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Bsavmopenctemem 2-uuknorenTUnuaeHManoHoHUTpuna ¢ 6eH3nnMarHnxnopnaomM nosyyeH
2-(1-6eH3nnuMKNorenTuN)ManoHOHUTPUI, KOTOPbIA B MPUCYTCTBUN CEPHOWN KUCMOThI LMKNN3yeTcs B
4'-amuHo-1'H-cnnpo[umknorenTtaH-1,2'-HadptanuH]-3'-kapboHntpun.  MocnegHun ¢ deHunxnop-
dopmmnatom obpasyeT denHun-(3'-umaHo-1'H-cnvpo[umknorenTtan-1,2'-HadTanuH]-4'-un)kapbamar,
Ha OCHOBE KOTOPOr0 CMHTE3VWPOBaHbl AN- U TpU3aMeELLEHHble MOYEBUHbI, 3-3amelléHHble 1H-cnu-
po[6eH3o[h]xmHa3onuH-5,1"-umknorentan]-2,4(3H,6H)-anoHbl - 1 2-3aMeLéHHble  S5H-cnvpo[beH-
30[h][1,2,4]Tpunasono[1,5-c]xmHa3zonuH-4,1"-umknorentaH]-11(10H)-oHbl. CornacHo AaHHbIM Gronoru-
YeCcKunX NUCCnedoBaHui, CUHTE3MPOBaHHbIE COEAUHEHNS 0bnafatoT NPOTMBOOMYXONIEBON 1N aHTubak-

Tepmaanon aAKTUBHOCTbLHO.

Bubn. ccbinok 19.

W3 AuTepaTypHBIX AQHHBIX M3BECTHO, YTO IIPOM3BOAHBLIEe OeH3o[h]xunHa-
30AMHOB ODAAAQIOT PAa3HOOOPA3HBIMU OMOAOTMUYECKUMU CBOUCTBAMU, B CHAY
Yero SABASIFOTCS NepCIeKTUBHBIMU B nouckax BAC [1-8]. CaepyeT OTMETHUTS,
YTO CPeAM CUHTEe3UMPOBAaHHBIX HAaMU B IIOCAEAHUE TOABI IIPOM3BOAHBIX O€H-
30[h]XMHA30AMHOB TaK)Ke MMEIOTCSI COEAUHEHWs, OOAaAAIoIUe 3HAUUTEAb-
HBIMM INPOTUBOOIIYXOAEBBIMM, AHTHMOAKTepPUAABHBIMH, aHTHMOHOAMWHOK-
CHAQ3HBIMU U IICUXOTPOIHBIMU CcBoMcTBaMu [9-18]. [IoCKOABKY B AuTEpaType
OTCYTCTBYIOT AQHHBIE OTHOCUTEABHO CHHTEe3a M OHOAOTMYECKHUX CBOUCTB
CIIMPOCOYAEHEHHBIX C ITUKAOTEIITAHOM IIPOU3BOAHBIX OeH30[h]|XMHA30AUHOB,
HaMM OBIA 3alIA@HUPOBAH U OCYILECTBAEH CHMHTe3 ciupo[6ensolh][1,2,4]Tpu-
azono[1,5-c]xuHazoAuH-4, 1'-IIUKAOTEeITaHOB].
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LleHHBIM UCXOAHBIM COEAMHEHUWEM IIPU IIPOBEAEHUU 3TUX MCCAEAOBAHUU
sBUACs  4'-ammHo-1'H-cnupo[rukaorenTtan-1,2'-Hadrarni]-3"-KapOOHUTPUA
(3), cuHTe3 KOTOPOTO OCYIIIECTBAEH HaMU Ha 0Oa3e 2-IUKAOTENTHUANAEHMAaAO-
"HoHUTpUAA (1) B3aUMOAEUCTBHMEM IIOCAEAHErO0 C OEH3WAMArHUN XAOPHUAOM.
Brino  ocymecTBAeHO permocnenuduyeckoe IIPUCOEAVHEHWE pPeaKTUBa
I'punbsgpa MO ABOMHOM CBSI3U, NPUBeAIIee K 00pa3oBaHUIO 2-(1-OeH3UAIUK-
AOTEITUA)MAaAOHOAMHUTPHUAA (2). HamMu pa3paboTaHbI YCAOBHUS BHYTPHMOAE-
KYASIPHOM IMKAM3AUUU AMHUTPUAA 2 B LleaeBO# 4'-ammHO-1'H-crmpo[miukrno-
renrtan-1,2'-Hadprarun]-3'-kapbouutpusr (3). B KavecTBe ITUKAMBYIOUIIUX
areHTOB OBIAM UCIOAB30BaHBI MHHEPAAbHBIE KHCAOTHI (CepHasi, OpTodocC-
dopHas, XAOpPHAas), ra3000pa3HbId XAOPUCTHIM BOAOPOA U KUCAOTHL AbIOuCa
(XAOPHUCTBLIN aAIOMUMHUN U TPEXPTOPUCTLIM O60p), @ B KauecTBe pPacTBOpPUTE-
A€l — HUTPOOEH30A, CEPOYTAEPOA U UETHIPEXXAOPUCTHIN yrAaepop. Hamayu-
mre Pe3yAbTATHl MTOAYYEHBI NIPU IPOBEACHWH PeakIUM B M30BITKE CEpPHOU
KUCAOTHL. IIpOAYKT peakiuu OBIA BBIAGAEH IIOCAe HeWTpaAu3alluld CepHOM
KHUCAOTHI ¥ U3BAEKAACS U3 PEaKIMOHHON CMEeCH OpPTaHWYEeCKUM PacTBOPUTE-
AEM.

Peaxkiimell aMUHOHUTPUAA 3 ¢ PEHUAXAOPPOPMUATOM B Cpepe abCOAIOT-
HOTO OeH30na moaydeH (deHuA(3'-nuano-1'H-cnupo[nuraorenTtan-1,2'-Hadra-
AnH]-4'-mn)KapbamaT (4), KOTOPBIM KOHAEHCAIIMer CO BTOPUYHBIMU aMHUHAaMU
(AM3TUAAMUH, TUPPOAMAWH, NUIEPHUAUH, MOP(OAUH, a3ellnH) IIepeBeAeH B
1,3,3-Tpu3ameréHHble MOYEeBUHBL 5-9. B aHAAOTMYHBIX YCAOBUSX 2,2-AnUMe-
TUA-4-TETPATUAPONIMPAHUAAMUHE oOpasyeT 1,3-AU3aMellléHHYI0 MOYEBUHY —
1-(3'-imano-1'"H-cnupo[iukaorentas- 1,2 -Hadraru]-4'-un)-3-(2,2-AuUMeTUA-
TeTparuppo-2H-nnpan-4-ua)moueBuny (10), B To BpeMs Kak B CAydYae IIpuMe-
HeHUsT OeH3WAAMMHA W (PEeHATUAAMUHA OOpPa3yloTCsS CMeCH COOTBETCTBYIO-
IIUX MOYEBUH U AMOKCOXMHa30AMHOB 11 m 12. O6paboTKa yKa3aHHBIX CMe-
Ce’ IEeAOUBI0 TTPUBOAUT K coepnHeHUsM 11 u 12 B yuCTOM BHAE.

