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KucnotHbiM rugponu3om  1-amuHo-3,3-gumeTtun-3,4-gurngpoHadtanvH-2-kapoonntpuna (B-
aMWHOHUTPWUNM) CUHTE3MPOBAH KETOHWUTpWUI, nepeBedeHHbli B 4,5-aurnmapo-2H-6eH3o[g]uHaason.
BpomupoBaHuem B-amuHoHUTpUna nomny4veH 2-6pom-3,3-gumeTnn-1-okco-1,2,3,4-teTparngpoHadc-
TanuH-2-kapboHntpun. BaanmogencTerem B-aMmuHoHUTpUNa ¢ 3-xnopceHnnm3oumaHaTom 1 Xnop-
aHrMapuaamy KapboHOBBIX KUCMOT NOMyYeHbl MOHO- 1 An3aMeLLeHHble MOYEBUHbI, @ Takke MOHO- 1
AVaumnnpon3BofHble, COOTBETCTBEHHO. Ha 6a3e aumnnpom3BoaHbIX NOMy4eHbl 2-3aMelleHHble 5,5-
anmeTtun-4-okco-3,4,5,6-tetparnapobensofh]xuHasonuubel,  3,3-gumeTun-2-(2-okconupponuaunH-1-
un)-3,4-anrngpoHadtanuh-2-kapborutpun  u - 6,6-gumeTun-5,6,10,11-tetparnapobeHso[h]nuppo-
no[2,1-b]xvHa3onuH-7(9H)-oH. N3yyeHbl aHTMBaKkTepuanbHble CBONCTBA CUHTE3VMPOBAHHbIX COeau-
HeHWi. BbisiBNEHO, 4YTO GONbLUMHCTBO MCCNEAOoBaHHbIX COEANHEHUI NposBnsSeT cnabyl unu yme-
pPeHHyt0 aHTMBaKTepuanbHyl0 akTUBHOCTb B OTHOLLEHWU FPamnonoXMTENbHBIX U rpamoTpulaTens-

HbIX MUKPOOPraHM3mMoB.

Bubn. cebinok 12.

W3 AnTepaTypHBIX NCTOUHUKOB OBIAO M3BECTHO, UYTO NIPOU3BOAHEBEIE OEH-
30[h]xmHa30AMHA OOAAAAQIOT LIEHHBIMU OMOAOTHMYECKUMM cBouicTBamu [1-8].
[TpoBepéHHBIE HAaMM paHee HCCAEAOBAHUSA B 3TOM OOAAQCTH IMIOKAa3aAW, 4TO
BBIIIEYIIOMSHYTHIM IeTEPOIUKA SIBASIETCS 3a4acTyl0 COCTABHOM 4acCThbIO OMO-
AOTHYEeCKHU aKTUBHBIX coepnHeHUY (BAC), 94TO mpeacTaBAseT oIpeAeAeHHBIN
WHTEepecC TIpU IIOWCKE COeAVHEHWY C aHTHOaKTepHUaAbHBIMM CBOWCTBamMu [9-
11]. B nmouckax BAC c aHTHOAKTepUAABHBIMU CBOUCTBAMM CPEAU IIPOU3BOA-
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HBIX AUTHMAPOHa(dTarmHa U OeH3o0[h|xmHa30AMHA Ha 0a3e AOCTYIHOIO CHIPbSI
— l-ammHO-3,3-pAuMeTHUA-3,4-AUTHAPOHA(TAAMH-2-KapOOHUTPHAA  (-aMUHO-
HUTPUAQ), HAMU CHUHTE3WPOBAHBLI UX HOBBIE IIPON3BOAHBIE. KHMCAOTHBIM THA-
pPOAM30M [(-aMUHOHUTPUAA AUTHAPOHA(PTAAMHOBOTO psipa (1) OBIA TOAyUYeH
3,3-amMeTHA- 1-0KCo-1,2,3,4-TeTparuppoHadrarmH-2-KapobounTpua (2). ITocaea-
HUM, coraacHOo AaHHBEIM SMP !'H cmektpa, ma 30% cymectByer B ¢opme
eHoAa. KoHpeHcanyel KeTOHUTPHAA 2 C THAPA3MHOM U (PEeHUATUAPA3UHOM
IIOAYUYEeHBI 3-aMUHO-4,4-AnMeTHuA-4,5-purnapo-2H-06enso[glunpazoast (3,4). B
IIOVICKaX HOBBLIX IPEACTABUTEAEM 3TOr0 KAACCa COEAMHEHMU OCYIIECTBACHO
Tak’)Ke OpoMHpOBaHWE aMHUHOHHUTPUAA M3OBITKOM OpoMa, NpHBeEAllee K
