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B3anmopgencTeveM LnaHaleTammaa ¢ LUKIOreKkCaHOHOM NonyyYeH 2-LuaH-2-LMKrnorekCunuaeH-
aueTtamu, pearvpyloLlmii ganee ¢ 6eH3nnNMarHuixnopuaom ¢ obpasoBaHMEM C BbICOKMM BbIXOA0M
2-(1-6eHaunuuknorekcun)-2-umMaHaletamuaa. YCTaHOBIEHO, YTO MOCNEAHUA noa AeicTBMeM cep-
HOW KMCNOTbl LMKNM3yetcss B 4 -amuHo-1'H-cnupo[umknorekcaH-1,2 -HadpTtanvH]-3 -kapbokcamug,
pearvipyloLwmii ¢ xrnopaHrugpugamu 6onblioro psga kapboHoBbIX KMCNOT ¢ obpasoBaHWeM CooT-
BeTCTBYIOLWMX cnnpobeHsolh]xmHasonuHoB. WenoyHbiM rugponusom 4°-(3-6eH3onnTtnoypeno)-1'H-
cnupo[uuknorekcaH-1,2 -HadptanmH]-3 -kapbokcammaa nonyyeH 1'H-cnupo[umknorekcan-1,2"-HadTa-
nnH]-4"(3'H)-oH. N3yyeHa NnpoTMBOCYAOPOXHAs U aHTUAENPECCUMBHAS aKTUBHOCTb CUHTE3UPOBaHHbIX
COeUHEHNI.

Bu6n. cebinok 10.

W3 AmTepaTypHBIX AQHHBIX HM3BECTHO, YTO IIPOM3BOAHLIE OEH30XMHA30-
AMHOB OOAQAQIOT INPOTHUBOONYXOAEBBIMH [1-5] M NCHXOTpPONHBIMHU [6,7]
CBOMCTBaMH. B IIpopo/AsKeHMe MCCAEAOBAHUM IO CO3AQHUIO HOBBIX OMOAOIH-
YeCKU aKTUBHBLIX CcIUpPoOeH30[h]XMHa30ANHOB HaMU OCYILECTBA€H CHUHTE3
AWUTUAPOHA(MTAAMHA, COAEPIKaIlero BO BTOPOM IIOAOKEHUU KapOOKCaMUAHYIO
Ipyuny. B KauecTBe MCXOAHBIX BeEIECTB CAYKUAU ITHMaHalleTaMUA M IIUKAO-
rekcaHoH. B ycroBusax peaknuu KHeBeHareas HaMU IOAYYEH C BBICOKUM BBI-
XOAOM 2-TIMaH-2-IIMKAOTeKCUAMAeHalleTaMuA, (1), B3auMOAEHCTBIEM KOTOPOTO
C OEeH3UAMarHUUXAOPHAOM obpasyeTcs 2-(1-O0eH3UAIIMKAOIeKCHUA)-2-I1aH-
aneramup, (2), 3aI[MKAM30BAHHBIN Aaree B NMPUCYTCTBUM CEPHOM KUCAOTHEL B
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4’-amuno- 1 'H-criupo [1ukaorekcaH- 1,2 -HadTaruH]-3-kap6okcamup, (3). Ycra-
HOBAEHO, YTO PeaKIMs IIOCAEAHEr0 C XAOPAHTUAPUAAMHU KapOOHOBBIX KUCAOT
(YKCycHas, IpOIMOHOBAsl, MacAdHas, OeH30MHasd M (DEHUAYKCYCHAas) COIIPO-
BOJKAQETCSI ITUKAM3aNel o6pa3younuxcs IPOMeKyTOUHBIX COEAUHEeHn! B 2-
aAkuA(apua)3amenienabie 6en3o[h]xuHazoannbl (4a-f). CTPyKTYpBI MOCAeA-
HUX II0 CBOUM CI)I/IBI/IKO-XI/IMI/I‘-IGCKI/IM IIOKa3aTeAdM HUACHTUYHBI CTPYKTypaM
COeAVHEHUM, TIOAYUEeHHBIX paHee B Hallel aabopaTopuu [8].

TakuM o6pa3oM, HCXOAS U3 IMaHAalleTaMHAA U ITUKAOTeKCAHOHa HaMU
pa3paboTaH Oonee YAOOHBIM METOA CHHTe3a BHINIEYKA3aHHBIX CIUPOOEH-

3o[h]xuHazoaunOB (4a-f),

CH.CH MgCI
O +CN-CH,-CONH, —

CONH,

4da—f

R=CH, (4a); R=C,H; (4b); R=C3H; (4c); R=CgHjs (4d); R=CH,CgH; (4e);
R=CH,CI (4f).