ITonbiTka cuHTEe3a 2-3ameniéHHbIX SH-cnmpo[6en3o[h][1,2,4]Tpua3zo-
A0[1,5-c]xuHazoaun-4,1'-nuknrorentan]-11(10H)-onos (13-18) B3amMopericT-
BrMeM KapbamaTa 4 C THAPA3MAAMM apOMaTHUYECKUX M TeTepoapoMaTHIYeCKUX
KapOOHOBBIX KUCAOT B PA3AMYHBIX PACTBOPUTEASIX (AMOKCAH, TOAYOA, M-KCHU-
AOA, AUMETUAPOPMAaMu)) He yBeHUYaAaCh ycnexoM. Peaknuio ypanoch ocylie-
CTBUTH B OTCYTCTBHe pacTBopuTeAs npu 205-210°C, opHaKO IjeAeBBle IIPO-
AYKTBI OBIAM IIOAYYEHBI C BBIXOAAMH Bcero 38-59%. Huskue BBIXOABI, IIO-BU-
AUMOMY, OOYCAOBAE€HBI YACTUYHBIM OCMOAEHHEM PeaKIIMOHHON CMecu B
SKECTKUX YCAOBUSX PEaKIINU.
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R=C,Hj; (5), nmuppoauaputo (6), numepuputo (7), Mopdgoauto (8), azemnuHo
(9), R=CH,CgHs; (11), CH,CH,CgHs (12), 4-nupupun (13), CgHs (14), 2-
HOCgH, (15), CH,CgHjs (16), 4-CH3C¢H,OCH, (17), 3,4-(CH3),CgH3OCH,
(18).

[TpOTUBOONIYXOAEBYIO aKTUBHOCTE COEAMHEHUN M3y4aAu Ha MOAEAM IIpU-
BUBAeMOM OIyXOAuW MelIelr — capkoMe 180. TepaneBTmueckuii 3ddeKT
OIIEHMBAAM II0 TPOIEHTYy TOPMOJKEHHUS POCTa OIYXOAUW IO OTHOIIEHWIO K
KOHTPOAIO. YCTAHOBAEHO, UTO OOABIIMHCTBO COEAMHEHUN He O0AaAaeT AOC-
TOBEPHBIM ITPOTUBOOITYXOAEBLIM AEWUCTBHEM. AWML OTAEABHBIE COEAMHEHUS
(5,7,13,17,18) B po3ax 160-175 me/ke oKa3bIBAlOT cAabOe MAM YMepeHHOe Te-
pamneBTHYeCKOe AeMCTBUe, yrHeTas pocT capkoMbl 180 Ha 32-46 %(P<0.05).

AnTrbaKkTeprasbHasi aKTUBHOCTh CUHTE3WPOBAHHLIX COEAMHEHWH H3yJe-
Ha MeToAOM AUGM@Y3UM B arape Npu MUKpPOOHOM Harpyske 20 min MUKPOO-
HBIX TeA Ha 1 ma cpepabl. B KauecTBe TeCT-OOBEKTOB MCIIOAB30BaHBI I'PAMIIO-
AOKUTEeAbHBIe cTaUAOKOKKY (Staph. Aureus 209p, 1) u rpaMoTpuIlaTEeABHBIE
nanrouku (Sh.dysenteriae Flexneri 6858, E. Coli 0-55). YuéT pe3yAbTaToB IIPO-
BeAEH II0 AuaMeTpy (d) 30H OTCYTCTBUS pOCTa MHUKPOOPTraHU3MOB Ha MeCTe
HaHeCeHUs COeAMHEeHUU (B mm). YCTaHOBAEHO, UTO coepmHeHus 5-9 u 13 Top-
MO3SIT POCT OTAEABHBIX MUKPOOPTAHU3MOB B 30He amamerpoM 15-20 mm.

