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KoHpaeHcaumen xnopaHrnapuaoB 3ameLLEHHbIX 1-eHnnumknoneHTaH-1- n 1-eHunumknorek-
caH-1-kapOOHOBbLIX KWUCMOT C MPOM3BOAHBIMU M-aMUHOBEH30nCyNbhamuaa CUHTE3NPOBaHbI COOT-
BETCTBYIOLUME CyNnbaHunamuabl, a peakumen Tex xe XnopaHrMapuaoB ¢ psigoM aMUHOB MOMyYeHbl
3amelléHHble 1-(3,4-gumeTokcudeHnn)umknoankaHkapbokcammabel. BocctaHoBneHnem Hutporpyn-
nbl  4-HUTpOo-N-[(1-heHnnumkno-neHTUn)MeTun]6eH3aMmgoB aTomMapHbIM BOAOPOAOM  MOSyYeHbl
aMuMHoOeH3aMuabl, B3aUMOAENCTBUEM KOTOPbIX C XMOpPaHrmapyaamMu 3aMeLleHHbIX 1-cbeHnnumkno-
neHTaH-1-kapboHOBbLIX KUCIOT B cpefe xrnopodopma B MPUCYTCTBUM MUPUAMHA BblAeNeHbl COOT-
BETCTBYIOLUME CUMMETPUYHbBIE AnamMuabl.

I/Isyqua Bbuonornyeckasi akTMBHOCTb NOJTlyH4eHHbIX CoeUHEHUN.

Bubn. ccbinok 15.

M3BecTHO, YTO aMHABI COCTABASIOT CTPYKTYPHYIO OCHOBY MHOTHX Ae-
KapCTBEHHBIX CPEACTB KaK PACTUTEABHOTO, TaK U CHUHTETUYECKOTO MPOUC-
XOKAEHUS, U SABASIOTCS OOBEKTOM M3y4YeHHs MHOIUX MCCAepOBaTereu [1-7].
Panee HamMm cOOOIIIAaAOCEH O CHMHTE3e U OMOAOTHYECKOM aKTHBHOCTU OOABIIIO-
TO KAACCa Pa3AWYHBIX aMUAOB B PIAY @30T- M KMCAOPOACOAEPIKAIUX TeTepo-
OUKAOB [8-11].

B nmpoporKeHMe MCCAEAOBAHUM B 3TOU OOAACTH M C LEABIO BBISIBAECHUS
CBI3M MeXAY CTPYKTYpOM M OHOAOTHMYECKON AKTUBHOCTBIO OCYIIECTBAEH
CUHTE3 PgAd aMUAOB U AMAMHUAOB Ha OCHOBE XAOPAHTUAPUAOB 3aMeIEHHBIX
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1-permATIIRAOTIEHTAH- U 1-(peHUATIMKAOTEKCAH-1-KapOOHOBEIX KUCAOT (1-4).
Amvuppr  5-10, Brarowaromme (QparMeHT CyAb(PaHUAAMUAHBIX IIPENapaToB
(cTpenToIua, HOPCYABGA30A, CYAb(DAAUME3UH), MOAYYEHBI C BBIXOAOM 55-
70% KoHAEHCAIed XAOPaHTUAPHUAOB 1-3 [10,12] ¢ n-aMuHOOEH30ACYABDaAMU-
AOM UM €ero IPOU3BOAHBIMU B cpeAe Oe3BopHOTO 1,4-pmokcaHa. Peakiuel
XAOPAHTUAPUAOB 1-(3,4-AMeTOKCUPEHUA)ITUKAOIIeHTaH-1- 1 1-(3,4-AUMeTOK-
cuEHMA) TUKAOTeKCaH-1-kKapboHoBEIX KucaoT (3,4) [13] ¢ 3amemeHHBIMH
QHUAWHAMH, a TaK)Ke C TeTePUA-, TeTEPUAAPUA- U FeTePUAAAKUAAMUHAMHU II0-
Ay4ueHBI aMuABL 11-26 ¢ BeIxopA0OM 65-80%.
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Panee [11] moaydyeHHBle aMuABI 27,28 OBIAM HCIIOAB30BAHBI HAMU AASI
nepexopa K AMaMHBAaM, BKAIOUAIOMIUM (pparMeHT n-aMUHOOEH30UHOU KHCAO-
TBI, KOTOPBIN SIBASIETCSI ONPEAEASIONIUM B CTPYKTypaX MHOTHUX AeKapCTBEH-
HbIX npenapaToB [14]. C 3TOM IIeABIO IIPOBEAEHO BOCCTAHOBAEHHE 3a-
MENIEHHBIX 4-HUTPOIMPOMU3BOAHBIX 27,28 aTOMapHBIM BOAOPOAOM (IIMHKOM B
COASHOM KHCAOTe). B3auMopelcTBHEeM BBIAEGAEHHBIX 4-aMUHO-N-[(apHUAITUKAO-
eHTUA)-MeTuA|6eH3amMupoB 29,30 ¢ XAOpPaHTHAPUAAMM 3aMeleHHbIX 1-de-
HUA- U 3,4-AUMETOKCU(PEHUATITMKAOIIEHTaH- 1 -KapOOHOBEIX KMCAOT (2,3) B cpe-
Ae xaopodopMa M B NPUCYTCTBUU NMUPUAWHA CUHTE3WPOBAHBI IIEAEBHIE AW-
AMUABI #1-aMUHOOEH30MHOM KHUCAOTHI 31-33 ¢ BEIXOAOM 63-66%.
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31-33
R=H(27,29); R=CH,0 (28,30); R=R!=CH,0 (31); R=CH,0,R'=H (32); R=H,R'=CH,0 (33).