Aanee Ha 6a3ze 2-(xaropmetnn)-3H-crupo[6ensolh]xunazoann-5,1 -1iurA0-
rexkcat]-4(6H)-ona (4f) HaMu mnoAydyeHBl 2-(aMHHOMeTHA3aMelleHHEIe)-3H-
criupo [6eH3o[h]xuHaszormH-5, 1 -1mkAorekcaH|-4(6H)-ounr (5a-f).

cH,N (RIR?)

NH

4f 5a-f
R!=R2=C,H; (5a); R'=H, R2=@enun (5b); R1=H, R2=4-xropdenun (5¢c);
R!=H, R2=.25-puxropdennnr (5d); R1—H, RZ=nmknrorekcun (5€);
R!=R2=(CH,CH,),0 (5f).

BzaumoaelictBueM amMmHOaMuAa 3 ¢ (pOpMaMUAOM HaMmu noaydeH 3H-
criupo [6eH3o[h]xuraszoarnn-5,1-murarorekcan|-4(6H)-ou (6), a ¢ 6GeH30MAM30-
THonmaHaToM — 4'-(3-6eH30uATHOYpPerAO)-1"H-cimpo [1Kkaorekcan- 1,2 -Had-
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TaAuH]-3'-Kap6orcaMua, (7), IEAOUYHOU THUAPOAN3 KOTOPOTO B 3TAHOAE IIPHUBEA
K 1'H-cimpo[umkaorekcaH-1,2-Hacdpraruu]-4'(3'H)-ony (8).

HCONH, N\W
NH
o)
C,H,CONCS ] .
3 22—

8

M3yueHa MPOTUBOCYAOPOJKHAsT aKTUBHOCTL coepmHennt 1-3, 4a-f, ba-f u
6-8 1m0 TecTy KOpPa3oAOBBIX KAOHMYECKUX CYAOPOT (KOPa3OA BBOAWAM B AO3€
90 wme/ke TIOAKOKHO), KOTOPBIE SBASIFOTCS MOAEABIO abCaHCOB MW MaABIX
NIPUCTYIIOB 3nuAencruu. M3ydeHO Tak’Ke MUOPEAAKCAHTHOe IMOOOYHOEe AEMUCT-
BHE 3TUX COEAWHEHWH IO TeCTy ,Bpalaroiierocs crepxasa'. B poze 25 me/ke
(BHYTPUOPIOMINHHO) Ha OeAbIX 0eCHOPOAHBIX MEIIIaX Maccoln 18-24 2 B Bupe
CycCIleH3uHU C TBUH-80 Ha3BaHHBIE COEAMHEHUS II0 aHTarOHU3MY C KOPa30AOM
IPOSABASAIOT cAaOyro oT 20 A0 40% 3 PeKTUBHOCTS.

B ombITax in vitro mccaepoBaHoO BAMSHIE coepnHeHuii 1-3 u 4a-C Ha ak-
TUBHOCTb MOHOAMUHOKCHAA3El (MAQO) Mo3ra KpbIc. B KauecTBe cyOcTpaTa
HCIIOAB30BaAu cepoTOHUH (5-OT). Bce coepnHeHMs M3ydeHBI B KOHIIEHTpA-
umu 1 mxmoas/mn podsl. AKTuBHOCTE MAO ompepensiau B 50% romoreHaTax
Mo3ra [9]. [ToayueHHBIE pe3yABTaTEl OOpPaOOTaHEl cTaTUCTUYecKu [10].

YcTaHOBAEHO, YTO CPEAM MCCAEAOBAHHBIX BEIeCTB TOABKO 2 U 3 AOCTO-
BEPHO yTHeTaroT akTuBHOCTL MAO Ha 53 u 56%, COOTBETCTBEHHO.

JKCNePUMEHTAJNBLHAA YaCTh

UK-cnekTpsl cHATH Ha crnekTpoMmeTrpe “UR-20" (B Ba3eAMHOBOM MacAae),
cuektpel SIMP 'H - ma mputGope “Mercury 300", Varian (300, 077 MIy) B
(AMCO-dg), BayTperHuii cranpapt — TMC. ToHKOCAOMHaA Xxpomarorpadus
nmpoBepeHa Ha maacTuHKax “Silufol UV-254" B cucTeMe XAOPOGOPM-3TaHOA,
1:1, mposiBUTEeAb — Taphl Mopad. TemIepaTyphl NAABAEHUS OINpeAeAeHBl Ha
npubope “Boetius”.