JKCHepUMEHTAIbHAA YaCTh

UK-cnekTpel cHaTH Ha crnekrpogoroMerpe “FT-IR NEXUS" B Bazeaun-
HOBOM MacaAe, cnektpel IMP 'H u 13C — ma npubope Varian "Mercury-
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300", Buyrpennun craHpapt — TMC uau 'MAC. TCX npoBepeHa Ha IIaac-
tuakax "SilufolR" u "Sorbfil”, mposiBUTEAL — MapBI HOAQ.
2-(1-bemsnnuukiorentua)mManoHoHuTpua (2). K pearenty I'putbsipa, MOAY-
yeHHOMY u3 3.6 2 (0.15 mona) maraug u 19.0 2 (0.15 mons) GeH3UAXAODPHAA B
100 mn abc. adpupa NIpU OXAAKAEHUU ACASHOU BOAOU, NPUOABASIOT IO Kall-
AsiMm pactBop 16.0 2 (0.1 mons) 2-ITUKAOTENTUAMAEHMAAOHOHUTPUAA (1) mpu
20-25°C. PeakIMOHHYIO CMeCh IIePEeMENIMBAIOT IIPU KOMHATHOW TeMIlepary-
Pe 2 u U OCTaBASIOT Ha HOYb. 3aTeM OXAAKAAIOT ACASHOU BOAOU M IpUOAaB-
AsTtOT 1o KamasiMm 60 mz 10% coasiHolt KUCAOTHI. CMech mepeMelTuBaloT Mpu
KOMHATHOM TeMIlepaType AO IIOAHOTO Pa3AOKeHHsT KoMmIaekca. OpraHmde-
CKHUM CAOU OTAEASIOT, IPOMBIBAIOT BOAOM M cylIaT cyabcaroM Maruud. Ioc-
Ae OTTOHKU 3(upa OCTAaTOK IIepPeKPHCTaMU30BLIBaloT u3 70% sTtaHoaa. Ilo-
AygatoT 23.5 2 (93%) amHuTpuAaa 2, T. mA. 93-94°C. MK-cmekTp, Umax: em™:
1590, 1602 (C=C apom); 2255 (CN). Cmekrp AMP 'H (300 My,
DMSO/CCl, — 1/3), §, m.p.: 1.36-1.86 (M, 12H, 6xCH, nuxkaorenTas), 2.82
(c, 2H, CHy-Ph), 4.39 (c, 1H, CH-(C=N)y), 7.16-7.34 (M, 5H, 5xCH Ph).
Cnektp SIMP 13C (75 MIy, DMSO/CCly — 1/3), §, m.a.: 21.99 (2xCH, 1uk-
aorentaH), 29.51 (2xCH, nukraoremnrtan), 32.75 (C mnumraorenTaH), 35.20
(2xCH, nuraorenTan), 43.29 (CH,-Ph), 43.75 (CH-(C=N),y), 112.51 (2xC=N),
126.54 (CH Ph), 127.78 (2xCH Ph), 130.06 (2xCH Ph), 134.5 (C Ap). Hawu-
AeHO, %: C 81.07, H 8.12; N 11.26. Cy7Hy9N,. Boruucaeno, %: C 80.91; H
7.99; N 11.10.
4'-Amuno-1"H-cnupo[uukiorenran-1,2'-napranuu]-3"-kapoonurpuan  (3). K
25.24 2 (0.1 mona) pAUHUTPUAA 2 TpPU TepeMelIuBaHUM NpuOaBAIIOT 50 mr
KOHII. CepHOM KHCAOTHI npu 12-15°C. Ilpm KOMHATHOM TeMIlepaType CMecCh
repeMenuBaT 3 ¥, HEUTPaAM3yIOT PAacTBOPOM aMMHaKa. BBIAEAMBIINNCS
AMUHOHUTPHUA 3KCTPArupyioT 3pupoM, 3(pUpPHBbIE BHITS)KKHW IIPOMBIBAIOT BO-
AO¥ M cymaT cyAabdaTroM HaTpus. [locae OTTOHKHM pPacTBOPHUTEAS OCTATOK
IEepPeKPUCTAAAM30BBIBAIOT M3 cMecH 3TaHOA-Bopa (3:1). Iloayuaror 20.5 2
(81%) ammuoHmMTpUAA 3, T. A, 134-136°C, Rf 0.74 6en3on-3Tanoa, 10:1). VK-
CIIEKTD, Umax, M2 1600 (C=C apom); 1634 (C=C); 1650 (C=C); 2184 (CN);
3200-3350 (NHy). Crektp AMP 'H (300 MI'y, DMSO/CCl, — 1/3), J, Mm.A.:
1.40-1.80 (M, 12H, 6xCH, nmkaorentan), 2.70 (¢, 2H, CHy), 5.70 (ymr.c, 2H,
NH,), 7.10-7.17 (m, 1H, CH Ap), 7.19-72.29 (v, 2H, 2xCH Ap), 7.56-7.63 (M,
1H, CH Ap). Cnektp AMP 13C (75 MI'y, DMSO/CCl, — 1/3), 6, M. 22.55
(2xCH4 nukaorenrtan), 29.82 (2xCH,y nukaorenrtas), 36.40 (C mukaoremntan),
38.37 (2xCH4 nukraorentan), 41.02 (CHy), 84.90 (C=C-C=N), 119.77 (C=N),
122.84 (CH Ap), 125.93 (CH Ap), 127.81 (CH Ap), 128.35 (C Ap), 129.01 (CH
Ap), 136.06 (C Ap), 150.92 (C=C-C=N). Hatipeno, %: C 80.77;, H 8.16; N
11.25. Cy7HyoNy. Beruncaeno, % C: 80.91; H 7.99; N 11.10.
®enni-(3'-uuano-1'H-cniupo[umknorentan-1,2'-nadranuu]-4'-wi)kapdamar
(4). Cmechb 5.04 2 (0.02 monst) amuaoHuTpUAa 3, 3.12 2 (0.02 monsn) peHUAXAOD-
dopmuaTta 1 50 M1 TOAyOAa KUMOATAT C OOPATHBIM XOAOAUABHUKOM B TeUeHUe
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15 v m mpubaBagroT 50 mn rekcaHa. BelmaBmmi 0CapOK OT(UABTPOBEIBAIOT U
IEePEeKPUCTAAMMU3OBEIBAIOT U3 CMECH 3TaHOA-BOAQ, 3:1. IMoayuaror 7.0 2 (95%)
KapbamaTa 4, T. A. 169-171°C, R; 0.76 (aTmAalieTaT-6eH30A, 2:1). MK-cnekTp,
v, em™ 1597, 1609 (C=C apom); 1751 (C=0); 227 (CN); 3288 (NH). Cmekrp
AMP 'H (300 MI'y, DMSO/CCly — 1/3), 6, m.a.: 1.47-1.93 (M, 12H, 6xCH,
uukaorentaH), 2.87 (c, 2H, CHy), 7.13-72.52 (M, 9H, 9xCH Ap), 9.76 (yur.c,
1H, NH). Cnekrp AMP 13C (75 MI'y, DMSO/CCly — 1/3), §, M. 22.47
(2xCH, nukaorenrasn), 29.74 (2xCH, nukaorenTas), 36.54 (2xCH, nukaorern-
tan), 38.57 (C mwukraorentan), 39.22 (CH,), 116.05 (C=C-C=N), 116.44
(C=N), 121.29 (2xCH Ap), 124.20 (CH Ap), 124.63 (CH Ap), 126.38 (CH Ap),
127.93 (CH Ap), 128.57 (2xCH Ap), 129.42 (Ap), 129.74 (CH Ap),135.12 (C
Ap), 14292 (C=C-C=N), 150.61 (C Ap), 151.62 (C=0). Haipeno, %: C
77.58; H 6.38; N 7.52. Cy4H24N,0O5. Beruucaeno, %: C 77.39; H 6.49; N 7.52.
1,3,3-Tpu3ameménnbie MoueBHHBI (5-9) (00mas Meroanka). Cvech 0.01 mozs
denma-(3'-umano-1'H-cnupo[iiukaorenTan-1,2'-Hadrarut]-4'-ur)kKapGamMaTa
(4), 0.01 Mo TIEPBUYHOTO MAM BTOPUYHOTO amMuHa W 30 M1 3TAaHOAA KUIISITSIT
C OOpPAaTHBIM XOAOAUABHUKOM B TeueHHe 10-12 y. PeakIMOHHYIO CMeCh OX-
AQKAQIOT M NPUOaBASIOT K HeMy 20 mi BOABL. BBIIABIINIM 0CApOK OT(UABT-
POBBIBAIOT, TPOMBIBAIOT BOAOU U NIEPEKPUCTAAAMIBOBEIBAIOT U3 80% 3TaHOAA.
3-(3'-Inano-1'H-cnupo[uuxiorenran-1,2'-napranuu|-4'-ui)-1,1-nurrunmoye-
BuHA(5). Beixop 1.5 2 (61%), T. mA. 196-198°C, Ry 0.73 (3THUAalleTaT-O€H30A,
2:1). MK-cmiekTp, v, em™ 1611 (C=C apom); 1650 (C=0); 2205 (CN); 3307
(NH). Cnextp AMP 'H (300 MI'y, DMSO/CCl, — 1/3), 6, m.a., Ty: 1.20 (T,
6H, J=7.1, N(CH,-CHjy),), 1.45-1.90 (M, 12H, 6xCH, nukaorenrasn), 2.83 (c,
2H, CHy), 4.42 (B, 4H, J=7.1, N(CHy-CHj),), 7.10-7.28 (M, 4H, 4xCH Ap),
7.87 (yurc, 1H, NH). Cnekrp IMP 13C (75 MIy, DMSO/CCly — 1/3), 6,
M.A.: 13.62 (N(CH,-CHj)y),22.55 (2xCH;, nukaorenran), 29.83 (2xCHy mukao-
rentaH), 36.71 (2xCH, nuraorenTas), 38.13 (C mukraorenTtan), 39.60 (CHy),
40.58 (N(CH,-CHas)y), 113.68 (C=C-C=N), 117.07 (C=N), 124.60 (CH Ap),
125.87 (CH Ap), 127.55 (CH Ap), 128.95 (CH Ap), 130.55 (C Ap), 134.88 (C
Ap), 145.86 (C=C-C=N), 153.75 (C=0). CyHy7N30. Hatipeno, %: C 7#5.58;
H 7.63; N 12.21. Breruucaeno, %: C 75.61; H 72.79; N 12.02.
N-(3'-Iuano-1'H-cnupo[uukiaorentan-1,2"-nadgramun]-4'-wi)nmuppoanun-1-
kapOokcamua (6). Boixop 1.3 2 (53%), T. ma. 198-199°C, Rs 0.67 (sTuUAaleTaT-
Gensoa, 2:1). MK-cmekrp, v, ev’: 1607 (C=C apom); 1644 (C=0); 2202
(CN); 3221 (NH). Cnekrp AMP 'H (300 MI'y, DMSO/CCl, — 1/3), 6, M.A.
1.46-2.02 (M, 16H, 6xCH, nukaorentan), CHy(3,4) nuppoaupun), 2.83 (c, 2H,
CHy), 3.39-3.48 (M, 4H, CH,(2,5) nuppoaupus), 7.11-7.32 (m, 4H, 4xCH Ap),
7.82 (yurc, 1H, NH). Cunekrp SIMP 13C (75 MI'y, DMSO/CCl, — 1/3), 6,
M.Ac 22,54 (2xCHy 1muraorentaH), 24.96 (CHy(3,4) mnuppoauaus), 29.82
(2xCH4 niuraorenTat), 36.70 (2xCH4 nukaorenTtan), 38.14 (C murAoremnTaH),
39.57 (CH,), 45.46 (CHy(2,5) nuppoamamn), 113.67 (C=C-C=N), 117.00
(C=N), 124.84 (CH Ap), 125.88 (CH Ap), 127.56 (CH Ap), 129.04 (CH Ap),
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130.34 (C Ap), 134.91 (C Ap), 145.38 (C=C-C=N), 153.21 (C=0). Hatipeno,
%: C 75.68; H 7.71; N 12.19. C9yH97N30. Beruucaeno, %: C 75.61; H 7.79; N
12.02.

