28 g (51%). Re = 0.30 (539G ™bo/CCls, 1/2). . &
192-194°C (Joom®mz3mdo).

3.2. 550569360l @(s389b630ol d9dp39¢r0 ©0393H0©Jd0
N-gm®3oymogobol goowol gomgho (XL)

50 9 goowrm®dos@do goblboer 14 g (100 3dmero) 4eoEobols gmowol gmg®mol
30OMJwmOol Mds@gogb 0.01y (0.06 99mer0)  3-GMeErmebvyegmdsgogoll  dmbm-
30065BHL  ©5 dmMg30L  30MmMdgddo  zgmmdom  Mds@gdgh 11.1 g (110 8dmero)
G090 sdobl.  Ladgodgom  bs6g3l  s3bgwrgdgb dmMg30l  30MHMdgddo 20 Lovsmol
2960530 md5d0, Mgod3ool  8080bsMgMdsls 53300006 MBI RIbM3zsbo  JOHMTsE™-
36M5x300m. LoMgsdaom bs®g3l 53039096 20°C-0g o 0-5°C-dg  Boewgdol ULoboo
2390mgmxzo  GM09gmosdoboll  30OMIWMOHOEL  530Wwgdh  2oIBOWEGHIM0M
ABoGHMAL 53mb3IBEGHM0MIDI6 3539993 9. o BHMOEL br0sb sdsEo B30l 30O MdgdT0
353710%9. ©90mdgb 8.7 9 (92%) N-gm®dowymoiobol gomowols gogeol (XL) maghHm
©900L-053 356 Lombgls.

N-(5005356¢)36-1-0¢)xmM3sdoo (XLI)

Boghono XLI domgds bmediogwwads bosghmo XL sbsermgyom®s, 100 dgo googn-
3m®osGHdo doblboer 11 ¢ (59 38mer0) 5806Mm5@5356¢960L 30OHMJwmmoBy ©s 0.06
(0.36 800¢0) 3-EMEmeEbEg3mdzo3sl dmbm3o®ms@by 7.68 de (5.57 g, 65 3dmero)
TEA ©5953900m. 09099 mdgb N-(505356¢)56-1-0e)n3mMHdsdool (XLI) ogmdo 19mol
360LGHgdl 7.9 ¢ (75%). . @. 135-136°C.

9000e0DM3056Mm339gGHOG0 (XLII)

7.1 g (54.16 33mo) N-gmOdowawogobol gmowol gomg®dl 150 e odwme-
3905680 ImMg30Ls s 0°C 3H9a39MsGHIMsHY 25(303900L 306HMdYdT0 )3g0Mmdom do@gd9b
X960 8.29 o (54.16 30m0) BMLRmOOL(V)mdbodwm®ool s 8909y 13.6 ¢ (134.3 3dmero)
TEA 69396 1 bo. 9990093 mmsbols $gd3gMo@«esbg ds@gdogb 51 dar {ysedo asblbogn
10.83 3 Na2COs 9396 30 foo. Lodgodzom bo®ggl s6Boggd9b 300 dor (yroom o
J3wowsggd CH:Cl2 (2 x 75 9q). m6obmen 5Bl Mgsboggb NaCl boxgho  blbsGoom,
5960096  K2COs, 3oe@9396 o 93mb3gbGH®069d96 Gm@s30mw 585mOmmJagdgmby.
090 md9b 90 oBMmE0sbmsggBsGOL (XLII) 9n9mm Bgooldsg3sé dwsbd Lombgls
3.11y (51%).
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1-0DmE0s6msqs956¢Es60 (XLIII)

Bosgdono XLIIT LobomgblL o@s69dgb boghmo XLII sbsermgomGs. 1.5 ¢ (8.3 ddmero)
Bogoo XLI blbosb 100 d¢» odarm®dgmsbdo, mds@gdgb 1.27 g (8.3 9dmero) g3mligm®ol
(V) ogbodarm®ol, 2.9 der (2.08 g, 20 88mero) TEA @ 16.6 de» {yserdo goblboer 1.66 @
Na:COs. ©9399mdgb 1-0DmE305bMms@sdsbEsbol XLIII mgmto 53gmol 360L@swgdl 0.8 g
(61.5 %). w.@. 176-178°C.