00Opa3oBaHuIo SIPKO-KPaCHBIX KPHCTAANOB AUOPOMUA-TIEPOPOMUAZ,
SA€MEHTHBIN aHaAn3 KOTOPOI'O CBUAETEABCTBYEeT O HAAWUMU UYeThbipexX
aToMoB Opoma. OOpabOTKOM SPKO-KPACHBIX KPUCTAAAOB AUOPOMUA-
nepbpomupa pa3baBAeHHBIM (3-5%) pacTBopoM KapOoHaTa KaAUusg WUAU
TUAPOKCHAA @MMOHMS IIOAYYeHBl OeAble KPUCTaAABl 2-OpoM-3,3-pAUMeTHA-1-
okco-1,2,3,4-TeTparuppoHadTarnH-2-Kapooraurpuaa (5). YcTaHOBAEHO, UTO B
pe3yAbTaTe B3aUMOAEHUCTBUSI aMUHOHUTPHAA 1 ¢ 3-xaropdeHmAn3onmaHaTom
B 3@BHCHMOCTU OT KOAWYECTBA M30IHaHaTa 00pa3yloTcs AUOO0 YPEeUAOIPOn3-
BOAHOe 6, AuOO AMYPEeHAONPOU3BOAHOe 7. VI3ydeHBI peaknuu [-aMUHOHUT-
pHAa C XAOPAHTUAPHAAMU KapOOHOBEIX KMCAOT BapbUPOBAHUEM OTHOCUTEAB-
HBIX KOAWYECTB peareHToB. [Ipy HMCIOAB30BAaHWM JKBUMOALHBIX KOAWYECTB
XAOPAHTUAPUAOB Y-XAOPMACASTHOU M KAaITPOHOBOU KHCAOT OOpPa3yIOTCSI MOHO-
amMuAHL 8, 9, B TO BpeMsd KaK B CAydae ABOMHBIX KOAMYECTB XAOPAHTHAPUAOB
Y-XAOPMACASIHOM, 2-XAOPOEH30MHON U 2,5-AUXAOPOEH30MHOU KUCAOT HMeeT
MecTo 0Opa30oBaHVe AMAITUANPOBAHHBLIX TPOAYKTOB 10-12 mo cxeme 1.
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R=C4H9 (8), R=C3H7C1 (9, 10), R=2'CH3C6H4 (11), R=2,5-C12C6H3 (12)
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Hamm ycTaHOBAEHO, YTO MOHOAIIMAMPOBAHHOE IIPOM3BOAHOE 9 IIOA
AEUCTBHEM MOP(OAWHA BHYTPUMOAEKYASIPHO IIUKAU3YyeTCd B 3,3-AUMETHA-2-
(2-okcomuppoAUuAVH-1-UA)-3,4-AuTuApPOHadTaAUH-2-KapOoouuTpua (13). IToxka-
3aHO, YTO aMUAOHUTPHUABL 8 1 9 B CIMPTOBOM PacTBOPE B MIPHUCYTCTBHUM XAO-
PHUCTOTO BOAOPOAA LIUKAM3IYIOTCA B 2-OyTHA-5,5-AUMETHA-5,6-AUTHAPOOEH-
3o[h]xunazornn-4(3H)-on (14) u 2-(3-XA0OpONPOIUA)-5,5-AMUMETHUA-D,6-AUTHA-
pobenzo[h]xnaazoaun-4(3H)-on (15), coorBercTBeHHO. Hammu ycranoBaeHO
TaK’Ke, YTO IIOCAEAHUY B NPUCYTCTBUU IUKAWYECKUX aMUHOB (IUPPOAVAWH,
NUIEPUAUH, MOP(OAUH) UAU €AKOTO KaAl IIOABEPraeTcCsi BHYTPUMOAEKYASIP-
HOM IIMKAM3anuu C oOpa3oBaHueM 0,6-pAuMeTnA-5,6,10,11-TeTparuppoben-
3o[h]mmppono|2,1-b]xunazornn-7(9H)-ouna (16) (cxema 2).

Cxema 2
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W3yueHsl aHTHOAKTepHaAbHBIE CBOMCTBA CHUHTE3UPOBAHHBIX COEAUHE-
HUM mo Meropy “auddysus B arape” [12] npu 6akTepuarbHOM Harpyske
20 mnn MUKPOOHEBIX TeA Ha 1 mn cpepbl. BBIIBA€HO, 4TO OOABIIMHCTBO U3
HCCAEAOBAHHBEIX COEAVMHEHUM IIPOSBASET CAAOyI0 HAM YMEPEHHYIO aKTUB-
HOCTb B OTHOIIEHMWH TI'PAMIOAOKUTEABHBIX W TI'PAMOTPUIATEABHBIX MUKPO-
OpPraHu3MoOB B 30He pAuamMeTpoM 12-18 mm.