N-(3'-I{uano-1'H-cnupo[uukiorentan-1,2'-nadranuu]-4'-ua)nunepuaun-1-
kapOoxcamua (7). Beixop 2.0 2 (79%), 1. A, 223-225°C, Rf 0.80 (sTmaaneTat-
6erzon, 2:1). MK-cmektp, v, cv™ 1612 (C=C apom); 1647 (C=0); 2203
(CN); 3243 (NH). Cnektp SIMP 'H (300 MI'y, DMSO/CCly; — 1/3), §, m.A:
1.45-1.90 (M, 18H, 6xCH, nukraorental, CHy(3,4,5 nunepupun), 2.88 (c, 2H,
CH,), 3.42-3.50 (M, 4H, CH,(2,6) nunepuaun), 7.10-7.35 (M, 4H, 4xCH Ap),
8.11 (yurc, 1H, NH). Cunekrp SIMP 13C (75 MI'y, DMSO/CCly, — 1/3), 6,
M.Ac 0 22,54 (2xCH, npukaorentan), 24.20 (CHy(4) nunepuaun), 25.30
(CH4(3,5) nunepuaut), 29.81 (2xCH, nuraorenTtan), 36.73 (2xCHy muraorer-
TaH), 38.12 (C pukaorentan), 39.62 (CHy), 44.94 (CHy(2,6) nunepupus),
113.15 (C=C-C=N), 117.05 (C=N), 124.52 (CH Ap), 125.92 (CH Ap), 127.60
(CH Ap), 129.02 (CH Ap), 130.40 (C Ap), 135.00 (C Ap), 145.77 (C=C-C=N),
154.31 (C=0). Hatipeno, %: C 75.88; H 8.28; N 11.65. Cy3Hy9N30.
Breruucaeno, %: C 76.00; H 8.04; N 11.56.

N-(3'-Iuano-1'H-cnupo[uukiaorentan-1,2"-nadpramun]-4'-un)mopdosmn-4-
kapookcamua (8). Broixop 2.0 2 (78%), T. ma.>250°C, R; 0.62 (aTuaameraT-
Genson, 2:1). MK-cmekrp, v, ex’: 1612 (C=C apom); 1640 (C=0); 2215
(CN); 3204 (NH). Cmekrp AMP 'H (300 MI'y, DMSO/CCl, — 1/3), 6, M.A
1.45-1.75 (M, 10H, 5xCH, 1mukaorentaHn), 1.76-1.89 (M, 2H, CH,
nukraorentaH), 2.83 (c, 2H, CH,), 3.46-3.52 (M, 4H, CH,(3,5) Mopdoaus),
3.62-3.68 (M, 4H, CH, (2,6) mopdoaun), 7.11-72.30 (M, 4H, 4xCH Ap), 8.30
(yur.c, 1H, NH). Cnekrp AMP 13C (75 MI'y, DMSO/CCly — 1/3), 6, m.A:
22.53 (2xCH, mwmraorenTan), 29.80 (2xCH, mnuraorenTtan), 36.70 (2xCH,
ngukaorenrtaH), 38.20 (C uukaorenrtaH), 39.54 (CHy), 44.36 (CHy(3,9)
MopdoanH), 65.89 (CHy(2,6) mopdoann), 113.83 (C=C-C=N), 116.95 (C=N),
124.46 (CH Ap), 126.00 (CH Ap), 127.68 (CH Ap), 129.17 (CH Ap), 130.23 (C
Ap), 135.04 (C Ap), 145.37 (C=C-C=N), 154.68 (C=0). Hatipeno, %: C
72.47;, H 7.33; N 11.64. Cy9Hy3N30,. Beruucaeno, % C 72.30; H 7.45; N 11.50.