2-Inannukiaorekcuauaenaneramua (1). B AUTPOBYIO KPYTAOAOHHYIO KOAOY
nomertatoT 9.8 2 (100 mmoneri) mkAOTeKcaHoOHa, 8.4 2 (100 mmonei) raHare-
TaMupa, S 2 (80 mmoneri) YKCycHOM KUCAOTHIL, 10 M TMADOKCHAA aMMOHUS U
100 mn 6enH3ora. CopepsKUMOe KOADOBI KUIATAT ¢ HacapAko¥ AuHa-CTapkra A0
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IIPEKpallleHUsA BBIAGAEHUSI BOABL (~4 u). AEKaHTUPYIOT OT YKCYCHOKUCAOI'O
aMMOHUS, OTTOHSIOT PaCTBOPUTEAb, OCTATOK TIIATEABHO MPOMBIBAIOT BOAOM
U TepeKPUCTAAAU30BBLIBAIOT M3 abc. 3TaHoAa. Beixop 14.26 2 (87%), T.IA.
110°C. Rf 0.56. MIK-cmekTp, v, cm’’s 1620 (C=C), 1659 (C=0, amua.). 2220
(C=N). Cnekrp IMP 'H (AMCO-dg), 8, M. a.: 1.60-1.80 (v, 6H, (CHy)3); 2.49-
2.55 (2H, M, =CCHy); 2.60-2.65 (2H, m, =CCHy); 7.30 (ym. ¢, 1H) u 7.40
(yur. c. 1H, NHy). 13C, 25.1 (CHy); 27.1 (CHy); 27.5 (CHy); 31.00 (CH,); 34.6
(CHy); 95.5 (CHy), 104.9 (=C); 115.7 (C=N); 162.6 (=C); 167.9 (CO). Hatipe-
HO, %: C 65.60; H 7.88; N 17.00. CgH{,N,O. Brruucaeno, %: C 65.83; H 7.37
N 17.06.

2-(1-Bem3mimukiorekcmin)-2-unananeramuy  (2). K acpupHOMYy pacTBOpYy
peareHTa 'puHBApa, ToAydeHHOTO U3 2.4 2 (100 mmoneu) maraug m 12.65 2 (100
mmonert) OeH3UAXAOPHAA B 120 ma abCOAIOTHOrO 3pupa, IpU cAadOM Kulle-
HUU NPUOABASIOT 1O KamnAagaMm pactBop 16.40 ¢ (100 mmonei) 1maHaleTaMu-
pa 1 B 120 mz abc. adupa, MOCAe Yero Impu IepeMerTnBaHuM HarpeBaroT B Te-
yeHUe 2 y npu TeMneparype 42-45°C. PeakIJMOHHYIO CMeCh OXAAXAQIOT Ae-
ASTHOUW BOAOM, MPUOABASIOT TIO0 KamnagaMm 74 man 20% cepHOM KUCAOTHI U Tiepe-
MENIMBAIOT TPW KOMHATHOM TeMIlepaType AO IMOAHOTO Pa3AOKEeHUST KOMII-
Aekca. OpraHm4ecKUM CAOM  OTAEAdIOT, BOAHBIN 3KCTPArupyroT 3(upom,
IIPUCOEAUHSIOT K OCHOBHOMY CAOIO, ABa’KABI ITPOMBIBAIOT BOAOM U CyIlaT
Hap cyAabarom MarHug. [locre OTrOHKM PAcTBOPUTEASI OCTaTOK Ilepe-
KPUCTAaAAM30BBIBAIOT M3 abc. 3TaHoAa. Bwixop 20.48 2 (80%), T. ma. 195°C. Rg¢
0.58. IK-cmiektp, v, em”: 1610 (C=C, apom.), 1750 (C=0). 2260 (C=N).
Cnektp SIMP 'H (AMCO-dg), 8, wm.a, [Iy): 1.28-1.68 (M, 9H) wu 1.76-
1.86 (M, 1H, CgHyp); 2.70 (a, J= 13.7, CHy); 3.24 (a, J= 13.7, CHy); 3,59 (c,
1H, CH); 7.15 (1H, yum.c, NHj); 7.15-7.29 (M, 5H, CgHj3); 7#.51 (1H, ym.c,
NH,). Hatiaeno, %: C 74.60; H 7.88; N 11.00. C{gHy,N,O. Brruucaeno, %: C
74.97;, H 7.86; N 10.93.