3KCHepHMeHTaJ'[LHaH 4acThb

UK-crnekTprsl cHATBE Ha crekrpodoromerpe “FT-IR NEXUS" B Ba3se-
AMHOBOM Macae, crekTpel IMP 'H u 13C — na npu6ope "Varian Mercury-
300", sayrperHui cranpapt — TMC uau I'MAC. TCX npoBepeHa Ha IAac-
tuHKax "SilufolR", mposiBUTeAL — TapHI HoAQ.

3,3-Aumerni-1-okco-1,2,3,4-rerparuaponadrannn-2-kapoéonurpui (2). Cmech
1.98 2 (0.01 mona) 1-amunHO-3,3-AUMETUA-3,4-AUTUAPOHAPTAANH-2-KapOOHUT-
puAa, 15 mn MypaBBUHOU KUCAOTHL U 10 Mz BOABI KUIATAT C OOPATHBIM XOAO-
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AUABHUKOM B TedeHHe 15 u. PeakIJMOHHYIO CMeCh OXAQKAAKOT WU
NIpUOaBASIOT K Hel BOAY. BhINIaBIIMe KPUCTAAABL OT(PUABTPOBHEIBAIOT U Iepe-
KPUCTAAAU30BLIBaIOT U3 70% sTaHoaa. Bwixop 1.7 2 (85%), T. mA. 118-119°C,
Rf 0.42 (xnropodopm-anetoH, 8:2). Hampeno, %: C 78.22; H 6.51; N 7.22.
C3H3NO. Beruucaeno, %: C 78.36; H 6.58; N 7.03. UK-cnekTp, v, e 1600
(C=C apom), 1688 (C=0), 3350 (OH). Cmekrp SIMP !'H (AMCO-d6), §,
M.A., [y: (CMech KeTO-eHOABHBIX TayToMepHBIX (hopm =~ 70:30 %). 1.06 (c,
2,2H), 1.16 (c, 1,6H), 1.36 (c, 2,2H), C(CHj),), (2.73 (c, 0.5H), 2.85 (a, 0,7H,
J=16.6), 3.18 (p, 0.7H, J=16.6, CH,), 4.30 (c, 0.7H, CH), (7.11-7.15 (M,
0.2H), 7.21-7.31 (v, 1.3H), 7.33-7.39 (M, 0.8H), 7.53-7.66 (M, 1.0H), 7.93-7.97
(v, 0.7H, CH-Ar), 10.32 (¢, 0.3H, OH). Cnekrp AMP 13C, §, m.a.: 21.7, 21.8,
26.9, 28.3, 31.9, 36.6, 41.6, 42.4, 52.2, 92.0, 115.1, 116.9, 123.1, 126.0, 126.4,
126.5, 126.7, 126.7, 127.4, 128.7, 128.9, 129.0, 129.5, 129.5, 134.1, 135.8, 140.9,
159.5, 188.0.

3-AMuno-4,4-gumernia-4,5-nurnapo-2H-6en3o[gjungazoan (3). Cmech 5 mxn
ruppasuHruppara, 2.6 ¢ (0.013 mona) 3,3-puMeTnA-1-0kco-1,2,3,4-TeTparuppo-
HadTarmH-2-KapboHuTpuira (2) m 10 mz aBCOAIOTHOTO 3TAHOAA KHUIATAT C
OOpaTHBIM XOAOAUABHHUKOM B TedeHHe 15 y. 3aTeM peakIMOHHYIO CMeCh OX-
AQKAQIOT U puOaBAsioT 20 a1 Boabl. OOpPa30BaBUIUNCI OCAAOK OT(PUABTPO-
BBIBAIOT, IIPOMEBIBAIOT Ha (UABTpPe 50% 3TAaHOAOM U CyLIAaT Ha BO3AYXe.