CTpoeHHe IOAYYEHHBIX COEAVMHEHUNW U HX HHAUBUAYAABHOCTDL IIOA-
TBepXAeHBl AaHHEIME VK- m AMP !H-cnekrpos, uucrtoTa mpoBepeHa TOH-
KocAoMHOM xpomarorpaduent (TCX).

H3yuyeHO AeHUCTBUE IIOAYyYEHHBIX COEAUMHEHUN HA XAOPHUAKAABLIAEBOU
MOAEAU apuUTMUHU y OeABIX KpbIC 00oero moaa maccou 200-250 2 [15]. Okcme-
PUMEHTHI TTOKAa3aAM, YTO HEKOTOpLIe M3 M3YYEeHHBIX BeIecTB IIpW BHYTPU-
BEHHOM BBEAEHUU B A03e 5 wme/ke NMPOSIBASIIOT cAaboe aHTHApUTMUYECKOoe
AEVICTBHE: coeprHeHUs1 6 u 26 mpeAynmpeskpaioT TMOeAb KMBOTHBEIX OT (pub-
PUAAAIIUN CepAlla IIPU MCIOAB30BAHHM apUTMOTeHa (XAOpuA Kaabiug, 200
Me/ke, BHYTpUBeHHO) B 50% caydaeB, a coepuHeHud 5, 7, 8, 16 u 19 — aumb B
25%. B aHAAOTMUYHBIX YCAOBUIX 3KCIIEpHMMEHTa BBIKUBAET TOABKO 10% KOHT-
POABHBIX JKUBOTHBIX. VI3yueHmMe IPOTHMBOBOCHAAUTEABHOW M aHaAbreTHhye-
CKOM aKTHMBHOCTU CHUHTE3UPOBAHHBIX BeIeCTB IIPHM OCTPOM BOCIAA€HUU B
A03ax 5 U 25 me/ke M TpU XPOHUYECKOM BOCIIAAEHHWHU B AO3e 5 Mme/ke He BBIS-
BHUAO AOCTOBEPHOM aKTUBHOCTH.

3KCHepl/lMeHTaJH)Haﬂ 4acTb

UK-crekTpol cHATH Ha crnekTpoMeTpe “Nicolet Avatar 330 FT-IR" B Ba-
3€AMHOBOM MacAe, CHekKTphsl AMP 'H — ma “Varian Mercury-300" B DMSO-
dg, BHyTpeHHUN cTaHAapT — TMC. TeMnepaTypbl IIAABA€HUS OIpPeAEAeHBI
Ha MUKpOHarpeBaTeAbHOM cToAMKe "Bosnmyc”. TCX npoBepeHa Ha MAACTUH-
kax "Silufol UV-254". TTposiBuTeAb — Taphl MOAQ.

Xnopauruapuasl 1-penunmknoankan-1-kapoosospix kucaot (1-4) moayue-
HBI IT0 MeToAMKaM [10,12,13].

3ameménnpie 4-HuTpo-N-[(1-(peHnauuxaonenTun)Mernia]oenzamuanr (27,28)
MIOAYYeHBI IO MeTopuKe [11].

Oomas meronuka moaydyenuss amuaoB 5-10. K pactBopy 0.003 mons coot-
BETCTBYIOIETO n-aMUHOOeH30ACyAbdaMupa U 0.003 mons 6e3BOAHOTO IHUPH-
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pauHA B 80 mn abc. 1,4-pmokcaHa npubaBagioT npu BerpaxuBaHum 0.003 mona
COOTBETCTBYIOIIETro XAopaHruapraa 1-3 B 50 mz abc. 1,4-pAMOKCaHa U KUMSATST
10 u. Tlo oxha>kKAeHUM K PeakIUOHHOU cMecu A00aBASIOT 150 mz BOAHI,
(UABTPYIOT 00pa30BaBIINECS KPUCTAAABI, IPOMBIBAIOT OCAAOK Ha (DUABTpE
10% pacTBOpPOM €AKOro HaTpa, 3aTeM BOAOM A0 HeMTpaabHOM peakuuu. Cy-
IIaT ¥ [epeKPUCTaAM30BBIBAIOT H3 3TaHoAa. TCX B cucreme OEH30A —
aretoH, 1:2.

N-(4-Cyanpamouspennin)-1-penmnuukiaonentankapookcamux  (5). Bbixop,
56.7%, T.mA. 210-212°C, R; 0.49. Hatipeno, %: C 62.56; H 5.68; N 8.02, S 9.22.
CigH99N2O3S. Brrumcaeno, %: C 6277, H 585, N 8.13, S 9.31. Cnekrp
AMPIH, §, m.a.: 1.67-1.79 (M, 4H), 1.91-2.03 (M, 2H) u 2.60-2.70 (M, 2H,
CsHg); 6.92 (yur.c, 2H, NHy); 7.15-7.21 (M, 1H), 7.26-7.32 (M, 2H) u 7.37-7.41
(M, 2H, CgHj5); 7.66-7.75 (M, 4H, CgHy); 9.14 (ymr.c, 1H, NH).

N-[4-(N-Tuazon-2-ua)cyabpamonsipernni]-1-peHINUKIONEHTAHKAPOOKCAM U
(6). Beixop, 54.5%, T.mA. 221-223°C, R; 0.47. Hatipeno, %: C 58.71; H 4.73; N
9.58; S 14.91. CyHyN303S,y. Brruucaeno, %: C 58.99; H 4.95; N 9.83; S
15.00. Crextp AMP!H, §, m.a., Ty: 1.67-1.76 (M, 4H), 1.90-2.01 (M, 2H) u 2.58-
2.69 (M, 2H, C;Hg); 6.57 (A, 1H, J = 4.6, =CHS); 6.99 (a, 1H, J = 4.6,
=CHN); 7.14-7.20 (m, 1H), 7.24-7.31 (M, 2H) u 7.35-7.40 (M, 2H, CgHg); 7.63-
7.75 (m, 4H, CgHy); 9.13 (ymr.c, 1H, NH); 12.50 (ymr.c, 1H, NH).