N-(3'-LUuano-1'H-cnupo|uuxiorenran-1,2'-napranuu]-4'-un)azenuu-1-
kapOokcamua (9). Beixop 2.0 2 (81%), T. A, 215-218 C, Rf 0.76 (sTmAaneTat-
6erzon, 2:1). MK-cmektp, v, em™ 1610 (C=C apom); 1650 (C=0); 2200
(CN); 3284 (NH). Cnekrp SIMP 'H (300 MI'y, DMSO/CCl,; — 1/3), J, M.
1.45-1.90 (M, 20H, 6xCH, nukaorenrtan), CHy(3,4,5,6) azenun), 2.83 (c, 2H,
CH,), 3.44-3.52 (M, 4H, CH4(2,7) azenwun), 7.10-7.29 (M, 4H, 4xCH Ap), 7.86
(yur.c, 1H, NH). Cnektp AAMP 13C (75 MIy, DMSO/CCly — 1/3), 6, m.A:
22.55 (2xCH, nmraorenTas), 26.40 (CHy(4,5) azenmu), 28.05 (CH,(3,6) aze-
nuH), 29.82 (2xCH, nmraorentan), 36.70 (2xCH, nukaorenTan), 38.14 (C
nmukaorenTaH), 39.61 (CH,), 46.40 (CHy(2,7) azemnun), 113.74 (C=C-C=N),
117.03 (C=N), 124.60 (CH Ap), 125.87 (CH Ap), 127.56 (CH Ap), 128.97 (CH
Ap), 130.55 (C Ap), 13491 (C Ap), 14577 (C=C-C=N), 154.19 (C=0).
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Hatipeno, %: C 76.23; H 8.38; N 11.42. Cy4H3N3O. Beruuicaeto, %: C 76.35;
H 8.28; N 11.13.
1-(3'-Inano-1'H-cnupo[uuxiaorentan-1,2"-nadpramun]-4'-uwn)-3-(2,2-numern-
Terparuapo-2H-nupan-4-nn)moueBuna(10). Berxop, 1.5 2 (53%), T. A, 227-229°C,
R 0.68 (stmaauerat-6enszon, 2:1). MK-cmekTp, v, ent 1610 (C=C apom);
1647 (C=0); 2198 (CN); 3150-3370 (NH). Cmekrp SIMP !'H (300 My,
DMSO/CCl, — 1/3), 3, m.p., Iy: 1.18 (c, 3H, CHy), 1.21 (¢, 3H, CHjy), 1.22-
1.90 (M, 16H, 6xCH, nukaorentas), 2xCH, terparupponupas), 2.80 (c, 2H,
CH,), 3.55-3.85 (M, 3H, OCH, TeTrparuaponupat, NCH TeTparuaponupas),
6.30 (o, 1H, J=7.5, NH-TeTparupponupan), 7.09-7.28 (M, 4H, 4xCH Ap), 7.89
(yur.c, 1H, NH). Cnekrp AMP 13C (75 MI'y, DMSO/CCly — 1/3), 6, m.A.:
21.81 (CHj), 22.50 (2xCH, nturaorenTtaH), 29.74 (2xCH, mukaorenTan), 31.05
(CHjy), 32.96 (2xCH, nukaorenTtas), 36.67 (CHy Terparuapponupas), 37.90 (C
nuraorentaH), 39.58 (CH, terparupponupasn), 43.00 (NCH TteTrparumpponu-
pan), 43.20 (CH,), 59.55 (OCH, TeTparupponupan), 71.31 (C TeTparuapponu-
pas), 95.39 (C=C-C=N), 117.12 (C=N), 124.93 (CH Ap), 125.69 (CH Ap),
127.59 (CH Ap), 129.00 (CH Ap), 129.66 (C Ap), 134.95 (C Ap), 145.16
(C=C-C=N, 153.37 (C=0).Hampeno, %: C 73.83; H 8.34; N 10.42.
Cy5H33N30,. Brrunicaeno, %: C 73.68; H 8.16; N 10.31.
3-beun3ui-1H-cnupo[6enso[h]xunazonuu-5,1"-uukiaorenran]-2,4(3H,6H)-quon
(11). Beixop, 1.9 2 (86%), T. mA. 223-225°C, R; 0.66 (sTHAareTrar-6eH30A, 3:4).
UK-cmekTp, v, em’l: 1600 (C=C apom); 1659(C=0); 1726 (C=0); 3150-3350
(NH). Cnekrp AMP 'H (300 MI'y, DMSO/CCly; — 1/3), J, m.a.: 1.28-1.42 (M,
2H, CH, nuknorenran), 1.43-1.77 (m, 6H, 3xCH, nukaorenrtan), 1.78-1.98 (v,
2H, CH, nuraorentas), 2.24-2.40 (M, 2H, CH, nurknaorenTan), 2.96 (c, 2H,
CH,), 5.84 (c, 2H, CHj-Ph), 7.22-7.42 (M, 5H, 5xCH Ap), 7.43-7.54 (M, 3H,
3xCH Ap), 7.93-8.00 (M, 1H, CH Ap), 8.50-13.05 (u1.c, 1H, NH). Cnektp AMP
13C (#5 MI'y, DMSO/CCl, — 1/3), §, m.A.: 24.23 (2xCH, nukaoremnras), 26.37
(2xCHjy nuraorenTas), 32.91 (2xCH, nukaorentas), 37.27 (C OUKAOTENTaH),
39.88 (CHy), 45.51 (CH,-Ph), 109.71 (C=C-NH), 125.00 (CH Ap), 125.23 (CH
Ap), 126.83 (CH Ap), 127.21 (3xCH Ph), 127.84 (CH Ap), 127.99 (2xCH Ph),
132.04 (C Ap), 134.05 (C Ap), 136.86 (C Ap), 147.16 (C=C-NH), 148.00 (N-
C(0O)-NH), 157.13 (N-C(0)-C). Hampeno, %: C 77.88; H 6.55; N 7.42.
Cy5HyeN,O4. Berunicaeno, %: C 77.69; H 6.78; N 7.25.
3-®ensyTua-1H-cnupo[oenszo[h]xunazomun-5,1"-uukmnorenran]-2,4(3H,6H)-
auoH (12). Brixop, 1.2 2 (52%), T. iA. >250°C, Rf 0.67 (sTmaameTar-6eH30A, 3:4).
UK-cmekTp, v, em’l: 1600 (C=C apom); 1665(C=0); 1720 (C=0); 3150-3350
(NH). Cnekrp IMP 'H (300 My, DMSO/CCl, — 1/3), §, m.a., Ty: 1.28-1.42
(m, 2H, CHy nukaorentan), 1.44-1.80 (v, 6H, 3xCH, nukaorenrtan), 1.80-1.97
(M, 2H, CH, ntukaorenTas), 2.24-2.40 (M, 2H, CH, muraorentan), 2.93 (c, 2H,
CHy), 3.04 (1, 2H, J=7.4, CHy-CH)-Ph), 4.73 (1, 2H, J=7.4, CH,-CH,-Ph),
7.10-7.28 (M, 3H, 3xCH Ap), 7.29-7.52 (M, 5H, 5xCH Ap), 7.84-7.90 (M, 1H,
CH Ap), 8.40-13.10 (urc, 1H, NH). Cnekrp AMP 13C (7?5 MI'y, DMSO/CCl,
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— 1/3), J, m.p.: 24.38 (2xCH, nurnorenrtaH), 26.77 (2xCH, nukaorenras),
31.94 (C omknaorenran), 33.11 (2xCH, mukaorenran), 37.80 (CHy-CHy-Ph),
39.77 (CHy), 44.45 (CH,-CH,-Ph), 109.48 (C=C-NH), 125.04 (CH Ap),
125.13 (CH Ap), 125.94 (CH Ap), 126.83 (CH Ap), 127.72 (2xCH Ph), 127.80
(CH Ph), 129.12 (2xCH Ph), 131.92 (C Ap), 136.74 (C Ap), 137.18 (C Ph),
146.69 (C=C-NH), 147.53 (N-C(O)-NH), 156.93 (N-C(0O)-C). Haiipeno, %: C
77.82; H 7.18; N 7.16. CygHygN7O4. Beruricaeno, %: C 77.97;, H 7.05; N 6.99.