396%Bgbobmiz05600 (XLIV)

2 9w (22 93m0) 560¢0obl 56%539096 100 der odwm®dgmsbom s ds@qdgb 50 dgw
50% bs@®momdol Gm@ol §goblbs®ml, 0.07 ¢ (0.22 30mo) GH9@®sdmor-5dmbowmdols
0MMmIoEL s 2.6 A (33 30Me00) JEMOHMBMOAL. LoMgodiom bsg3zl MM9g396 6 Loy mmsbols
39939053 M5bY. 8999y 96539096 200 e fyrom s 259Ymxzo dsdMOm edmymzqb
6569 BsBIL, MMIgLsE Mgbeggb 2-x96 100 dew fywwoom s 100 3¢ NaCl-ol bsyx gto
blbsom. 5d0Gmdgb MgSOs+-bBg, BowEH®396 s 53Mmb396GM0MII6 253bLBgEOls LB
dm30gd509. doEgdmw  3OMOYIBHL  SUG-1539090  JOMIsBHMaMox0mew  13gBHbY
UGOBIOGHMWOo  FJNMPO®  (EOJwMm®Igmobo/3gdlsbo, 4/1 s SiO2 3mId0bsgoom).
090mdgb 396%9bobmEosboolL (XLIV) ygomgwr, B9mobdogzs® demsb@) dstsl 0.97 g (41
%).

9000¢0-N-(5005356¢)36-1-3503mb0gn)- N-396%Bogseomymogobsdo (XLV)

0.214 3 (2 30mo) 196B05dobl s 0.18 Ao (2 ddME0) 0DMINMEHOWSW Y300l
Bs6g3L 4 I gmobmedo »Mma396 MmMboL FH9gd3gMsdMsbg 15 {mol gsbdsgermdsdo,
8539096 0.36 @ (2 3dmero) 59396EHO6-1-35MdMBI035L o s3bgargdgh 45-50 °C
39939053M5DY. 3503306035 Lo®godzom botgal mBsdgogh 0.23 8¢ (2 ddmero)
00000HBM30560M539GHOAL @5 9M9396 50°C  #H9d39MsGMGsbg 15 Lo sbdsgwrmdsdo.
§o603m0ddboro Bsobxolzgmo blbs®o, 9ows5d300 290gmx dsdMmbg, 96Dsgxdgb 306y
650m0bMds odwmMIgmsbom s 53998539096 x 9O NaHCOs-boxgho blbstrom, 8999y 1
dmnemdo  KHSOs blbstrom, mGmobmem  93oboll 9860m0dgb NaxSOs.  gow®dMoggb o
SO gdgh  20dblbgeol LM  IME0WgdsdEY.  IMBGboE  Foldl  SlRM39096
JO™I>GMYMsx30  139AHDY LEHIBPIOGHMo Tgmmeom (Si02, 3gGHMmegobo/gmon-
5393530, 4/1). 00gdgb dmyzomom desbE Tolol 0.49 g (54%). Ry= 0.24 (5393H™bo/CCls,
1/4). bs3mgbos: m/z 454.2695[M]*. C37H35N,0.. 390dmmzEowos m/z: 454.2777

900~ N-(5005956396-1-3560mbo)- N-ggboengseomymogobs@o (XLVI)

Bosghono XLVI Lobmgbo bm®Eogmwgds bsghomo XLV sbsgomaom®s 0.19 9o (2
30mo) sbogobol, 0.18 de (2 3dmo) o0BMIMGHowsw©g3oEol, 0.36 3 (2 Imo)
5Q05356306-1-35603b351535L s 0.23 ¢ (2 38me00) 900 obM3056Mmo3BHIGOL  MBmo-
96043909000 2 30 909bmedo, Bgdmm s0fgHowo 3goMmEom, MmmIbOL 3gd3gMo@maty
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5 JOHMB5GHMAM5R30 B39E DY 2obBMsz900m (SiO2, 39BGMMEgobo/ gmowszgdedo, 5/1)
©090mdgb  bosghmo  XLVI  8mygzomomm  densb@ dsbol 0.42 o (46.3%). R, = 0.27
(5693™b0/CCls, 1/4);653mz60s:  m/z 440.2670 [M]". CyeH3sN204. godmm3gEo-ewos m/z:
440.2675;