Brixop 1.6 2 (58%), T. mA. 223-224°C, Ry 0.23 (OeHsoa-sTaHoA, 10:1). HatipeHo,
%: C 73.12; H 7.20; N 19.85. C3H5N3. Breruucaeno, %: C 73.21; H 7.09; N
19.70. MIK-cekTp, v, em’™: 1595 (C=C apom), 1622 (C=N), 3200-3450 (NH,
NH,). Cnexrp IMP H, §, m.a.: 1.25 (c, 6H, C(CHs)9), 2.70 (c, 2H, CHy),
3.95 (ym.c, 2H, NH,), 7.02-7.18 (M, 3H, CH-Ar), 7.51-72.58 (M, 1H, CH-Ar),
11.61 (ym.c, 1H, NH). Cnekrp SIMP !13C, §, wm.a.: 26.5 (C(CH3)p), 30.4
(C(CHg)q), 45.6 (CHy), 108.0 (C=C-NH,), 122.7 (CH-Ar), 123.6 (C-Ar), 126.8
(CH-Ar), 128.7 (CH-Ar), 129.6 (CH-Ar), 136.5 (C-Ar), 141.1, 147.1.

3-AMuno-4,4-qumernia-penunia-4,5-quraapo-2H-oenso[gluaaazon (4). Cwmech
3.24 2 (0.03 mons) denurruppasmsa, 2.6 2 (0.013 wmons) 3,3-pumeTnn-1-okco-
1,2,3,4-TerparuppoadTarvH-2-KapoouuTrpuaa (2), 20 mz Toayora u 0.05 2 n-
TOAYOACYAB(OKHUCAOTEI KHUIMSATAT C OOPATHBIM XOAOAMABHUKOM B TeYeHUE
15 u. ITocae ypaneHUST pACTBOPUTEAST U M30BITKAa (PEHUATHAPA3UHA K OCTATKY
npubaBAgioT 20 mr 3TaHoAa U 20 maz BOABL. BreImaBiime NIpU OXAaKAEHUU
KPHUCTAAABI OT(PUABTPOBBIBAIOT U NEePEKPHUCTAaAU30BEIBaIOT U3 80% 3TaHOAA.
Breixop 3.3 2 (87.7%), T. niA. 84-85°C, R; 0.52 (6enzoa-stanoa, 10:1). HaiipeHo,
%: C 78.74; H 6.74; N 14.66. C{gH9N3. Brruucaeno, %: C 78.86; H 6.62; N
14.52. K-cektp, v, en’™: 1596 (C=C apom), 1628 (C=N), 3200-3350 (NH,
NH,). Cunexrp AMP H, §, m.a.: 1.34 (c, 6H, C(CHs)9), 2.75 (c, 2H, CHy),
4.41 (ym.c, 2H, NHy), 7.10-72.22 (M, 3H, CH-Ar), 7.26-7.34 (M, 1H, CH-Ar),
7.43-7.52 (m, 2H, CH-Ar), 7.61-7.68 (M, 2H, CH-Ar), 7.69-72.74 (M, 1H, CH-
Ar). Cunekrp SIMP 13C, §, m.a.: 27.2 (C(CHs)y), 30.5 (C(CHjs)p), 46.0 (CHy),
106.8 (C=C-NH,), 121.4 (CH-Ar), 123.3 (2(CH-Ar)), 125.6 (CH-Ar), 125.8
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(CH-Ar), 126.5 (CH-Ar), 127.8 (CH-Ar), 128.4 (2(CH-Ar)), 129.3 (C-Ar), 135.2
(C-Ar), 139.1 (C-Ar), 140.8, 145.9.
2-bpowm-3,3-mumernia-1-okco-1,2,3,4-rerparuaponadTaann-2-KapooHUTPHII
(5). B Tpexropayio peakIUOHHYIO KOAOy momeIrnaioT pactBop 3.96 ¢
(0.02 mons) ammuoHuUTprAa 2 B 40 M1 AEASHOM YKCYCHOM KHUCAOTHI U IIPHU
nepeMeNniuBaHUU TPUOABASIIOT o KamasiM 9.6 ¢ (0.06 mons) Opoma Cc TakoH
CKOPOCTBIO, YTOOBI TeMIlepaTypa PeakIMOHHOM CMeCH He IpeBblmasa 20-
25°C. Tlocae okoHuYaHUA NpubOaBACHUS OpoMa NepeMellnBaHue IMPOAOAKAIOT
emte 2 y npu TeMmneparype 30-35°C. OOpa3zoBaBHINeCS KPUCTAAABI 5 OT-
(bUABTPOBBIBAIOT, IIPOMBIBAIOT BOAOM U NEPEKPUCTAAAU3OBBIBAIOT U3 3TAHO-
Aa. Beixop 4.2 2 (75%), T. ma. 190-192°C, Ry 0.45 (6enzoa-aTtanoa, 10:1).