N-(4-Cynbpamonsndenni)-1-(4-meroxcndeHII) IUKIONEHTAHKAPOOKCAMU/L
(7). Beixop, 61.3%, T.mA. 140-142°C, Ry 0.52. Hatipeno, %: C 60.75; H 5.81; N
7.29, S 8.23. C1gH»9N,O,S. Brrumcaeno, %: C 60.94; H 5.92; N 7.48, S 8.56.
Cnektp SIMP!H, §, m.a.: 1.66-1.77 (M, 4H), 1.87-1.99 (M, 2H) u 2.56-2.66 (m,
2H, CsHg); 3.76 (c, 3H, OCHgy); 6.78-6.84 (M, 2H) u 7.27-7.32 (M, 2H, CgHy);
6.91 (ymr.c, 2H, NHy); 7.66-7.74 (M, 4H, CgH4S); 9.04 (c, 1H, NH).

N-[4-(N-Tuazoxa-2-un)cyabpamonnapenn]-1-(4-MmeTokcu e HUIT) IUKIONEHTAH-
kapOokcamua (8). Boixop 58.2%, T.ma. 153-154°C, Ry 0.44. Haiipeno, %: C
57.56; H 4.91; N 9.02; S 14.88. C9yHy3N304S,. Brruucaeno, %: C 57.75; H
5.07; N 9.18; S 14.02. Crnekrp AMP!H, §, m.a., Ty: 1.63-1.76 (M, 4H), 1.85-1.97
(m, 2H) u 2.55-2.64 (M, 2H, CsHg); 3.75 (c, 3H, OCH3); 6.57 (ao, 1H, J = 4.6,
=CHS); 6.77-6.82 (m, 2H) u 7.25-7.30 (M, 2H, CgHy); 6.99 (a, 1H, J = 4.6,
=CHN); 7.63-7.74 (v, 4H, CgH,4S); 9.03 (c, 1H, NH); 12.51 (yur.c, 1H, NH).

N-[4-(N-Tuazoxa-2-un)cyaspamonadenn]-1-(3,4-xumeTokcu heHNIT) IUKJIO-
neHTankapookcamua (9). Boixop 61.3%, T.mA. 238-240°C, Ry 0.47. Hatipeno, %:
C 56.32; H 4.95; N 8.33; S 12.96. Cy3H,5N305S,. Beruucaeno, %: C 56.67; H
5.13; N 8.62; S 13.14. Cnextp AMP!H, §, m.A., Iy: 1.64-1.76 (M, 4H), 1.86-1.99
(M, 2H) u 2.55-2.65 (M, 2H, CsHg); 3.76 (¢, 3H, OCHj); 3.80 (¢, 3H, OCHy3y);
6.56 (A, 1H, J = 4.6, =CHS); 6.78 (o, 1H, J = 8.3) u 6.86-6.91 (M, 2H,
CeHjg); 6.99 (a, 1H, J = 4.6, =CHN); 7.63-7.73 (M, 4H, CgH,S); 9.02 (c, 1H,
NH); 12.52 (ym.c, 1H, NH).

N-[4-(N-4,6- TumeTuanupumuan-2-ua)cyibpamvousapenni]-1-(3,4-1umerok-
cuennmn)uukaonenrankapookcamua (10). Boixop 58.2%, T.mA. 222-223°C, Ry
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0.50. Hatipeno, %: C 60.95; H 5.72; N 10.83; S 6.05. CoH39N4O5S. Beruncae-
HO, %: C 61.18; H 5.88; N 10.98; S 6.27. Cnextp AMP!H, §, m.a., Ty: 1.63-1.74
(M, 4H), 1.86-2.00 (M, 2H) u 2.54-2.65 (M, 2H, CsHg); 3.78 (¢, 3H, OCHzy); 3.82
(c, 3H, OCH3); 6.58 (a, 1H, J = 4.7, =CH); 6.78 (p, 1H, J = 8.4) u 6.87-6.92
(M, 2H, CgHy); 7.71-7.78 (M, 2H) u 7.87-7.96 (m, 2H, CgHy); 9.03 (c, 1H, NH);
11.02 (yur.c, 1H, NH).

Oobmas meronuka mosaydenuss amuaoB 11-19. K pactBopy 0.004 wmona
cooTBeTcTByMOLero aMmuua u 0.004 mona 6e3BopHOTO nupupuHaA B 80 mn abc.
OeH3ona npubaBASiOT Tpu BeTpsaxuBauuu 1.1 2 (0.004 mons) XAOpaHTUAPHAA
1-(3,4-AmMeTOKCU(EHUA) ITUKAOTIEHTaH- | -KapOOHOBOM KUCAOTHL (3) B 50 mx
abc. OeHzona m KuOATAT 7 u. [lo oxAa>kA€HMU K PeakUMOHHOM CMecHu
MpUOAaBASIIOT 5% PpPacTBOpP COASHOM KHCAOTHI A0 pH 2. OTaeasitoT caowu,
OeH30ABHBIM IPOMBIBAIOT 50 mn BOAEL, 3aTeM 10% pacTBOPOM eAKOTO HaTpa
A0 pH 10 um cHOBa BOAOM AO HEUTpPaAbHOM peakiuu. OTTOHSIOT OEH3O0A,
OCTATOK KPUCTAAAM3YIOT U3 3(hUpa U NepPeKPUCTAAAM3OBBIBAIOT U3 OeH30Aa.
TCX B cucreme 0eH30A— areToH, 4:1.