4’-Amuno-1H’-cnupo[uukaorekcan-1,2"-nadpranun]-3 -kapooxkcamun (3). B
PEaKIIMOHHYIO KOAOYy moMematoT 25.60 2 (100 mmoneii) 2-(1-0eH3UAITMKAOTEK-
CUA)-2-I[MaHalleTaMUAQ 2 U IIpU IIepeMeIINBaHuN M3 KalleAbHOM BOPOHKU
IpUbaBAIIOT 52 M1 KOHIIEHTPUPOBAHHON CEePHOU KUCAOTHL (IPU OXAAKAECHUU
BOAOM IIOAAEPIKUBAIOT TeMIIepaTypy pPeakIMOHHOM CMecH B HHTepBanre 25-
30°C). Ilo okoHUaHUM NPUKAIBLIBAaHUS CMeCh IlepeMeIInBaloT NpU KOMHAT-
HOM TeMIlepaType B TeueHHe 3 u, IIOCAe Yero PeaKIIMOHHYIO CMeCh BBIAU-
BaroT Ha 600 2 AbAa. BrimaBmive KpUCTAAABI OT(PUABTPOBBIBAIOT, TPOMBIBAIOT
BOAOH, 3aTeM mpubaBAgioT 60 mz Boabl U 30 Mz BOAHOTO aMMMaKa, SKCTparu-
pyioT acdupoMm. [Tocae OTTOHKK PACTBOPUTEAS] OCTATOK IIEPEKPUCTAAAU3OBHI-
BAlOT U3 CMeCH 3TaHOA-BopAa, 2:1. Bmeixop 1.84 2 (72%), T. ma. 185°C. UK-
cekTp, v, cu-: 1615 (C=C, apom), 1620 (C=C), 3000-3200 (NH). CnexTp
IMP 'H (AMCO-dg), 8, M. a.: 1.20-1.80 (M, 10H, CgHyg); 2.51 (2H, ¢, CHy);
7.32 (yur ¢, 2H, CONH,); 7.16 (M, 1H); 7.22-7. 28 (M, 1H); 7.22-7. 28 (M, 1H).
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Hatiaerno, %: C 74.68; H 7.80; N 10.86. CgHN,O. Brraucaeno, %: C 74.97,
H 7.86; N 10.93.
2-Anxuia(apuin)-3H-cnupo[6enso[h]xunazonun-5,1"-unknorexcan]-4(6H)-oHbl
(4a-f) (o0dmas meromuka). Cmech 2.56 2 (10 mmonei) coeputenus 3 u 10 mmonei
COOTBETCTBYIOILIEr0 XAOpPaHrupapuaa B 30 mr abc. OeH30Aa KUIATAT C 0Opart-
HBIM XOAOAUABHUKOM 4 u. [lochre OTrOHKHM pPacCTBOPUTEAS OCTAaTOK TMepek-
PHUCTAaAAM3OBBIBAIOT M3 3TAHOAA.
2-Merui-3H-cniupo[6enzo[h]xunazomun-5,1"-uukiiorexcan]-4(6H)-on (4a). Broi-
xop 2.29 2 (82%), T. ma. 195°C. UK-cmektp, v, et 1560 (C=C apom);
1639(C=C); 1750 (C=0 ammp); 3220 (NH). Cnekrp IMP 'H (AMCO-dg), 8,
M. A 1.33-2.72 (¢, 10H, CgH;g); 2.37 (¢, 3H, CHj); 3.12 (¢, CHy); 7.10-7.21 (M,
1H); 7.23-7.30 (M, 2H); 7.39-7.50 (M, 3H) u 8.16-8.22 (M, 3H, H-Ap.); 12.40
(mr.c, NH). Hamipeno, %: C 77.30; H 7.26; N 10.00. CgHoN,O. Brerumcaeno,
%: C 77.11; H 7.19; N 9.99.
2-9tui-3H-cnupo|[6enso[h]xunazoaun-5,1"-uuxiorexcan]-4(6H)-on (4b). Boi-
xop, 2.35 2 (80%), T. ma. 210°C. MK-coekTtp, v, em”: 1540 (C=C, apom),
1640(C=C); 1760 (C=0 amwmp); 3230 (NH). Cmexrp AMP 'H (AMCO-ds),
oM. a.: 1.21 (M, 3H, CHj); 1.33-1.45 (M, 3H); 1.52-1.65 (M, 4H); 2.69 (M, 2H,
CH,CHs); 3.21 (¢, CHy); 1.71-1.80 (M, 1H) u 2.60-2.72 (M, 2H, CgHyg); 3.12 (c,
CHy); 7.15-7.19 (M, 1H); 7.25-7.33 (M, 2H); 7.44-7.53 (M, 3H) un 8,19-8.13 (m,
3H, H-Ap.); 12.40 (w.c, NH). Hatipeno, %: C 7#7.60; H 7.48; N 10.00.
C19H292N5O. Brruucaeno, %: C 77.52; H 7.53; N 9.52.
2-ITponua-3H-cnupo[6enzo[h]xunazonuu-5,1"-unknorexcan|-4(6H)-on  (4c).
Beixop 2.15 2 (70%), T. ma. 235°C. HMK-cmekTp, v, cu’ s 1530 (C=C, apom);
1630 (C=C); 1750 (C=0 amma); 3220 (NH). Cnektp SAMP 'H (AMCO-dg), 5,
M. A 0.90 (M, 3H, CHj); 1.33-1.35 (M, 3H); 1.44 (M, 2H, CH,CH,CHj); 1.52-
1.65 (M, 4H); 1.53 (M, 2H, CH,CH,CH3); 3.11 (¢, CHy); 1.71-1.80 (m,1H) m
2.60-2.72 (M, 2H, CgHyg); #.15-7.19 (M, 1H); 7.25-7.33 (M, 2H); 7.44-7.53 (M,
3H) u 8.19-8.131 (M, 3H, H-Ap.); 12.44 (um.c, NH). Hatipeno, %: C 77.60; H
7.88; N 8.98. CygHy4N,O. Breruncaeno, %: C 77.89; H 7.84; N 9.08.
2-®enmn-3H-cnupo[6enso[h]xunazoaun-5,1"-uuknorexcan]-4(6H)-on (4d). Bor-
X0pA 2.56 2 (75%), T. mA. 275-277°C. UK-cnekTp, v, em’: 1540 (C=C apom);
1610(C=C); 1750 (C=0 amwmp), 3230 (NH). Cnekrp AMP 'H (AMCO-dg), 8,
M. A 1.33-1.45 (M, 3H); 1.52-1.65 (M, 4H); 1.71-1.80 (M, 1H) u 2.60-2.72 (M,
2H, CgHyg); 3.02 (c, CHy); 7.15-72.19 (M, 1H); 7,25-7.33 (M, 2H); 7.44-7.53 (M,
3H) u 8.19-8.31 (M, 3H, H-Ap.); 12.42 (m.c, NH). Hatipeno, %: C 74.60; H
7.88; N 11.00. Cy3H9oN5O. Brruucaeno, %: C 80.67; H 6.48; N 8.18.
2-Bensun-3H-cnupo[6enso[h]xunasoann-5,1"-uuknorexcan]-4(6H)-on (4¢). Boi-
xop 2.84 2 (80%), 1. mA. 270°C. UK-cmekTp, v, em’s 1530 (C=C apom):
1620(C=C): 1760 (C=0 ammup): 3220 (NH). Crnekrp AMP 'H (AMCO-dg), §,
M. A 1.33-1.45 (M, 3H); 1.52-1.65 (M, 4H); 1.71-1.80 (M, 1H) u 2.60-2.72 (M,
2H, CgHjg); 3.02 (c, CHy); 3.58 (¢, CHyCgHs); 7.15-7.19 (M, 1H); 7.25-7.33 (4,
2H); 7.44-7.53 (M, 3H) u 8.19-8.31 (M, 3H, H-Ap.); 12.42 (m1.c, NH). Hatipeno,
527