Hatipeno, %: C 56.28; H 4.49; Br 28.88; N 5.19. C;3H,BrNO. Brrurcaeno, %:
C 56.14; H 4.35; Br 28.73; N 5.04. MK-cektp, v, cm'™: 1595 (C=C apom),
1686 (C=0). Cnektp SIMP H, §, m.a., Iy: 1.29 (c, 3H, C(CHj) 4), 1.50 (c,
3H, C(CHg3) 5), 2.94 (a, 1H, J=17.6, CH,), 3.22 (o, 1H, J=17.6, CH,), 7.30-7.38
(M, 1H, CH-Ar), 7.40-7.48 (M, 1H, CH-Ar), 7.60-7.68 (M, 1H, CH-Ar), 8.01-
8.08 (v, 1H, CH-Ar). Cuekrp SIMP 13C, §, m.a.: 20.9 (C(CHjs) ), 26.0 (C(CHj)
2), 38.5 (C(CH3),), 40.0 (CH,), 58.8 (C-Br), 113.7 (C=N), 126.1 (C-Ar), 127.0
(C Ar), 128.3 (CH-Ar), 128.9 (CH-Ar), 134.7 (CH-Ar), 139.3 (C-Ar), 1824
(C=0).
1-(3-Xaopodennn)-3-(2-unano-3,3-rumeruii-3,4-guruaporadranun- 1-uia)mo-
yepuna (6). Cmecr 1.98 2 (0.01 monn) amuuHonuTpuaa 2, 1.2 2 (0.008 mons)
M-XAopdeHuAn3onuaHata U 15 mr abCOAIOTHOrO OeH30Aa OCTABALIOT IIPHU
KOMHATHOU TeMIlepaType B TeueHHe 48 y. K peakKIIMOHHOM cMeCU NpUOaB-
Aq10T 10 Mz reKcaHa U BBINABIINM OCAAOK OT(UABTPOBBIBAIOT U NE€PEKPUC-
TAAAU3OBBIBAIOT U3 OeH3oAa. Boeixop 1.5 2 (42.74%), T.ia. 176-177°C, R; 0.87
(xropodopmMm-aneToH, 8:2). Haiipeno, %: C 68.12; H 5.34; Cl 10.00; N 12.02.
CyoH;gCIN3O. Brruucaeno, %: C 68.28; H 5.16; Cl 10.08; N 11.94. VK-
criekTp, v, ex’: 1596 (C=C apom), 1664 (C=0), 3200-3350 (NH). CmekTtp
AMP 'H, §, m.a.: 1.21 (c, 6H, C(CHs)y), 2.82 (c, 2H, CH,), 6.88-6.94 (M, 1H,
CH-Ar), 7.15-7.30 (M, 5H, CH-Ar), 7.34-7.39 (M, 1H, CH-Ar), 7.60-7.63 (M,
1H, CH-Ar), 8.34 (ym.c, 1H, NH), 9.04 (yurc, 1H, NH).Cnektp SIMP 13C, §,
M.A.: 26.0 (C(CHj)p), 32.2 (C(CHs)y), 41.8 (CHy), 109.9 (C-C=N), 115.9 (CH-
Ar), 116.0 (C=N), 117.6 (CH-Ar), 121.2 (CH-Ar), 124.8 (CH-Ar), 126.0 (CH-
Ar), 127.6 (C-Ar), 127.7 (CH-Ar), 129.2 (CH-Ar), 129.4 (CH-Ar), 133.4 (C-Ar),
134.9 (C-Ar), 140.7 (C-Ar), 144.3 (C-NH), 151.3 (C=0).
JOu(3-xsopodenuikapéamoni)aMmuno-(2-uuano-3,3-qumerui-3,4-
auruaponadranud-1l-uin)moueBuna (7). Cmecsh 1.98 2 (0.01 mosrn) aMUHOHUTPUAA
2 u 1.6 2 (0.01 monsa) m-xroppeHurnsonuanata B 30 mrz cyxoro 6eH3oaa KU-
OATAT C OOpPaTHBIM XOAOAUABHUKOM B TeueHme 7-8 u. [Tocae ypaneHUS pact-
BOPUTEASI K OCTaTKy HNpUOaBAGIOT 32 ma 3TaHOAA U 4 ma Bopbl. OOpa3oBaBs-
MIMHUCSI 0CAAOK 7 OT(PUABLTPOBBLIBAIOT, IPOMBIBAIOT CMEChIO 3TAaHOA-BOAA (2:1).