2-3amemiennbie SH-cnupo[6enso[h][1,2,4]Tpua3zoo[1,5-C]xunazonuu-4,1"-uuk-
gorentan]-11(10H)-oubr (13-18) (o6mas meroguka). Cmech 3.32 2 (0.01 mons)
penun-(3'-1uano-1'H-cmpo[1ukaorenTas-1,2'-HadTrarnH]-4'-unr) kapGaMaTa
(4) u 0.01 mona Tuppasupa HarpeBaroT Ha OaHe Byaa mpu 205-210°C B Teue-
HHe 8 u. PeakKIIMOHHYIO CMeCh OXAAXKAQIOT, IPOMBIBaIOT 70% 3TaHOAOM U Iie-
PEKPUCTAaAAN30BEIBAIOT M3 OyTaHOAA.

2-(IMupuaun-4-un)-5H-cnupo[6enso[h][1,2,4] rpuazono[1,5-c|xunazonun-4,1"-
nukgorentan]-11(10H)-on (13). Beixoa 1.4 2 (50%), T. mA. > 250°C, Ry 0.67
(sTuAameTaT-6en3on, 3:4). UK-cektp, v, ex’™: 1597, 1611 (C=C apom); 1739
(C=0); 3150-3250 (NH). Cnekrp SIMP 'H (300 MI'y, DMSO/CCl, — 1/3), 3,
M.A.c 1.48-1.82 (M, 8H, 4xCH, nukraorenrtan), 1.83-2.00 (M, 2H, CHy 1mukao-
renTaH), 2.48-2.64 (M, 2H, CH, nukaorenTtasn), 2.99 (¢, 2H, CH,), 7.23-7.40 (M,
3H, 3xCH Ap), 7.93-7.99 (M, 1H, CH Ap), 8.07-8.13 (M, 2H, CH (3,9)
nupupuH), 8.67-8.73 (M, 2H, CH(2,6) nmpupun), 12.06 (yurc, 1H, NH).
Cnektp SAMP 13C (75 MIy, DMSO/CCly — 1/3), §, m.a.: 23.70 (2xCH, k-
aorenTaH), 29.67 (2xCHy nukaorenTtaH), 36.55 (2xCH, muraorenTan), 39.17
(C nurnorenTan), 40.62 (CH,), 112.92 (C-C=C-NH), 120.56 (CH(3,5) nupu-
amH), 123.79 (CH Ap), 126.25 (C Ap), 126.54 (CH Ap), 127.93 (CH Ap),
129.77 (CH Ap), 135.80 (C Ap), 137.10 (C Ap), 137.63 (C-C=C-NH), 144.29
(C-C=C-NH), 149.68 (CH(2,6) nupuaun), 154.59 (N-C=N), 161.06 (C=0).
Hatipeno, %: C 72.63; H 5.96; N 17.52. Cy4H)3N;50. Beruucaeno, %: C 72.52;
H 5.83; N 17.64.