N-[(2,3-Aumernii-5-okco-1-pennn)nupazonuu-4-un|-1-(3,4-numeroxcudenn)
nuKiIonenTankapookcamuy (11). Beixop 75.8 %, T.mA. 145-146°C, R; 0.42. Hati-
AeHO, %: C 68.73; H 6.51; N 9.43. Cy5H99N304. Brruucaeno, %: C 68.97; H
6.67; N 9.66. Cnextp AMP!H, §, m.a., Ty: 1.65-1.78 (M, 4H), 1.85-1.96 (M, 2H)
u 2.53-2.63 (M, 2H, C5Hg); 2.00 (¢, 3H, CHy); 3.05 (c, 3H, NCHj); 3.79 (c, 3H,
OCHyjy); 3.81 (¢, 3H, OCHgy); 6.78 (o, 1H, J = 8.5) u 6.87-6.95 (M, 2H, CgHj3);
7.18-7.48 (M, 10H, 2CgHs;); 8.08 (¢, 1H, NH).

N-[(5-Meruna-1,3,4-ruaaunazos-2-ua)nupasonun-4-uil-1-(3,4-numeroxcude-
HUJI)UMKJIoneHTankapookcamua (12). Boeixop 73.6%, T.ma. 182-183°C, Ry 0.52.
Hatipeno, %: C 58.67; H 5.83; N 11.92; S 9.08. C7H51N303S. Brruucaeno, %:
C 58.79; H 6.05; N 12.10; S 9.22. Cnekrp AMP!H, §, m.a., Ty 1.62-1.78 (M,
4H), 1.91-2.05 (M, 2H) n 2.62-2.75 (M, 2H, CsHg); 2.60 (c, 3H, CHjy); 3.79 (c,
3H, OCHj3); 3.81 (c, 3H, OCHj3); 6.79 (a, 1H, J = 2.3), 6.88 (apn, 1H, J; = 8.4,
J, = 2.3) m6.92 (p, 1H, J = 8.4, CgHjy); 11.65 (c, 1H, NH).

1-(bensuinunepa3un-1-ui)-1-(3,4-qrumeroxcudeHnT) IMKIONEHTAHKAPOOKC-
amuj (13). Beixop, 67.5%, T.mA. 78-80°C, R; 0.51. Haiipeno, %: C 73.27; H 7.68;
N 6.71. Cy5H39N,O3. Brerumcaeno, %: C 73.53; H 7.84; N 6.86. Cnektp
SAMPIH, §, m.a., Ty: 1.62-1.74 (M, 4H), 1.80-1.92 (M, 2H) u 2.25-2.37 (M, 2H,
CsHg); 1.80-2.41 (M, 4H, N(CHy)9); 2.97-3.67 (M, 4H, CON(CH,),); 3.37 (c,
2H, NCH,CgHs); 3.76 (c, 3H, OCHj); 3.77 (c, 3H, OCHj); 6.57 (a, 1H, J =
2.2), 6.63 (ap, 1H, J; = 8.3, J, = 2.2) u 6.74 (p, 1H, J = 8.3, CgHy); 7.12-7.25
(M, 5H, CgHs).

N-[(2-(Mopdoannstui)]-1-(3,4-1umMeToKCHPEHUT) IUKIOMEHTAHKAPOOKCAMMT
(14). Beixop, 64.7%, T.ia. 111-112°C, R 0.54. Haiiaeno, %: C 66.08; H 7.93; N
7.56. CooH39N,Oy. Brruucaeno, %: C 66.30; H 8.29; N 7.73. Cuekrp SIMP!H,
o, m.A., Iy 1.61-1.80 (M, 6H) m 2.53-2.61 (M, 2H, CsHg); 2.32-2.39 (M, 6H,
N(CHj)3); 2.68 (1, 2H, J = 6.1, NHCHjy); 3.56-3.60 (M, 4H, O(CHy),); 3.76 (c,
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3H, OCHj); 3.79 (c, 3H, OCHjy); 4.16 (yumc, 1H, NH); 6.74 (a, 1H,J = 82) u
6.81-6.87 (M, 2H, CgHj).

N-[(®ypan-2-un)merni]-1-(3,4-mumeToKkcHdeHII) IMKIONEHTAHKAPOOKCAMUL
(15). Brixop, 78.3%, T.mA. 88-90°C, Rs 0.52. Haripeno, %: C 69.08; H 6.81; N
4.03. C19Hy3NO,. Beramncaeno, %: C 69.30; H 6.99; N 4.26. Cnextp AMP!H, 3,
M.A., Ty 1.64-1.77 (M, 4H); 1.85-1.95 (M, 2H) u 2.28-2.35 (M, 2H, CsHg); 3.77
(c, 3H, OCH3y); 3.78 (c, 3H, OCHjy); 4.25 (a, 2H, J = 5.5, NCHy); 5.94 (aa,
1H, J; = 3.4, J, = 09, =CH); 6.22 (pp, 1H, J; = 3.4, J, = 1.9, =CH); 6.74-
6.85 (M, 3H, CgHj); 7.10 (1, 1H, J = 5.5, NH); 725 (aa, 1H, J; = 1.9, J, =
0.9, =CH).