Breixop, 1.3 2 (26%), T. A, 182-183°C, R; 0.77 (xaopodopm-arieToH, 8:2). Hati-
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AeHo, %: C 64.31; H 4.50; Cl 14.19; N 11.18. Cy7H9,CI,N,4O,. Brrauicaeno, %:
C 64.17; H 4.39; Cl 14.03; N 11.09. MK-cmekTp, v, ex™ 1595 (C=C apom),
1727 (C=0), 2212 (CN), 3384 (NH). Crmekrp IMP 'H, §, m.a.: 1.33 (c, 6H,
C(CHs3),), 3.02 (c, 2H, CHy), 7.02-7.08 (M, 2H, CH-Ar), 7.20-7.40 (M, 8H, CH-
Ar), 7.60-7.64 (M, 2H, CH-Ar), 10.06 (ymic, 2H, 2(NH)). Cmekrp IMP 13C, §,
M.A.: 25.6 (C(CHa)y), 33.8 (C(CHs)y), 40.6 (CH,), 114.8 (C=N), 118.9 (2(CH-
Ar)), 120.5 (2(CH-Ar)), 122.7 (C-C=N), 122.9 (CH-Ar), 123.3 (2(CH-Ar)),
126.7 (CH-Ar), 128.1 (CH-Ar), 129.0 (C-Ar), 129.2 (2(CH-Ar)), 130.1 (CH-Ar),
133.2 (2(C-Ar)), 135.6 (C-Ar), 139.0 (2(C-Ar)), 142.6 (C-N), 151.2 (2(C=0Q)).
N-(2-Iuano-3,3-mumerni-3,4-quruaponadpramun-1-mi)nenranamua (8). Cvech
2.18 2 (0.011 monsn) amuuoumTpura 2 u 1.2 2 (0.01 morsn) XAOpaHTHAPUAA TIEH-
TAHOBOM KHUCAOTHI B 30 mz cyxoro OeH30Aa KUMOATAT C OOpPaTHBIM XOAO-
AUABHUKOM 7 y. [Tocae ypaaneHMsS PACTBOPUTEAS] OCTATOK IEPEKPUCTAAAN30-
BBIBAIOT M3 MeTpoAeiHoro agupa (ppakuusa 80-120°C). Boixop 1.1 2 (39%),
T.oIA. 96-98°C, Ry 0.72 (sramoa). Hatipeno, %: C 76.45; H 7.66; N 9.81.
C1gH2N,O. Breruncaeno, %: C 76.56; H 7.85; N 9.92. MK-cmekrp, v, cm'™:
1615 (C=C apom), 1660 (C=0), 2202 (CN), 3150-3250 (NH). Cmextp SAMP
'H, 8, m.a., Ty: 0.98 (1, 3H, J=7.3, CH)-CH,-CH,-CHg), 1.21 (¢, 6H, C(CHjs)o),
1.36-1.50 (M, 2H, CH,-CH,-CHj-CHj), 1.59-1.72 (M, 2H, CH,-CH,-CH,-CH3),
2.36 (T, 2H, J=7.5, CHy-CH,-CH,-CH3), 2.87 (c, 2H, CHy), 7.13-7.32 (M, 4H,
CH-Ar), 9.56 (ymurc, 1H, NH).Cnektp AMP 13C, §, m.a.: 13.4 (CHy-CHy-CHog-
CHj), 21.7 (CHp-CH»-CH,-CH3), 26.0 (C(CHa)y), 27.0 (CH,-CH)-CH,-CHj),
32.3 (C(CHj3)9), 34.9 (CHy-CH,-CH,-CH3j), 41.6 (CH,), 113.9 (C-C=N), 115.7
(C=N), 124.4 (CH-Ar), 126.1 (CH-Ar), 1277 (CH-Ar), 129.2 (C-Ar), 129.4
(CH-Ar), 134.9 (C-Ar), 143.7 (C-NH), 170.8 (C=0).
4-Xn0p-N-(2-unano-3,3-gumeruii-3,4-nuruaponadranun-1-ua)oyranamug (9).
CwMmecsh 2.18 2 (0.011mons) amunonuTpuira 2 u 1.2 2 (0.01morsa) XAOpPaHTHAPTIAQ
XAOPMACASTHOM KHUCAOTHEI B 30 mz cyxoro OeH30Aa KUIATAT C OOPATHBEIM XO-
MOAMABHUKOM 7 u. IToche ypaneHUSI PAcCTBOPUTEAST K OCTATKy NPHUOABASIOT
50 mn meTpoaerHOro 3(upa, BBEINABIIUKW OCAAOK OT(PUABTPOBBIBAIOT U IIPO-
MbIBatOT 50% oatanoaoMm. Bwixop 1.2 2 (40%), T. ma. 127-129 °C, Ry 0.80
(6enzoa-stanoa, 1:10). Hatipeno, %: C 67.31; H 6.19; Cl 11.87;, N 9.08.