9000¢0-N-(5005956396-1-35Md3Mb0)-N-896D0ogrgsmogawoiobs@o (XLVII)

Bsgbono XLVII Lobogbo bm®dEogwgds boghomo XLV sboermyom®o. 0.25 9, (2
d0m)  53969000¢sd0bol, 0.18 der (2 8dmer0) 0HBMINEGHOEOL serg3ool, 0.36 g, (2
30m@0) 55356 96-1-35MdMbIz5358 s 0.23 8¢ (2 3dm0) 9O oDBME0SbMIEIGHIGHOL
Bo@gzol 14 Losmosbo bgwgdom 7 de goobmendo, 50 °C-bBg, Bgdmom sefg®owo
3900MEO0M s JOHMTsBHMyMoxzomew  139RHbY  dobBmeggdom  (SiO2,  3gBHmergobo/
00005390, 5/1). 009096  9gm0-N-(5005356@96-1-3500mbowr)-N-39bgmozsmoe-
23030bs@oL (XLVII) y300m9mo 13900L d¢0sb@ dsbolb 0.4 g (43%), Ry =0.31 (539¢™bo/CCls,
1/4). bs3mgbos: m/z 468.2912 [M]". C2gHaoN, 0. 395303005 m/z: 468.2988

9000¢0-N-(5005356336-1-350d3Mb0en)- N-dv¢0w3zseommymogobsd@o (XLVIII)

BsgMono XLVIIT Lobomgbo bmdEogwgds bsg®omo XLV -ob sbsermyo®a. 0.20 dev, (2
30mo) b-dm@Eosdobols, 0.18 g0 (2 3dmEr0) 0DMIMGHOEOL  swwgdool, 0.36 3 (2
30m@0) 55356¢)9b-1-350GdMbTzo35 s 0.23 g0 (2 3dmr0) 9goOoWoHM305bMIEIGIGL
dmOHob MOHD0gOHMJdggdom 4 d gosbmedo, mmsbol #Hga3gMo@Msbg, 14 Losmosbo
dmM930L 3060mdgddo Bgdmm  SE[IM0Wwo FgOMPOM ©s JOMIsGMYMIBoME  13gBbY
3BmMezgd0m  (Si02,  39BHOMWgobo/gmowsi3gBodo,  9/1)  ©gdMwmdgb  goowr-N-
(5Q05356¢356-1-3560dMb0)-N-0EH035¢ 0o 30bs@ol (XLVIII) densbd) ygomager dsbisb
0.63 g (55%) Ry = 0.32 (539&™b0/CCls, 1/4). 653mzbos: m/z  420.2991[M]".  Ca4HsoN,Os.
399mmzEowos m/z: 420.2988.

900 (2-(N-8960¢05005356396-1-35GdmJlisdom)3gdlsbmo)amoiobs@o (XLIX)

Bosghono XLIX Lobmgbo bmdEogwmoads bsghomo XLV sbsgomaom®s 0.18 9o (2
90mo) sboeobol, 0.21 8¢ (2 3dmeo) 396¢sbserol, 0.36 @ (2 30me0) 50sd5bEsb-1-
3900Mb3z5358 s 0.23 I (2 9dME0) 90w ODBMF0BMIZIEGIGHOL WOM0ghmJdggdom 2
I gmobmerols s®gdo, Mmmsboll 3Hgd3gMo@msHy Bgdmm sOfgMowo IJNMEO’
JO@BsGHmycmogome  Bggdhbdg  olBmszgdom  (3gEHGmmegobo/gmomsigde@do,  5/1).
©90md9b  goo-(2-(N-93960¢055856¢3)56-1-350dmJls80@M)-39Jusbmo)awoEobs@ols
(XLIX) 4300090 539600l 3esb@) dsbiols 0.56  (60%). Ry = 0.37 (539&™bo/CCls, 1/4). Bsdmgzbos:
m/z 4542867 [M]". Ca7H3sN,04.350m03w0e00 m/z: 454.2832.
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900-(2-(N-3969000¢05005356(396-1-35MmdJlsdom) 3gdbsbmom)awoizobs@o (L)