N-(4-U3onponokcudensui)-1-(3,4-mumeToxkcnd eHII) IMKIONeHTAHKapooKCe-
amun (16). Boeixop, 74.3%, T.mA. 68-70°C, R; 0.48. Hatipeno, %: C 72.38; H 7.67;
N 3.45. Cy4H3NOy4. Brorumcaeno, %: C 72.54; H 7.81; N 3.53. Cunektp
SAMP'H, 3, m.a., Ty: 1.28 (A, 6H,J = 6.0, 2CHg); 1.61-1.71 (v, 4H), 1.78-1.89
(M, 2H) m 2.45-2.54 (M, 2H, CsHg); 3.75 (¢, 3H, OCHj); 3.77 (c, 3H, OCHyjy);
4.13 (p, 2H, J = 6.0, NCHjy); 4.48 (cm, 1H, J = 6.0, OCH); 6.64-6.69 (M, 2H)
u 6.91-6.96 (M, 2H, CgHy); 6.75 (A, 1H, J = 8.6) m 6.81-6.85 (M, 2H, CgHj);
7.23 (1, 1H,J = 6.0, NH).

N-[2-Xa0p-5-(Tpudropmermit)penni]-1-(3,4-numMeToKcHeH NI ) IMKITOTEHTAH-
kapOokcamua (17). Beixop 76.7%, T.ma. 108-110°C, Ry 0.48. Haiipeno, %: C
58.83; H 4.78; N 3.03; Cl 8.11; F 13.25. CyHyCIF3NOg3. Brruucaeno, %: C
58.95; H 4.91; N 3.27; C1 8.30; F 13.33. Cnekrp AMP!H, §, m.a., Iy: 1.67-1.92
(M, 4H); 2.02-2.13 (m, 2H) u 2.50-2.60 (M, 2H, CsHg); 3.81 (c, 3H, OCHg3); 3.82
(c, 3H, OCH3y); 6.86 (p, 1H, J = 8.3), 6.90 (p, 1H, J = 2.2) u 6.96 (pp, 1H, J;
= 8.3, J, = 2.2, CHCgH3); 7.29 (ap, 1H,Jy = 8.4, J, = 2.1), 749 (p, 1H, J =
8.4) m 8.45 (p, 1H, J = 2.1, CgHy); 8.03 (ymr.c, 1H, NH).

N-(4-Kap6okcodenui)-1-(3,4-numeTokcHPeHIIT) HUKIONEHTAHKAPGOKCAMMU/T
(18). Beixop, 72.5%, T.mmA. 129-130°C, R; 0.51. Hatiaeno, %: C 71.86; H 6.59; N
3.75. CyoHy5NOy. Brramcaeno, %: C 71.93; H 6.81; N 3.81. Cnekrp IMP!H, §,
M.A., [y 1.66-1.78 (M, 4H); 1.89-2.00 (M, 2H) u 2.57-2.66 (v, 2H, CsHg); 2.49
(c, 3H, CHjy); 3.77 (c, 3H, OCHgy); 3.80 (c, 3H, OCH3); 6.79 (a, 1H, J = 89) u
6.88-6.92 (M, 2H, CgHj3); 7.68-7.74 (M, 2H) u 7.76-7.82 (M, 2H, CgHy); 8.99 (c,
1H, NH).

N-[1-(2-Kapooxcumeruit)penni]-1-(3,4-numeTokcn e HUIT) IUKIONEHTAHKAP-
ooxcamua (19). Beixop 65.8%, T.mmA. 136-137°C, R; 0.48. Hatipeno, %: C 68.81;
H 6.47;, N 3.45. CyyH95NOs. Beruucaeno, %: C 68.93; H 6.53; N 3.66. CrekTp
AMPIH, §, m.a., Ty: 1.68-1.80 (M, 4H); 1.94-2.19 (M, 2H) m 2.55-2.68 (M, 2H,
CsHg); 3.76 (c, 3H, OCHgy); 3.81 (c, 3H, OCHjy); 3.82 (c, 3H, OCHg3y); 6.80 (a,
IH, J = 8.7) u 6.90-6.95 (m, 2H, CgHy); 6.98-7.02 (v, 1H), 7.45-7.50 (M, 1H),
7.90-7.95 (M, 1H) u 8.60-8.68 (M, 1H, CgHy); 10.95 (c, 1H, NH).