C17H9CIN,O. Brruncaeno, %: C 67.43; H 6.32; C1 11.71; N 9.25. MK-cuekTp,
v, en™ 1618 (C=C apom), 1670 (C=0), 2200 (CN), 3100-3300 (NH).
Crnektp AMP H, §, m.a., Ty: 1.22 (¢, 6H, C(CHjs)y), 2.06-2.18 (M, 2H, CHy-
CH,-CH,Cl), 2.56 (r, 2H, J=7.1, CH,-CH,-CH,Cl), 2.82 (c, 2H, CHy), 3.67 (T,
2H, J=6.5, CH,-CH,-CH,Cl), 7.13-72.33 (M, 4H, CH-Ar), 9.73 (yurc, 1H, NH).
Cmnexktp SAMP 13C, §, m.a.: 26.0 (C(CH3)p), 27.7 (CH,-CH,-CH,Cl), 32.1
(C(CHj3)9), 32.4 (CH,-CH,-CH,Cl), 41.6 (CH,), 43.9 (CH,-CH,-CH,Cl), 114.2
(C-C=N), 115.7 (C=N), 124.3 (CH-Ar), 126.2 (CH-Ar), 127.8 (CH-Ar), 129.1
(C-Ar), 129.6 (CH-Ar), 134.9 (C-Ar), 143.4 (C-NH), 169.7 (C=0).
4-Xaop-N(4-xaopooyranoni)-N-(2-uuano-3,3-numernii-3,4-guruaporadaanH-
1l-un)oyranamua (10). Cmech 5.96 2 (0.03 mons) amuHOHUTPHUAA 2 U 8.46 2
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(0.06 MOAsT) XAOPAQHTHAPHMAAQ XAOPMACAIHOU KHCAOTHL B 60 mrz  cyxoro
OeH30Aa KHIOATAT C OOpaTHBIM XOAOAUABHUKOM 7 u. Ilochre ypaneHusa
pacTBopuTeAs: K ocTaTKy npubasagioT 40 mrz 80% stanonra. OOpa3oBaBIINNCS
OCapAOK  OT(PUABTPOBLIBAIOT, INPOMBIBAIOT  CMECBIO  3TAaHOA-BOAA(2:1).
IMoayuaror 8.5 2 (93%), T. mA. 70°C, Ry 0.68 (6enzona-stanoa, 10:1). HatipeHo,
%: C 62.08; H 6.14; CI 17.55; N 6.70. C9H94Cl,N5O,. Brruucaeno, %: C
61.92; H 5.94; Cl 17.41; N 6.88. UK-ciektp, v, ex’™ 1610 (C=C apom), 1697
(C=0), 2204 (CN). Cuextp AMP 'H , §, m.a., Iy 1.29 (c, 6H, C(CHj3),),
2.04-2.14 (M, 4H, N(CO-CH,-CH,-CH,Cl),), 2.68-2.80 (M, 2H, N(CO-CH,-
CH,-CH,Cl)), 2.90-3.03 (M, 2H, N(CO-CHjy-CH,-CH,Cl)9), 2.94 (c, 2H,
CHy), 3.60 (r, 4H, J=6.5, N(CO-CH,-CH,-CH,Cl),), 7.11-7.16 (M, 1H, CH-
Ar), 7.24-7.32 (M, 2H, CH-Ar), 72.33-7.41 (M, 1H, CH-Ar). Crnekrp IMP 13C, §,
M.A.: 25.3 (N(CO-CHjy-CH)-CH,Cl)9), 26.8 (C(CHs)p), 33.4 (C(CHs)g), 33.7
(N(CO-CH»-CH,-CH,Cl),), 40.9 (CHj), 43.3 (N(CO-CH,-CH,-CHCl)y),
114.2 (C=N), 120.6 (C-C=N), 123.1 (CH-Ar), 127.1 (CH-Ar), 128.3 (C-Ar),
128.4 (CH-Ar), 130.7 (CH-Ar), 135.1 (C-Ar), 145.6 (C-N), 172.4 (2(C=0)).