%: C 80.69; H 7.00; N 7.70. C54H54N>O. Brriuncaeno, %: C 80.87; H 6.97; N
7.86.

2-(Xaopmernn)-3H-cnupo[6enzo[h]xunazonun-5,1"-uukiorexcan]-4(6H)-ou
(4f). Beixop, 2.51 2 (70%), T. nia. 260°C. UK-cmekTp, v, cm s 1520 (C=C apowm);
1610(C=C); 1750 (C=0 amup); 3230 (NH). Cnektp SIMP 'H (AMCO-dg), §,
M. A., Ty 1.26-1.43 (M, 3H); 1.48-1.65 (M, 4H); 1.68-1.78 (M, 1H) u 2.52-2.64
(M, 2H, CgHyg); 2.99 (¢, 2H, CHy); 4.40 (¢, 2H,CH, Cl), 7.12-7.17 (M, 1H);
7.21-7.31 (M, 2H) u 8.06 (ap, J=6.9, J=2.1, 1H, CgHy); 12.47 (1H, u1.c, NH).
Hatiaeno, %: C 68.60; H 6.28; N 9.00. CgH9CIN,O. Boeruucaeno, %: C 68.67;
H 6.08; N 8.90.

2-AmunomernizamenieHublie-3H-cnmpo[0enso[h]|xunazonun-5,1"-uukiaorexcan|-
4(6H)-onb1 (5a-f). Cmecy 3.14 2 (10 mmonetr) 2-(xropmetua)-3H-crmpo|Gen-
3o[h]xuHazoauH-5, 1'-1iuRAOreKcaH]-4(6H)-oHa (9), 50 M7 aBGCOAIOTHOTO 3TaHO-
Aa u 80 mmoneii COOTBETCTBYIOIIETO aMHWHA CAA0O HArpeBalOT B TedeHUE O
MuH W OCTaBASIOT IIPW KOMHATHOM TeMnepaTrype Ha 48 u. CMech pa30aBAdIOT
100 mn BOABI, BBIIABIINM OCAAOK OT(HUABTPOBBIBAIOT U NEPEKPUCTAAANZOBEI-
BAIOT U3 abC. 3TaHOAA.