Ofmas Meroguka mnoJjydyenust amuaoB 20-26. Amupabl 20-26 1moaydaroT
aHanrormyHo amMupaM 11-19 u3 3KBUMOABHBIX KOAWYECTB COOTBETCTBYIOIIETO
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aMMHA U XAOpaHTUApuAA 1-(3,4-pAuMeTOKCU(EHUN)IUKAOTEKCaH-1-KapOoOHO-
BOU KUCAOTHI (4).
1-(4-MeruanunepasuH-1-ui)-1-(3,4-numeroxkcn ¢ e HIII) IUKIOreKCAHKAPHOKC-
amuj (20). Beixop, 65.5 %, T.mA. 81-82°C, R; 0.46. Hatipeno, %: C 69.07; H 8.59;
N 7.88. CyoH39N,03. Brpumcaeno, %: C 69.36; H 8.67; N 8.09. Cnektp
AMP!H, §, m.a.: 1.17-1.30 (M, 1H), 1.48-1.69 (M, 7H) m 2.15-2.24 (M, 2H,
CeHyg); 1.95-2.05 (M, 4H) m 3.21-3.32 (M, 4H, C4HgN,); 2.08 (c, 3H, NCH3y);
3.77 (c, 6H, 20CH3); 6.61-6.77 (v, 3H, CgHj3).
N-[(®ypan-2-un)merni]-1-(3,4-mumMmeToKcHeHHI) IMKIOreKCAHKAPHOKCAMMU/L
(21). Beixop, 64.7%, T.mA. 110-112°C, R 0.44. Haiipeno, %: C 69.75; H 7.05; N
3.93. CyoHy5NOy,. Beruucaeno, %: C 69.97;, H 7.29; N 4.08. VIK-cekTp, v, emt:
3395 (NH); 1667 (C=0); 1600 (C=C apom.). Cnekrp SIMP'H, §, m.a., Ty
1.21-1.34 (M, 4H), 1.44-1.74 (m, 7H) u 2.27-2.38 (M, 2H, CgH;p); 3.75 (c, 3H,
OCHyjy); 3.77 (¢, 3H, OCHygy); 4.23 (a, 2H, J = 5.7, NCHy); 591 (aa, 1H, J; =
3.2, J, = 0.8, =CH); 6.20 (pp, 1H, J; = 3.2, J, = 1.8, =CH); 6.71-6.86 (M,
3H, CgHj); 7.08 (ymt, 1H, J = 5.7, NH); 7.24 (pa, 1H, J; = 1.8, J, = 0.8,
=CH).
N-[(2-MeTtokcn-5-mernn)pennin]-1-(3,4-1umMerokcudeHUT) IHKIOreKCAHKAP-
ooxcamua (22). Brixop 71.6%, T.mA. 84-85°C, R 0.48. Hatipeno, %: C 71.93; H
7.41; N 3.39. Cy3H»9NO,. Brruucaeno, %: C 72.06; H 7.57; N 3.66. CnekTtp
AMP!H, §, m.a., Ty: 1.38-1.71 (v, 6H), 1.94-2.05 (M, 2H) u 2.22-2.34 (M, 2H,
CgHyg); 2.27 (c, 3H, CHj); 3.68 (c, 3H, OCHj3); 3.80 (¢, 3H, OCHj3); 3.81 (c,
3H, OCHyzy); 6.65-6.72 (M, 2H) u 7.96 (p, 1H, J = 2.0, CgHj); 6.84-6.97 (M, 3H,
CgH3C); 7.69 (yurc, 1H, NH).
N-(2,4-Tumeroxcudenn)-1-(3,4-mumerokcneHII) IUKIOreKCAHKAPOOKCAMUT
(23). Beixop, 72.5%, T.mia. 133-134°C, R; 0.47. Haiiaeno, %: C 67.01; H 7.16; N
3.38. C93Hy9NOs. Beruuicaeno, %: C 69.17 H 7.27; N 3.58. VIK-cneKkTp, v, em't:
3379 (NH); 1675 (C=0); 1600 (C=C apom.). Cnekrp SIMP'H, 3, m.a., Ty
1.37-1.71 (m, 6H), 1.91-2.02 (M, 2H) n 2.23-2.35 (M, 2H, CgH;p); 3.70 (c, 3H,
OCHj3); 3.73 (¢, 3H, OCHy); 3.80 (c, 3H, OCHjy); 3.81 (¢, 3H, OCHyjy); 6.34-
6.40 (M, 2H) u 7.90 (p, 1H, J = 8.6, CgHj); 6.83-6.97 (M, 3H, CgH3C); 7.57
(ymr.c, 1H, NH).
N-[(3,4-Tumeroxcudenna)rTui|-1-(3,4-1uMeToKCH(PEHUIT) IUKIOreKCAHKAP-
ooxcamua (24). Beixop, 73.8%, T.mmA. 102-103°C, Ry 0.44. Hatipeno, %: C 70.08;
H 7.57; N 3.02. Cy5H33NO;5. Breruucaeno, %: C 70.26; H 7.73; N 3.29. VK-
CIIEKTD, V, em™: 3370 (NH); 1679 (C=0); 1585 (C=C apom.). Chnekrp
AMPIH, 8, m.a., Ty: 1.24-1.34 (M, 1H), 1.44-1.55 (M, 5H), 1.63-1.74 (M, 2H) u
2.19-2.28 (M, 2H, CgHyp); 2.57 (1, 2H, J = 7.0, CH,CgHj3); 3.21-3.29 (M, 2H,
NHCHo,); 3.73 (c, 3H, OCHjy); 3.75 (c, 3H, OCHj); 3.76 (¢, 3H, OCHz3y); 3.78
(c, 3H, OCHy); 6.31 (yurT, 1H,J = 5.8, NH); 6.41 (ap, 1H, J; = 8.1, J, =
2.0), 6.57 (o, 1H, J = 2.0) m 6.61 (o, 1H, J = 8.1, CgH3C); 6.72 (a, 1H, J =
8.2) u 6.77-6.82 (M, 2H, CgHy).
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N-[(2-Xmop-3-meTnit)penuni]-1-(3,4-1umeToKcH( e HII) IUKIOTreKCAHKAPOOKC-
amuja (25). Beixopa 76.7%, T.mA. 162-163°C, Ry 0.54. Hatipeno, %: C 68.04; H
6.53; CI 8.93; N 3.45. C9yH9sCINO3. Brruricaeno, %: C 68.13; H 6.71; CI 9.16;
N 3.60. Cnekrp AMP!H, §, m.a., Iy 1.35-1.68 (M, 6H), 1.88-1.97 (M, 2H) u
2.15-2.24 (M, 2H, CgHyp); 2.28 (c, 3H, CHj); 3.79 (¢, 3H, OCHsy); 3.81 (c, 3H,
OCHg3); 6.35 (ym.T, 1H, J = 5.7, NH); 6.43 (pa, 1H, J; = 8.2, J, = 2.2), 6.58
(A 1H,J = 2.2) m 6.64 (p, 1H, J = 8.2, CzgH3C); 6.75-6.81 (M, 3H, CgHj).