BsgMmo L LobomgbHo bmd09egds bosg@omo XLV sbsermyom®o, 0.25 dew (2 99mero)
196gmosdobols, 0.21 de (2 9dmero) 396@Bsewol, 0.36 g (2 Fdmro) 50s396E6-1-
3900Mb3555350 s 0.23 8¢ (2 33M00) JOWODBMF0BMIEIEIEGHOL MO0 ghmnddgwgdom 30-
35 °C-%Bg 7 9 9 9bm8do Bgdmo sfig®owo 3gmmEom s JOHMIs@maMosx0ww 139GHbY
33LBM539000 (39GOMMWYobo/gmows3gGOE0, 9/1). gdE™mdIb gmow-(2-(N-g9bgomom-
5Q05356396-1-35603mdlsdo™)39JLsbmow)yaoobs@ol (L) y3omguo 53960l densb@ dobobs.
0.55 g (57%). Rr= 0.29 (539®™b0/CCls, 1/4). Bs3mgbos: m/z: 483.2600 [M]". CaoHsaN,Os.
398mm3zwowos m/z: 483.3200.

9000¢0-(2-(N-393 0553563 96-1-356dmJlsd0M)3gdusbmow)-
3w0o3obs@o (LI)

Bosghono LI Lobomgbo bmMHEogwgds boghomo XLV sbsewrmyon®o, 0. 20 der (2
30mo) b-dEHowsdobols, 0.18 8¢ (2 3dmero) 396¢)sbscnol, 0.36 ¢ (2 3dmMe0) 5Qs856¢3)96-1-
39M0Mb3z535L, 0.23 de» (2 3dm0) 90O HBME0bMIE3IBHIGHOL M0 gHmMJdggdom 7 I
905bmedo 40-45 °C-Bg Bgdmom s0fgHowo dgmmEom s JOMIsGHMmaMsxz0mw 13gR by
39 RM539000 (39GOMEgobo/ gowsEgde@0, 4/1). 0gdMEmdgb gomow-(2-(N-d)GHow-
5Q05956396-1-35603mdlsdo™)3qJLsbmow)yaoiobs@ol (LI) yggomgeo 53960l 3¢nsb@ dobols
041 ¢ (43%). R = 0.29 (539&™@b0/CClL Y4). bo3mgboo:m/z : 434.3119[M]". CroHaN>Os.
398MmM3Wwowos m/z: 434.3145.

N-(5005356396-1-0¢0)-N-(3-09000¢0-1-mglm-1-(139600530602)3¢E)56-2-0¢0) 5005056 96~
1-356dmglsdogoo (LII)

Bsg®ono LII Lobomgbo bmdogmgds bog®omo XLV sbsermgyom®s, 0.30 g (2 3dmero)
1-580605@5356¢ 560, 0.18 dew (2 30m0) 0BMdMGH0WOL serg3ool, 0.36 ¢ (2 ddmero)
5Q05956306-1-35603Mb35o358 ©@s 0.25 v (2 ddmero) d96HBIboBMEosbool MODogMHm-
J89gd0m 12 3 L3o®GIo 60-65 °C-Bg Bgdmom sfigMowo IgnMmEOm s JOMIsEHM-
205830 1393DY  PLMBRM39000 (9B OMEgobo/gmowsEIBIG0, 9/1). ©IRBMWMdID
Bogho LII-ob dmygzomogrm  desb@ ool  0.462 g (64%). Ry = 023 (5390H™-
60/CCly 4). 6530mg60s: m/z : 488.3469 [M]". C3,HaaN,0,. 358mmgeowos m/z: 488.3403

N-396B0og-N-(3-dgmog-1-mglm-(13960@s3060)d¢@Es6-2-0¢)-
5005056 396-1-35(dmglsdogo (LIIT)