2-(dmytuaamuno)merit)-3H-cniupo[6en3o[h] xunazonun-5,1"-nukinorexcan]-
4(6H)-on (5a). Beixop, 2.28 2 (65%), T. ma. 170°C. R; 0.60. MIK-cnekTp, v, cm'”:
1585 (C=C apom); 1620 (C=N); 1636 (C=C-C=0); 3140 (NH). CmekTp
SAMP 'H (AMCO-dg), 8, M. a, ['y: 1.02 [T, 6H, N(CH,_CHjy)y, J=7.1]; 1.26-1.42
(m, 3H); 1.48-1.78 (M, 5H) u 2.51-2.64 (M, 2H, CgHyg); 2.69 (x, 4H, N(CH,),,
J=7.1]; 2.98 (c, 2H, NCH,); 7.14-7.18 (M, 1H); 7.21-7.31 (M, 2H) u 8.06 (pa,
1H, J=06.9, J=2.1, 1H, CgHy); 12.42 (1H, m.c, NH). Hatipeno, %: C 75.20; H
8.28; N 11.70. CypoHygN3O.Briuricaeno, %: C 75.18; H 8.32; N 11.96.

2-(®ennnamuno)metu)-3H-cnupo|6enso[h] xunazonuu-5,1"-uuknorexcau]-
4(6H)-on (5b). Beixop 3.15 2 (85%), T. mA. 265°C. R; 0.65. MK-cmekTp, v, em'™”:
1580 (C=C apom); 1610 (C=N); 1640 (C=C-C=0); 3160 (NH). CmekTp
AMP 'H (AMCO-dg), 8, M. a.: 1.33-1.42 (M, 3H); 1.43-1.64 (M, 4H); 1.72-1.80
(v, 1H) u 2.62-2.74 (M, 2H, CgHjp); 3.08 (c, 2H, CHy); 3.38 (¢, 2H, NH-CH,);
4.00 (c, 1H, NH); 7.18-72.19 (M, 1H); 7.24-7.33 (M, 2H); 7.43-7.53 (M, 3H) u
8.20-8.32 (M, 3H, H-Ar.); 12.47 (1H, m.c, NH). Haiipeno, %: C 7#7.20; H 6.28;
N 11.50. Cy4H55N30. Beruucaeno, %: C 77.60; H 6.78; N 11.31.

2-((4-Xnopdpennmamuno)mern)-3H-cnupo[6enszo[h] xunazoauu-5,1"-uukiio-
rekcan]-4(6H)-on (5¢). Berxop, 3.24 2 (80%), T. ma. 260°C. R; 0.60. MK-cmekTp, v,
em 1570 (C=C apom); 1620 (C=N); 1630 (C=C-C=0); 3180 (NH).
Cmekrp AMP 'H (AMCO-dg), 8, M. a.: 1.23-1.33 (M, 3H); 1.49-1.63 (M, 3H);
1.70-1.82 (M, 1H) u 2.55-2.70 (m, 2H, CgHjp); 3.06 (c, 2H, CHy); 3.38 (c, 2H,
NH-CH,); 4.00 (c, 1H, NH); 7.24-7.30 (M, 2H); 7.44-7.54 (v, 3H) u 8.20-8.31
(M, 3H, H-Ar.); 12.42 (1H, m.c, NH). Haiiaeno, %: C 71.20; H 6.00; C1 8.56; N
10.50. C94H44CIN3O. Boruucaeno, %: C 71.01; H 5.96; C1 8.73; N 10.35.