N-[(2-MeTtoxcu-5-uurtpo)denuni]-1-(3,4-mumMmeToKrcnd eHIIT) IIUKIOTeKCAHKAP-
ooxcamua (26). Beixop, 80.5%, T.1A.148-150°C, Ry 0.44. Hatipeno, %: C 63.61; H
6.13; N 6.68. C9yHysN,Og. Brrumicaeno, %: C 63.77;, H 6.28; N 6.76. CrnekTp
AMPIH, §, m.a., Iy: 1.36-1.71 (v, 6H), 1.92-2.05 (M, 2H) u 2.21-2.34 (M, 2H,
CeHyg); 3.75 (¢, 3H, OCHgy); 3.80 (c, 3H, OCHygy); 3.81 (c, 3H, OCHjy); 6.32-
6.41 (M, 2H) n 791 (o, 1H, J = 8.5, CgHj); 6.85-6.95 (M, 3H, CgH3C); 7.55
(yur.c, 1H, NH).

Oo0mas meroanka nmosaydenusi amuHoamunoB 29-30. Cycnensuto 0.025 wmona
HuTpoamMmpa 27,28 B 120 mr 3TaHOAA HarpeBalOT Npu NepemernuBaHum (60-
65°C) A0 MOAHOTO PAcTBOPeHUsI aMUAAd. K peaKIMOHHOM Macce IMPUOaBASIIOT
0.35 e-am nuHKa u, HopAep>kuBas TeMnepaTypy 70°C, MeAAEHHO IPUKAIIBI-
BaIOT 75 M1 COASSHOUW KMCAOTHI (~6 u). IIpopoakaroT HarpeBaHue 8 y mOpu
75°C, AEKaHTHUPYIOT OT M30BITKA IIUHKA M MaKCHMaAbHO OTTOHSAIOT CMeCh
9TAHOAA U BOABI. 3aTeM IpubaBAsiioT 10% pacTBOp eAKOTo HaTpa AO IIEAOU-
Ho¥ peaknmu (pH 10) u 3KCTparupyrooT AUXAOP3ITaHOM. Ilocae NPOMBIBKHU
BOAOM OTTOHSIIOT PaCTBOPUTEAb, OCTATOK KPUCTAAAM3YIOT M3 3dupa U Iepe-
KPUCTAAAM30BHIBAIOT U3 OeH30Aa. TCX B cucreMe OeH30A — aneToH, 1:4.

4-Amuno-N-[(1-(penunuuraoneHTua)merwi]oensamun (29). Brixop 62.5%,
T.A. 168-170°C, R; 0.54. Hatipeno, %: C 77.38; H 7.36; N 9.31. C;9H5,N50.
Beraucaeno, %: C 77.55; H 7.48; N 9.52. Cuekrtp IMP!H, §, Mm.A,., Ty: 1.61-
2.09 (M, 8H, CsHg); 3.42 (a, 2H, J = 6.1, NCHy); 5.08 (ymi.c, 2H, NH,); 6.47-
6.53 (M, 2H) u 7.27-7.31 (M, 2H, CgHy); 6.68 (ym.t, 1H, J = 6.2, NH); 7.12-
7.18 (M, 1H) u 7.34-7.40 (M, 4H, CgHj).

4-Amuno-N-[(1-(3,4-mumeroxcudenua)uukaonenrmn)mermi|oenzamua  (30).
Breixop, 58.3%, T.mA. 122-123°C, Ry 0.53. Hatipeno, %: C 71.01; H 7.22; N 7.83.
C91HoeN9O3. Berumcaeno, %: C 71.19; H 7.35; N 7.91. Cnekrp SIMP!H, §,
M.A., Ty: 1.60-2.03 (M, 8H, Cs5Hg); 3.40 (p, 2H, J = 6.2, NCH,); 3.77 (¢, 3H,
OCHj3); 3.78 (¢, 3H, OCHs); 4.93 (yurc, 2H, NHy); 6.49-6.54 (M, 2H) u 7.36-
7.41 (M, 2H, CgHy); 6.72 (yurT, 1H,J = 6.2, NH); 6.77-6.83 (M, 3H, CgHj).

Obumas meroauka moaydenuss nuamunoB 31-33. K pacrtBopy 0.002 mons
coorBeTcTByIloIero ammuobensamupa 29,30 m 0.002 mons ©Ge3BOAHOTO
nupuprHa B 80 mn cyxoro xaopodopma NIpPUOABASIOT NPU BCTPIXUBAHUU
0.002 mons COOTBETCTBYIOIIETO XAOPAHTUAPHAA 2,3 B 60 mz CyXOro XAOpO-
dopma u KungaTat 8 v. O6paboTKa peaKIIMOHHON CMeCU aHaAOTUYHO OMNBITaM
11-19. KpucCTarrusyioT U IepeKpPUCTaAAN30BBIBalOT U3 OeH3ona. TCX B
cucteMe xAopodgopM — aretoH, 1:1.
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4-[1-(3,4-IumeTokcupenua)uukaonentankapookcamuao]-N-[(1-(3,4-aumerok-
cuennn)uukaonenTwi)meruia|oensamun (31). Beixop 63.5%, T.ma. 133-135°C, R¢
0.41. Hatipeno, %: C 71.58; H 7.03; N 4.67. C35H4»N,Og. Boiuricaerno, %: C
71.67; H 7.1% N 4.78. Cnekrp AMP'H, §, m.a., Ty 1.62-2.03 (M, 14H) u 2.55-
2.65 (M, 2H, 2C5Hg); 3.40 (p, 2H, J = 6.2, NCHy); 3.77 (c, 9H, 30OCHy3); 3.80
(c, 3H, OCHg3); 6.76-6.92 (M, 6H, 2CgH3); 7.19 (ymr.t, 1H, J = 6.2, NHCH,);
7.57 (c, 4H, CgHy); 8.87 (yurc, 1H, NH).