Bosgdono LIII Lobogbo bmédisogwads  bosgOomo XLV sbsermgomeoo, 0.22 der (2
30mo) d9bBogrsdobols, 0.18 dg» (2 ddmo) 0BMdMGOWOL  sewgdool, 0.36 g (2
30m@o0)  55395FH9b-1-35603MbTsgo358 o 0.25 8 (2 3dmero) d96BgbobmEosbools
MOM0gONJIgq00m 5 I L3oMEGHIo 45-50 °C -Bg Bgdmm sOfgMowo IJNMEO S
JO@BsGHmycmoxzome  Bggdhbdg  olBmszgdom  (3gEHGmmegobo/gmomsigdedo,  9/1).
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090md9b N-396%Bo-N-(3-dgmow-1-mgum-(3960ws8060)d:E96-2-00)5@o85630b -1-
3900mgJLsdoob (LIIT) 8myz0moemm densb@ dobols 0.45 @ (51%). Ry=0.28 (539@™bo/CCly V4)

900¢-(2-(N-83960¢05005356396-1-3560dJlss800M)d¢E)s6mom)-
3w03obs@o (LIV)

Bosghono LIV Lobmgbo bmdiogwoads bsghomo XLV sbsermgom®oo, 0.18 der (2
d0mo) sboeobol, 0.14 9 (2 3dmero) 3OMIowsegdool, 0.36 g (2 ddmero)
5Q5956306-1-35603Mb35535L s 0.23 e (2 3dM0) 9goOoBME0BM39GIGOL MBMO-
96»ddggdom 5 e L3o®Edo 45-50°C-Bg Bgdmom sefighowo JgmmEom s JO™Is-
AMaM58309 1393 DY PILNBM39000 (39GOMEg0bo/gmOEs3gB OG0, 9/1). V9B MdI6
0000-(2-(N-53960¢-50058563)96-1- 356030530 ™) 3¢ sbmow)ywoiobs@ol (LIV) dmygo-
05¢M OB Tolsls 0.48 @ (54%). Ry=0.29 (539G ™bo/CCly Va).

N-(1-(50053563oem-1-5306)-3-89000¢0-1-0Jimd¢E)56-2-0¢0)-N-d96D0 5053563 56-1-
356Mdmglsdogo (LV)

Bs9Mmo LV LobomgbHo bm®3ogmgds boghomo XLV sbsermyorMoq, 0.22 9¢» (2 9dmero)
096B05dobols, 0.18 g (2 ddmero) 0DMdIMGHOEOlL sewgdoo, 0.36 g (2 ddmeo)
5Q05356306-1-356003Mb3so35L, 0.32 g (2 30mo0) 50s356EHb0bMboGHMowol MBmNogHor-
J09®gd0m 2 I gomobmerdo 35°C-bg, Bgdmom s0fgMowwo gom©om ©s JOHMISEGHM-
365830 139E DY FoLYIRMS3900m (39EHMMEg0bo/gmowWsEIGG0, 9/1). 00gdgb yzomgwo
1960L N-(1-(505356@0-1-5306m)-3-090m0-1-0gJitmd4)E56-2-0e0)-N-096H00 5005856356~
1-3960dgbsdooL (LV) dcwsb@) ool 0.47 g (43%). Rr= 0.15 (sg9¢mbo/ CCls,1/4).

9000-[(1-N-396%0msq05956¢)96-1-3560MmJls30M)-1-5005956 ¢ 0g35MdMbow]amogobs@o
(LVI)

Bosgbono LVI Lobmgbo bmMiogwogds bsghomo XLV sbsermgom®o, 0.22 der (2
30mo) 09bbosdobol, 0.30 g (2 9mEo0) 5@F6EHS6-2-mbols, 0.36 @ (2 ddmero)
5Q05356306-1-35603Mb35535L, 9JPOOBME0sbMs3gBHsGHoL 0.23 g (2 ddmEo) MODO-
960ddggdom 8 I gomsbmewdo 45-50 °C-bg, DBgdmom sofigMowo IgmnmEom s
JO™I>EGMYM553009 1393DBY POLYBM39000 (39EHOMEgobo/ gows3gBHOG0, 9/1). 009996
g430m9o  3gMol gm0 -(1-N-096%0¢s5856¢3)96-1-3560dMJusdom)-1-5005356EH0 356 -
dmbo)awoiobs@ol (LVI) dewsb@ dslol 0.47 o (43%). Ry =0.13 (539¢H™bo/CCls,1/4).
Bo3mgbos: m/z532.3393 [M]. C33HasN204. go8mmgwrowos m/z 532.3301.