2-((2,5-Iuxaopdpennaamuno)mernn)-3H-cnupo[6enso[h]|xunazonun-5,1"-uukiio-
rexcan]-4(6H)-ou (5d). Berxop, 3.07 2 (70%), T. . 270°C. R; 0.68. VIK-cniekTp, v,
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em s 1560 (C=C apom), 1610 (C=N); 1620 (C=C-C=0); 3190 (NH).
Cnekrp IMP 'H (AMCO-dg), 8, M. A 1.33 -1.44 (v, 3H); 1.50-1.63 (M, 4H);
1.70-1.79 (M, 1H) u 2.58-2.70 (M, 2H, CgHyg); 3.02 (c, 2H, CHy); 3.38 (c, 2H,
NH-CHy); 4.00 (c, 1H, NH); 7.15-7.18 (M, 1H); 7.15-7.18 (m, 1H); 7.25-7.30 (M,
2H) n 8.19-8.30 (M, 2H, H-Ar.); 12.47 (1H, m.c, NH). Hatipaeno, %: C 65.20; H
5.40; CI 16.40; N 10.00. Cy4H»3CI,N3O. Breruucaeno, %: C 65.46; H 5.26; Cl
16.10; N 9.54.
2-((Muxnorexcuiamuno)merun)-3H-cnupo[oenso[h]xunazonun-5,1"-quKiaorex-
cau]-4(6H)-on (5€). Beixoa, 2.19 2 (67%), T. ma. 185°C. Ry 0.60. MK-cmekTp, v,
em s 1550 (C=C apom); 1620 (C=N); 1610 (C=C-C=0); 3180 (NH).
Coekrp IMP 'H (AMCO-dg), §, M. a,, Ty: 1.11-1.21 (M, 4H); 1.26-1.65 (nm,
7H); 1.35-1.60 (M, 4H); 1.47-1.49 (M, 2H); 2.57 (m, 1H, CH); 2.00 (c, 2H,
NHCH,); 2.98(c, 2H, CH,); 3.02 (c, 2H, CHy); 7.18-7.31 (M, 3H) u 8.08 (an,
1H, J=6.9, J=2.1, CgHy); 12.42 (1H, m.c, NH). Hatiaeno, %: C 76.20; H 8.40;
N 11.50. C94H3N30. Berumcaeno, %: C 76.35; H 8.28; N 11.13.
2-(Mopdonmnomerui)-3H-cnupo|6enzo[h]xunazonuu-5,1"-uukiiorekcau]-
4(6H)-on (5f). Berxop, 1.47 2 (67%), T. nia. 250°C. R; 0.68. MIK-cmekTp, v, cu'™”:
1540 (C=C, apom), 1610 (C=N); 1620 (C=C-C=0); 3160 (NH). CmekTtp
SAMP 'H (AMCO-dg), 8, M. a., Ty: 1.32-1.46 (M, 3H); 1.52-1.80 (v, 5H) u 2.62-
2.74 (M, 2H, CgHyg); 2.99(c, 2H, CHy); 2.59 [(T, 4H, N(CHy),, J=4.7]; 3.43 (c,
2H, NCHy); 3.65[(t, 4H, O(CHy),, J=4]; 7.24-7.44 (M, 3H) u 8.08 (an, 1H,
J=6.9, J=2.1, CgHy); 12.47 (1H, m.c, NH). CypHy;N30,. Hatipeno, %: C
72.20; H 7.64; N 11.64. Co4H»3N30. Beiuucaeno, %: C 72.30; H 7.45; N 11.50.
3H-Cnupo|6en3o[h]xunazonuu-5,1"-unknorexcan]-4(6H)-ou (6). Cmecn 2.56 2
(10 mmonetr) coepmtenus 3 u 30 mr hopMaMUAa KUISTIT C OOPATHLIM XOAO-
AMABHUKOM 6 u. [Toche oxna>kpeHMd OOpa3oBaBIINECSd KPUCTAAABL OT(PUABT-
POBBIBAIOT, ITPOMBIBAIOT BOAOM, 3TAHOAOM U IIE€PEKPUCTAAAN30BBIBAIOT U3
AM®A. Brrxop 2.00 2 (77%), T. ma. 190°C. R 0.55. UIK-cmekTp, v, cm’”: 1580
(C=C, apom); 1650 (C=0); 3170 (NH). Cuektp SIMP 'H (AMCO-dg), §,
M. A., Ty: 1.47-1.49 (M, 2H); 1.43-1.53 (M, 4H) u 1.53-1.78 (M, 4H, CgH;g); 3.02
(c, 2H, CHy); 7.24-7.44 (m, 3H) u 8.00 (ap, 1H, J=6.9, J=2.1, CgHy); 8.08
(1H, c, NH); 12.42 (1H, ¢, CH). C7HgN,O. Haiaeno, %: C 76.40; H 6.44; N
10.74. C17HgN,O. Brruncaeno, %: C 76.66; H 6.81; N 10.52.
4’-(3-BensouaTuoypeuno)-1'H-criupo[uuknorexcan-1,2 -nadpranuu]-3 "-kap-
6oxcamup (7). Cmecn 2.56 2 (10 mmoneit) coepmuenns 3 u 1.63 2 (10 mmoneir)
OeH3ouamsoTuonuanata B 50 mz abc. 3TaHOAA KUMATAT C OOpPATHBIM XOAO-
MIABHUKOM 18 u. TTocae oxnarkpeHUST 06pa30BaBIINECsS KPUCTAAABI OT(PUABT-
POBBIBAIOT M IE€PEKPUCTAAAU3OBBIBAIOT M3 CMECH 3TaHOA-BOAQ, 2:1. Berxop,
3.22 2 (¥#%), T. ma. 195°C. Ry 0.55. UK-cnekTp, v, cu’”: 1580 (C=C, apom);
1650 (C=0); 3170 (NH). Cnekrp SIMP 'H (AMCO-dg), §, m. a., Ty: 1.43-1.53
(M, 4H, CgHyg); 1.70-1.78 (M, 4H, CgHyg); 2.80 (2H, ym. ¢, CHy); 7.33 (o, 1H,
J=7.8, CgHy); 7.63 (a, 1H, J=7.8, CgHy); 7.70-8.03 (M, 5H, CgHs); 13.43 (ymu.
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¢, 1H, NH). Hatiperno, %: C 68.58; H 6.18; N 10.24; S 7.44. Cy4H95N30,S. BbI-
yucaeHno, %: C 68.71; H 6.01; N 10.02; S 7.64.