4-[1-(3,4-AumeTokcupennn)uukaoneHTankapookcamuao]-N-[(1-penmanuriio-
nenTuia)Merui]oenzamua (32). Boixop 65.7%, T.A. 154-156°C, R 0.41. Hatipe-
HO, %: C 75.03; H 7.11; N 5.07. C33H35N,0,. Beruucaeno, %: C 75.29; H 7.23;
N 5.33. Cnekrp SIMP'H, &, m.a., Iy 1.64-2.04 (v, 14H) u 2.58-2.67 (v, 2H,
2C;Hg); 3.40 (a, 2H, J = 6.3, NCH,); 3.77 (c, 6H, 20CH3); 6.75-6.83 (M, 3H,
CeHa); 7.12-7.18 (v, 1H) u 7.22-7.39 (v, 5H, CgHs u NHCH,); 7.58 (c, 4H,
CgHy); 8.97 (ymr.c, 1H, NH).

4-(1-®ennauuriaonenrankapooxcamuao)-N-[(1-(3,4-1umeroxcudenu) HuK-
goneHTuia)Merwi|oenzamua (33). Brixop 64.8%, T.ma. 148-149°C, Ry 0.40.
Hatipeno, %: C 75.08; H 6.92; N 5.04. C33H3gN;0,. Beruucaeno, %: C 75.29;
H 7.23; N 5.33. Cnekrp AMP!H, §, m.a., Ty: 1.63-2.08 (M, 14H) u 2.55-2.66 (M,
2H, 2CsHg); 3.44 (p, 2H, J = 6.1, NCH,); 3.76 (¢, 3H, OCHyjy); 3.80 (c, 3H,
OCHa); 6.77-6.81 (v, 1H) u 6.88-6.92 (M, 2H, CgHa); 7.10-7.16 (v, 1H) u 7.21-
7.32 (M, 5H, CgHs u NHCH,); 7.54 (¢, 4H, CgHy); 8.87 (ymurc, 1H, NH).

SEALUUULLUD 1-bELPLSPULAULGU L-1-UUL LA LER-EG-NFLELD NPUTEL
MU UP SUrL var WUh-LvECh 64 +pUUPELELP UPLEGAL BUL
LLULS GELURATLUGTL UGSPINFE-3WL NFUNFULUUPLOFE-3AFLL

d. U. UN-NFUSUU UL, (k- E. UULrUrs3uy, U W 116u3ty, 0 6 UNHu3uy,
S. 0. QUusSr3uvy, W 6. -NFUUR3UL I L. U. UhLUEU3UL

Stinqualpusyfmd 1-Plifygplynybinnub-1- o 1-Gbufygflyndbpunie1-ljmppoiFdnbpp
errpbSpgppgbibpl yrlgbiumgnodnd  pwdflinpbigopung $uidfuf wdwligpugubpp Sha
ufufdligifmd Bl Quidunguimmafuns uny Gulbifyudfgbibp, ol gl piapabfugpfiyilbpf
nbulygpuym| dp yupp wilplibpf b wmugwd b nbyulopfud 1-(3,d-ypulbfFopufrph-
ifey) gy lpusts fuppopunlfupibp: 4-Ufunpn-N-[(1-phifygplymybinnfy) dkFy | phiguif-
hpl bfunpnfudpl dbpulpalghnudm] senndwp Ypeadiing mnwgud ki phiquolfugibp, npnhy
sprpussglign fFyudp nbgulymyfms 1-GEufygplyng b 1-hopprio@dakph - ppopb-
Slppbbpl S ppapn$npdp dpufuypnd b gnp wppfugfih wndpyoGyudp ofb(@hgdus
bl Lardurnpunmunfusts afiflanplly qfodfigbbp:

Neundbimuppud § uflsfFhgfus ynfbpf jihmputulpnl wlpnfofncfyncdp :
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SYNTHESIS AND STUDY OF BIOLOGICAL ACTIVITY OF ANUMBER
OF NEW AMIDES AND DIAMIDES OF THE SUBSTITUTED
1-PHENYLCYCLOALKAN-1-CARBOXYLIC ACIDS

Zh. S. ARUSTAMYAN, R. E. MARKARYAN, A. A. AGHEKYAN, R. E. MURADYAN,
T. H. ASATRYAN, A. E. TUMAJYAN and N. S. MINASYAN

The Scientific Technological Centre
of Organic and Pharmaceutical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
Molecule Structure Research Centre
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: nanraifoc54@mail.ru

By condensation of substituted 1-phenylcyclopentane-1- and 1-phenylcyclohexane-
1-carboxylic acid chlorides with derivatives of p-aminobenzensulfamide the
corresponding sulfanilamides are synthesized, and by reaction of the above-mentioned
acid chlorides with a number of amines the substituted 1-(3,4-
dimetoxyphenyl)cycloalkancarboxamides are obtained. By hydrogenation of 4-nitro-N-
[(1-phenylcyclopentyl)metyl]benzamide  with  zinc  in  hydrochloric  acid
aminobenzamides are produced. By interaction of the latter with substituted 1-
phenylcyclopentane-1-carboxylic acid chlorides in chloroform in the presence of
anhydrous pyridine the corresponding symmetric diamides are synthesized.

The biological activity of synthesized compounds has been researched.
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