900-[(1-N-83960¢05005356396-1-35MdmJlss0m)-1-5005956 Eon-
396dmbogn) Jamoiobs@o (LVII)

Bosgbono LVII  Lobomgbo bmdE0gwgds boghomo XLV sbsgrmaom®s. 0.18 den (2
90m0) 560¢0obol, 0.30 g (2 30m0) 50s356EH6-2-mbol, 0.36 g (2 3dM0) 5Q5356Eb-1-
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39M0Mb3z55358 s 0.23 I (2 9dM0) 900w oDMEF0BMIZIEGIGHOL MO0 hmJdggdom 2
0 gobmwdo, mmobol  3Hgd3gMeB OBy,  bgdmom  sefghowo  IgmmEom @
JO@BsGHmycmoxzome  ggdhbdg  obBmszgdom  (3gEHcmmegobo/gmomsigdedo,  9/1).
090Mmd9b  yzomgaro ggMol gomow-(1-N-1396005s356¢3)sb-1-350Gdmdusdom)-1-5qs-
09630 35MdMbow)yaoi30bs@ol (LVII) dewsb@ dsbol 0.47 g (42%). Ry = 0.16 (539-
A™B0/CCly, 1/4). Bs3mgbos: m/z 518.2896 [M]". C32HaaN204. 358mmgewomos m/z:518.3145.
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osgo IV.

51336900

1. 99bfHogwowos m-13960wqb05d0bgdol N-50sdsb@mowwomgdols s dJowgdwy-ero
9mbm— 5 0530wbBFoM3gd0L 303w0DsEool MYod30900 Lb3solibgs 3o6MHmdgddo (PPA, i-
CsH/OH/H20/HCI). 8mfmqdmeos  2-(1-5003s6@0w)-1 H-096%08005Bmeol Lobmgbols
Sboo  I9m©03s  Mm-89600 96053060l  55356E6-1-3500MbTz535Lb  MHPDOgOH-
J899d00 POC-00 ©0owwol 306mdgddo. s0bodbomo dgmmo Bbgs dgommgdoliysb
2959Mm06bg35 LObMgHOL LM EH030m, 39Mdm, LobmgHBoL gHm LoggbMsdg syzsbom,
830 9gb OMI0 Fo0oe0 58MmbogE0sbmdom LslmM3gmo 3Mm©vd@ol dowgdom.

2. LEbMYHOMGOME0S 2-(1-505F5bE0)-1H-d96B00EIBMEOL Fmbm— s obo@G®mm-
B5fo63gd0. Igufogwrowos 2-(1-505356¢0e)-5(6)-60EOM-1H-096%080@5HME0L 35¢5¢0-
Dm0 50ygbs bbgoolibgs 30MmMmdgddo (H2/Ni, L3630, 300MsH0b30EME0). Jowgdv)-
oo 2-(1-5005856FH0)-5(6)-530bm-1H-396%B0dosbmwo,  G™mImol  3mbgblsgoom
5OHMI>GHME 5w Y30JOMb s J9MOMBT53500 JrMmM96300M0EIOMD oGO0
5bseo doxol 39dggd0 s N-sgowbsfjo@dgdo.