1'H-Cnupo|[uukiaorekcan-1,2"-madpramun]-4 (3 'H)-on (8). Cmecyr 9.01 2 (20
mmorneit)  4'-(3-6eH3zomaTroypenpo)-1'H-coupo [iuknrorekcas- 1,2 -HadpTarnH] -
3’-kapOokcamupa (3), 2.24 2 (40 mmoneti) TUAPOKCUAA Kaauss B 30 w1 BOABI U
30 mn 3TaHOAA KHUIIATAT C OOPATHBIM XOAOAUABHUKOM 0 y, TOCAe 4ero A0DaB-
ASIOT BOAY, BBINIABIINE KPUCTAAABI TTEPEKPHUCTAAAM30BBIBAIOT K3 3TAaHOAQ.
Beixop 2.73 2 (64%), T. ia. 65°C. MK-cnekTp, v, ex’”: 1605 (C=C apom); 1675
(C=0). Cunekrp AMP 'H (AMCO-dg), §, M. a.; 1.35-1.57 (M, 10H, CgH;p);
2.47 (yur. ¢, 2H, CHy); 2.73 (ymr. ¢, 2H, CHy); 7.20-7.25 (M, 2H); 7.40-7.44 (M,
1H); 7.81-7. 83 (M, 1H). AMP 13C cmextp, 19.2 (CHj3); 21.0 (2.CH,); 22.4
(CHj3); 25.6 (CHy); 34.5, 36.0 (2.CHy); 38.7 (CHy); 50.5 (CHy), 129.0 (=CH);
130.2, 133.2 (=CH); 133.3, 137.0, 140.2, 198.3 (CO). Hatipeno, %: C 84.20; H
8.64. C5HgO. Breruucaeno, %: C 84.07; H 8.47.

4-UUPLA-I'H-UNPLA[3PULNASNLUTL-1,2- LU RULNL]-3'-
YULLANLUUU DY UPLREQL , PARELUNFULELE UL USUSLUD
UBUSNFR-3NFLLELP NLPNS UELUELATLUYTEL NESUNFR-B3AFLLELD
NFUNFULUUPLORUL

L. M. &LPA-NL3UL, W U SLPEAL3UTL, O & MUCALPE3UT U - U. UNFYUU3UWL

wnwuigply & 2-(1-plbugpygplynSbpupy)-2-gputnmgbumadpy: Snyy & wpfbynp of bpfifu
fufrn SSidpuilyutts [@FEp wonbyn iy phpky b 4-wdfin-1H-umppn]gplynhpuwi-1,2"
oaasfFuasp o] -3~ luuspprpusssiifogfr, mpp bl bymf dp uspp GusppotunfF@ncibpf pynpuid -
[;[IHHLFE[HZ_H)'I /H-uulﬁpn(gﬁl[ln4n\guwil-1 ,2/'ilullﬁﬁllll[lil)'3/'llllll1[1”#llllllf[lll_[1 4[11’71!—1{/[’&
Cﬁll.pnllnlﬂ 1117[117[ 4‘ 1/H-uzllﬁpn(gﬁIHHCIiguwil-I,2/-ilun$[3ull[lil)-4/ (3/]—1)—n71[1.‘ ”Luuﬁuuu[lp—
by by ufafFligywd dfpugngfdgmibbpp Gl Sanljn @ncibbpp :

THE SYNTHESIS AND TRANSFORMATIONS OF
4’-AMINO-1"H-SPIRO[CYCLOHEXANE-1,2"-NAPHTALENE]-3"-
CARBOXAMIDES, STUDY OF SOME BIOLOGICAL PROPERTIES
OF THE SYNTHESIZED COMPOUNDS

N. P. GRIGORYAN, A. S. GRIGORYAN, R. G. PARONIKYAN and R. S. SUKASYAN

The Scientific Technological Centre of Organic and
Pharmaceutical Chemistry NAS RA
A.L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: never-55@mail.ru

Cyanacetamide reacting with cyclohexanone gives 2-cyano-2-cyclohexylidene-
acetamide- reacting further with benzylmagnesium chloride to form 2-(1-
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benzylcyclohexyl)-2-cyanacetamide in high yield. It is found that the latter under the
action of sulfuric acid is cyclized to 4'-amino-1'H-spiro[cyclohexane-1,2'-naphthalene]-
3'-carboxamide, wich reacts with chlorides of a large number of carboxylic acids to form
the corresponding spirobenzo[h]quinazolines. Alkaline hydrolysis 4’'-(3-benzoyl-
thioureido)-1'H-spiro[cyclohexane-1,2'-naphthalene]-3'-carboxamide, afforded 1'H-spiro
[cyclohexane-1,2"-naphthalen]-4'(3'H)-one. Anticonvulsive and antidepressant activities
of the synthesized compounds are studied.
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