2-®enna-5H-coupo[6enso[h][1,2,4] Tpua3oso[1,5-c]xuHa3zonun-4,1" -qukiaoremn-
taH|-11(10H)-ou (14). Beixop 1.2 2 (43%), T. ia. >250°C, Ry 0.54 (sorbfil, aTua-
anieraT-0ens3on, 2:1). UMK-cmekTp, v, emt: 1595,1609 (C=C apom); 1713
(C=0); 3150-3250 (NH). Cnekrp IMP 'H (300 MI'y, DMSO/CCl, — 1/3), §,
M.A.c 1.48-1.83 (M, 8H, 4xCH, nukraorenrtan), 1.85-2.01 (M, 2H, CHy 1mmukao-
remnTaH), 2.56-2.69 (M, 2H, CH, nmukaorenTtasn), 2.99 (¢, 2H, CH,), 7.23-7.40 (M,
3H, 3xCH Ap), 7.41-7.55 (M, 3H, 3xCH Ap), 7.92-7.99 (m, 1H, CH Ap), 8.20-
8.27 (M, 2H, 2xCH Ap), 11.91 (ym.c, 1H, NH). Cnektp AMP 13C (75 MIy,
DMSO/CCl, — 1/3), 8, m.pa.: 23.69 (2xCH, mmraorenran), 29.68 (2xCH,
nukaorenTat), 36.56 (2xCH, nukaorentan), 39.14 (C pukaorentan), 40.74
(CHy), 112,95 (C-C=C-NH), 123.65 (CH Ap), 126.40 (C Ap), 126.46 (CH
Ap), 126.73 (2xCH Ap), 127.84 (CH Ap), 127.92 (2xCH Ap), 129.36 (CH Ap),
129.51 (CH Ap), 130.09 (C Ap), 135.69 (C Ap), 137.00 (C-C=C-NH), 144.42
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(C-C=C-NH), 154.20 (N-C=N), 162.89 (C=0). Hatipeno, %: C 75.61; H
6.01; N 14.22. Cy5H4N,4O. Brruucaeno, %: C 75.73; H 6.10; N 14.13.
2-(2-Tuapoxcudpenuni)-5H-cnupo[denso[h][1,2,4] rpua3zosio[1,5-C|xunazonun-
4,1"-nuxsorentan]-11(10H)-ou (15). Beixop, 1.7 2 (59 %), T. ma. >250°C, R; 0.67
(sorbfil, atmaameraT-6en30n, 2:1). MK-cmekrtp, v, em™ 1610 (C=C apom);
1624 (C=N); 1718 (C=0); 3150-3200 (NH). Cmekrp SIMP !H (300 My,
DMSO/CCl, — 1/3), §, m.a.: 1.52-1.94 (M, 10H, 5xCH, mukaorenrtas), 2.46-
2.58 (M, 2H, CH, mukaorenrasn), 3.01 (c, 2H, CHy), 6.91-7.00 (M, 2H, 2xCH
Ap), 7.25-7.42 (M, 4H, 4xCH Ap), 7.97-8.01 (M, 1H, CH Ap), 8.13-8.20 (v, 1H,
CH Ap), 10.70 (ymr.c, 1H, OH), 12.20 (ym.c, 1H, NH). Cnekrp AMP 13C (75
Mly, DMSO/CCly — 1/3), 6, m.a.: 23.63 (2xCH, mnuraoremnrtas), 29.62
(2xCH4 nturaorenTtan), 36.48 (2xCH,y nukaorenTtan), 39.08 (C mukAoremnTas),
40.58 (CHy), 112.10 (C Ap), 113.00 (C-C=C-NH), 116.61 (CH Ap), 118.76
(CH Ap), 123.97 (CH Ap), 126.12 (C Ap), 126.60 (CH Ap), 127.41 (CH Ap),
127.94 (CH Ap), 129.98 (CH Ap), 131.32 (CH Ap), 135.84 (C Ap), 138.46 (C-
C=C-NH), 143.90 (C-C=C-NH), 152.90 (N-C=N), 157.05 (C Ap), 161.98
(C=0). Haiipeno, %: C 72.67;, H 6.03; N 13.52. Cy5Hy4N,4O,. Brruricaeno, %:
C 72.80; H 5.86; N 13.58.
2-ben3ua-5H-cnupo[6enso[h][1,2,4]Tpua3ono[1,5-c]xunazonunn-4,1'-nukioren-
taH|-11(10H)-ou (16). Beixop, 1.1 2 (38 %), T. ma. 191-193°C, Ry 0.49 (3THAaIE-
Tar-6em3on, 3:4). VK-cmekTp, v, en™ 1596,1609 (C=C apom); 17624(C=0);
3150-3250 (NH). Cnekrp SIMP 'H (300 My, DMSO/CCly — 1/3), §, Mm.A.
1.40-1.90 (m, 10H, 5xCH, nukaorenTtas), 2.46-2.62 (M, 2H, CH, nukraoremn-
TaH), 2.94 (c, 2H, CHy), 4.14 (c, 2H, CH,-Ph), 7.12-7.45 (M, 8H, 8xCH Ap),
7.86-7.94 (M, 1H, CH Ap), 11.81 (yurc, 1H, NH). Cnekrp SIMP 13C (75 MTIy,
DMSO/CCl, — 1/3), 9, M. 23.43 (2xCH, mmraorenTan), 29.25 (2xCH,
nukaorentan), 34.44 (CH,-Ph), 36.42 (2xCH, nukaorenran), 39.10 (C mukao-
remnrtan), 40.49 (CH,), 112.84 (C-C=C-NH), 123.57 (CH Ap), 125.79 (CH Ap),
126.43 (CH Ap), 126.43 (C Ap), 127.65 (2xCH Ap), 127.80 (CH Ap), 128.49
(2xCH Ap), 129.42 (CH Ar), 135.59 (C Ap), 136.74 (C Ap), 137.05 (C-C=C-
NH), 144.31 (C-C=C-NH), 153.95 (N-C=N), 164.88 (C=0). Hatipeno, %: C
76.19; H 6.49; N 13.52. CygHysN4O. Brruncaeno, %: C 76.07; H 6.38; N 13.65.
2-((n-Toamokcu)mernit)-5H-cnmpo[6enso[h][1,2,4] Tpuazono[1,5-C]xuna3zo-
Jgmn-4,1"-mukiorentan]-11(10H)-ou (17). Beixoa 1.5 2 (50%), T. A, 200-202°C, R¢
0.56 (sTunatieraT-0eH3on, 3:4). UK-cnekTp, v, e’ 1600 (C=C apom); 1704
(C=0); 3150-3250 (NH). Cnekrp IMP 'H (300 MI'y, DMSO/CCl, — 1/3), §,
M. A 1.40-1.90 (M, 10H, 5xCH, nukaorenTtan), 2.28 (¢, 3H, CHy), 2.48-2.62
(M, 2H, CH, mukaorenTan), 2.95 (¢, 2H, CHy), 5.20 (¢, 2H, OCH,), 6.99-7.07
(M, 4H, 4xCH Ap), 7.20-7.37 (m, 3H, 3xCH Ap), 7.87-7.95 (M, 1H, CH Ap),
11.94 (ymrc, 1H, NH). Cnekrp AMP 13C (75 MI'y, DMSO/CCl, — 1/3), §,
M.Ac 19.99 (CHj), 23.35 (2xCH, mmukaorenTan), 29.02 (2xCH, 1mmkaorenTaH),
36.40 (2xCH, nmkaorental), 39.18 (C upuraorentan), 40.23 (CH,), 63.01
(OCH,), 113.00 (C-C=C-NH), 114.47 (2xCH Ar), 123.73 (CH Ap), 126.38 (C
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Ap), 126.52 (CH Ap), 127.90 (CH Ap), 129.15 (2xCH Ap, C Ap), 129.63 (CH
Ap), 135.67 (C Ap), 137.20 (C-C=C-NH), 144.34 (C-C=C-NH), 154.16 (N-
C=N), 155.90 (C Ar), 161.92 (C=0). Hampeno, %: C 73.80; H 6.28; N 12.55.
Co7HgN4Os. Beiuncaeno, %: C 73.61; H 6.41; N 12.72.
2-((3,4-Iumerunenoxcu)merni)-5H-cmupo[6enso[h][1,2,4] Tpuaszoo[1,5-