3. Dma09mmo  sbso  N-5e030006090990  2-(1-505356¢3)0)d96H080@sBMmEol
300900l doBbom 530930039 LObMIHBOMYGOMWo 0gbs sbosewro sFoME-0d0bmemo
0dol dgmby b59M»gd0 N-(2-58060M5396000)505356396-1-35603Mdlodools s N-(4-0gomduo-
2-58060m33960¢0)-N'-(1-500535630) 35600800l 3mbgblsgo0m sOHMAsEHWe sSergdo-
O™, OMIGEMS  S©0ANPI-30300bsEo0m, b WIMsEm  3o3wobsgoom (CHs3CN,
H202/HCl)  800gdwo 0dbs  sbsgro N-5¢0300006090mw0o  2-(1-5005356¢0e)-896%0do-
©5DBMYd0. 5YIB0wwo 0dbs, MM 55356360l OO LOZMEOMO BodEHMMOL gogergbols
299m 95369 g00s  2-(1-50058563H0)-1H-096%0800sHMmOol »dmsm  5e30E0MgdS
05500 300000990 53963 JO0m. 55939 9dbgEGOME0s 303Dl BgoJ30gd0 BoGHH™-
096%Bmdo 56 Naz5;04 0565mB0LsL  ©IBs-do  3bgwrgdom ©s  GHMOJMOHBMLGMMOL
mJbool  sbsmdolsls  70-108°C  (393396MsGH O  06@9Mm35¢T0. ©oa0bs, ®mI
DMmQ09MH0 959535 395G9W0DIGHMMGOOL 250mygbgdols d9dmbggzsdo 0dobmMo dds obrobgds
s 09543008 890990 8000gds 093 N-(2-5306093960¢0)505356E96-1-356MdMJLsdoo s
2-(1-50058563H0)-096%0dosbmero.

4. 99bogowo 0dbs 59356360l BEMmoadgb@ol d99339w0 ©0393EH0wadol Lobmgbo
9w E03m33mbgbGHMMH0 Mol ©95J300m 0BME0sB0IdOL BsHsbg (IMCR) gosbmerols
56930 Lbbgoolibgs (3Hgd396ed e 0b@gm3zsedo, bsog dmMgopog 30md3mbgbEgds
299Mmg9gbgdeo 0gm 505d5bE6-1-3500MbTg535, bbgsalibgs mdumbsg@mado, s80bgdo s
0DMboGMm0wwgd0. ©IYH0bEs, MI Mg5d300L gobbME-309wgd0m 506036 30MHMdYdT0
300090MES ©59qb0dg sHE0 3OMPYJBH0, LoIE MO 3OHMPYIEL FoMdmoyqbws
5Q05956356399339000 ©03933H00. bMmm® 9HPMOOMMOE FMMsa06M9 3093mbgb3gds,
5Q05956306-1-35603MbT51535m9b s Lbzoolbgs 0BmboGHMmowmsb ghmo  sOMBsEHmwo
593009008 s 3OMB>EH o 5d0bgdols 459mygbgdols 99dmbggzsdo Lbgosslbgs ¢9ddg-
oGO 063935 do  LolMH3z9wo 0393300l dowgds 396 dmbgMbs, ©o
295939990 0gm 505356EHb0L BoM™MZ0L LOZMEFOMO BoJEHMMOL 93w gboom.
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5. LEbMYHOMGOMEO BogMPJOOL BOMEMYO0MMHO SBHOMBMIOL Tgifsgwrols Bobboom 530
56Hdool  0bggdzoméd Lbgmwgdsms Lsdgogobm—33eg30m obbGodm@do (USAMRIID)
239BbMO3090 s BMY0ghmo bsgMmol 306H39wso 13M0bobyo. Bosghmgdol GglEoMgdols
3909350 39dm3gboe 0dbs Boghmgdo s6¢0do3zOmdMwo sg@ommmdoo (MIC= 0.6uM-20
uM), 96303060 5dBHoWOMdO® s  BgM™Mgdo, OHMIWIBOE  JONEOMLICSE
5930909805 30090 S B3JBHIM0YWO FEHS7d0L 0T .

6. 659MOMOL  LEAHOWJEHMOBLS O B0MIJBHOMOMIL MOl  MOMOIOHMISZIOMOL
3bswoBom 25800330000  3M3GMIJB03NO0  LEHMIBHOJO0, OMIGDs  TIBHIOOMNO
AILAHOMYOs s J9FM3JO0L  BoBotgds  9M0L  3gOL3gdBomeo  bbgoalbgs  Lsdodo
00m5396)9d0L  Lofobsswdgam  sbowo  LydMeengdgdol  Tgddbol  Jobbom,  Mo3
3600369035605 d0MMBsRMMbMIOOL (3308 M5 BsBOOLOMSS.
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