Clxunazonuu-4,1'-uukaorentan]-11(10H)-oun (18). Beixop 1.7 2 (53%), T. mA. 198-
199°C, R; 0.70 (sorbfil, stmrameraT-6enson, 2:1). MK-cmekrp, v, cml: 1595,
1609 (C=C apom); 1716 (C=0); 3120-3250 (NH). Cnmekrp IMP 'H
(300 MI'y, DMSO/CCly — 1/3), 8, M. 1.40-1.90 (M, 10H, 5xCH, mukao-
renran), 2.17 (¢, 3H, CHjy), 2.22 (c, 3H, CHj), 2.46-2.62 (m, 2H, CH,
nukraorenTas), 2.95 (¢, 2H, CHy), 5.18 (c, 2H, OCH,), 6.70-6.88 (M, 2H, 2xCH
Ap), 6.90-7.00 (m, 1H, CH Ap), 7.20-7.38 (M, 3H, 3xCH Ap), 7.86-7.98 (M, 1H,
CH Ap), 11.93 (ymrc, 1H, NH). Cnekrp AMP 13C (75 MIy, DMSO/CCl, —
1/3), 8, m.a.: 18.23 (CHj), 19.42 (CHj), 23.31 (2xCH, mukraoremnrtas), 28.95
(2xCH, nuraorenTas), 36.34 (2xCH, nukaorenTas), 39.13 (C nukaoremnTtaH),
40.14 (CHy), 62.89 (OCHsy), 111.60 (CH Ap), 11296 (C-C=C-NH), 116.04
(CH Ap), 123.68 (CH Ap), 126.35 (C Ap), 126.47 (CH Ap), 127.83 (C Ap),
127.85 (CH Ap), 129.57 (2xCH Ap), 135.62 (C Ap), 136.39 (C Ap), 137.12 (C-
C=C-NH), 144.29 (C-C=C-NH), 154.09 (N-C=N), 156.07 (C Ap), 161.97
(C=0). Haiipeno, %: C 73.81; H 6.79; N 12.17. CyogH3oN4O,. Brruricaeno, %:
C 73.98; H 6.65; N 12.33.

Hccneoosanue vinonneno npu gurancogoi noooepaicke I ocyoapcmeennozo Komu-
mema no Hayke MOH PA 6 pamkax nayunoeo npoexma Ne 15T-1D149.

4'-QUbhLO-1'H-UNPLA[SPULANENSUTL-1,2'"- LUDE-ULDL]-3'-
YULLNLPSCPPLP UPLEGAL I NMNS PNRELGNFULELL

W b. UULYNUBUL, U. 4. SUSLUNES3UL, U. . QULLPEL3UEL, U. U. ULU3UL,
&. N. ULPUBL3UL, 9. U WLUYhU3UL U 0 6. UNFPEA3UWL

Pliigfydwgblighnud pinppof o 2-gflynSbupnfypolidwgninifunppyp dpugdub wpgn-
prdd uffliqby & 2-(1-phigpygflyndbupnfy) dugpbnbfunpfy, npp SSdpulwy @Rdp dffu-
fuypredd ghlydly & 4=unlpiin-1"H-uppn] gflyndbupnwt-1,2 -t Fuyfiie] -3 ~fjuppnbfunpfyh:
Lbpufu b pEupypnprpdpunnf fuinbiududp syl & pbify-(3-gpwin-1'H-
usgopn| gy & bugunusti-1,2" Yo By o] -4'~py) hpusppusdunn: - Gwppudunnf Spobut fpu opi-
Pl by bpl b bnnbyulupfwd dpqubynf@bp,  3-mbquilpugpfus 1H-ugfpn]phi-
zln[h][u[riuuzlnu‘lil-5,1 "5[1[[["4[7111”1”!2’]'2,4(3[‘1,6]‘1)'ll.["lililli[l ne 2-u1[nlw[ilul:{lu& 5H—uui[1—
pn[Flﬁuln[h][I ,2,4]u1[1[1uulnln[1,5—0][11[171uulnl[121-4,1 ,-5[1[[["<liu[u1w71]-11 (10H)-ni:71[i[1 : U[lil'
[Plfmsd dpuagnefymiiibph jElapuiilypts aanolifpocfdyndibpp gogy B kg, op
qpulp odimfwd ki {ulpuninnigpuyfl b Qulpwpulpnbpfiuy {unnlndfdynciibpm) :
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SYNTHESIS AND SOME TRANSFORMATIONS OF 4'-AMINO-1'H-
SPIRO[CYCLOHEPTANE-1,2'-NAPHTHALENE]-3'-CARBONITRILE

A. 1. MARKOSYAN, K. K. HAYRAPETYAN, S. H. GABRIELYAN, S. S. MAMYAN,
F. H. ARSENYAN, J. A. AVAKIMYAN and R. E. MURADYAN

Scientific and Technological Center of Organic
and Pharmaceutical Chemistry of NAS RA
26, Azatutyan Ave., Yerevan, 0014, Armenia
Phone: + 374 10 288 443. E-mail: ashot@markosyan.am

The interaction of 2-cycloheptylidenemalononitrile (1) with benzylmagnesium chlo-
ride led to the formation of 2-(1-benzylcycloheptyl)malonodinitrile (2). Conditions were
developed for the intramolecular cyclization of dinitrile 2 in the target 4'-amino-1'H-
spiro[cycloheptane-1,2'-naphthalene]-3'-carbonitrile (3). As a result of the reaction of
aminonitrile 3 with phenylchloroformate in the environment of absolute benzene, phe-
nyl(3'-cyano-1'H-spiro[cycloheptane-1,2'-naphthalene]-4'-yl)carbamate (4) was obtained,
which, condensed with secondary amines (diethylamine, pyrrolidine, piperidine, mor-
pholine, azepine), is converted into 1,3,3-trisubstituted urea 5-9. In the same conditions,
2,2-dimethyl-4-tetrahydropyranylamine forms 1,3-disubstituted urea — 1-(3'-cyano-1'H-
spiro[cycloheptane-1,2'-naphthalene]-4'-yl)-3-(2,2-dimethyltetrahydro-2H-pyran-4-
yl)urea (10).

When benzylamine and phenethylamine are used, a mixture of the corresponding
urea and dioxoquinazolines 11 and 12 is formed. The processing of these mixtures with
alkali leads to the compounds 11 and 12 in a pure form. Synthesis of 2-substituted 5H-
spiro[benzo[h][1,2,4]triazolo[1,5-c]quinazoline-4,1'-cycloheptane]-11(10H)-ones  (13-18)
was carried out by the interaction of carbamate 4 with hydrazides of aromatic and
heteroaromatic carboxylic acids in the absence of a solvent at 205-210°C.

The antitumor activity of the compounds was studied based on the model of a
transplanted tumor of mice — Sarcoma 180. The therapeutic effect was assessed by the
percentage of the inhibition of the tumor growth in relation to the control. It was found
that most compounds do not have a reliable antitumor effect. Only some compounds
(5,7,13,17,18) in doses of 160-175 mg/kg show weak or moderate therapeutic effect,
suppressing the growth of Sarcoma 180 by 32-46% (P<0.05).

The antibacterial activity of synthesized compounds was studied by the method of
“diffusion in agar” with a microbial load of 20 million microbial bodies per 1 ml of
environment. As test objects, gram-positive staphylococci (Staph. Aureus 209p, 1) and
gram-negative rods (Sh.dysenteriae Flexneri 6858, E. Coli 0-55) are used. The
calculation of the results is carried out according to the diameter (d) of the no-growth
zones of microorganisms at the site of application of compounds (in mm). It has been
found that compounds 5-9 and 13 inhibit the growth of then individual microorganisms
in 15-20 mm diameter zone.
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