N-(2-LOuano-3,3-mumerni-3,4-qurugponadranun-1-un)-2-merun-N-(2-merui-
oenzoun)oenzamua (11). Cvecr 1.98 2 (0.01 mons) amuHOHMTPUAA 2 U 3.2 2
(0.02 mona) XAOPAHTHAPHAA O-TOAYOAOBOM KUCAOTEI B 30 mn abBCOAIOTHOTO
OeH30Aa KUIATAT C OOPATHBIM XOAOAMABHHUKOM 15 u. ITocre ypareHUs pact-
BOPUTEASI OCTATOK IIepPeKPUCTAAAM30BBIBAIOT M3 JTaHoAa. Brixop 1.7 2
(39.12%), T.mma. 155-156°C, Ry 0.76 (Genzoa-stanoar, 10:1). Haiipeno, %: C
80.34; H 6.13; N 6.57. CygHysN,0O4 Brruucaeno, %: C 80.16; H 6.03; N 6.45.
VK-crekTp, v, em™ 1600 (C=C apom), 1649 (C=0), 2204 (CN). Cmekrp
SMP H, §, m.a.: 1.19 (c, 6H, C(CHs)s), 2.35 (¢, 6H, 2(CHj3-Ar)), 2.62 (c, 2H,
CH,), 7.08-7.30 (m, 10H, CH-Ar), 7.63-7.71 (M, 2H, CH-Ar). Cnekrp AMP
13C, 8, ma.: 19.2 (2(CH3z-Ar)), 25.2 (C(CHs)p), 33.2 (C(CHjs)y), 41.0 (CHy),
115.2 (C=N), 120.1 (C-C=N), 123.5 (CH-Ar), 124.5 (2(CH-Ar)), 126.3 (2(CH-
Ar)), 126.7 (CH-Ar), 128.2 (CH-Ar), 129.4 (C-Ar), 130.2 (CH-Ar), 130.3
(2(CH-Ar)), 130.6 (2(CH-Ar)), 134.1 (2(C-Ar)), 135.1 (C-Ar), 137.1 (2(C-Ar)),
146.2 (C-N), 170.5 (2(C=0Q)).

2,4-Tuxnop-N-(2-unano-3,3-gumerni-3,4-nuruaponadranun-1-uin)-N-(2,4-qu-
xsuop6ensonn)oenzamun (12). Cmecry 2.97 2 (0.015 mosns) aMHHOHUTPHAA 2,
6.28 2 (0.03 moas) XAOpaHTHAPHAA 2,4-AUXAOPOEH30MHON KUCAOTHL U 30 Mz
CYyXOTO TOAyOAA KHUIATAT C OOPaTHBIM XOAOAMABHHKOM 20 u. Tlocae
YVAAA€HUS  pacTBOPUTEAd K ocTaTky npubasBasgroT 30 maz  3TaHOAA.
O0pa30BaBIINNCA OCAAOK OTPUALTPOBBLIBAIOT U TE€PEKPUCTAAAUZOBHIBAIOT
u3 3TaHora. Beixopa 3.0 2 (37%), T.mA. 120-122°C, Ry 0.64 (O0eH30A-3TaHOA,
10:1). Hamipaeno, %: C 59.76; H 3.48; Cl 26.15; N 5.07. CyzH;gCl4N,O,
Breranicaeno, %: C 59.58; H 3.33; Cl 26.06; N 5.15. UK-cnekTp, v, en’t: 1605
(C=C apom), 1699 (C=0), 2208 (CN). Cuextp IMP H, 3, m.a.: 1.22 (c, 6H,
C(CHs3)9), 2.58 (c, 2H, CH,), 7#.13-7.20 (M, 1H, CH-Ar), 7.31-7.42 (M, 7H, CH-
Ar), 7.53-7.63 (M, 2H, CH-Ar). Cuextp SIMP 13C, §, m.a.: 25.0 (C(CHg)y), 33.6
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(C(CHj)q), 40.7 (CH,), 114.8 (C=N), 121.3 (C-C=N), 123.7 (CH-Ar), 126.4
(2(CH-Ar)), 127.0 (CH-Ar), 128.1 (CH-Ar), 128.5 (C-Ar), 128.7 (2(CH-Ar)),
129.1 (2(CH-Ar)), 130.8 (CH-Ar), 131.7 (2(C-Ar)), 132.7 (C-Ar), 134.7 (2(C-
Ar)), 136.1 (2(C-Ar)), 144.3 (C-N), 165.8 (2(C=0)).

3,3-Iumernit-1-(2-oxcomuppouann-1-un)-3,4-quruaponadraanu-2-
kapooHuTpua (13). Cmecey 3.0 2 (0.01 mons) 4-xrop-N-(2-1uan-3,3-AUMETHA-
3.4-puruppoHadrarnt-1-un)oyranamupa (9), 5 mz mopcdoanua u 30 mz abco-
AIOTHOT'O 3TAHOAA KHIATAT C OOPATHBIM XOAOAMABHUKOM 10 u. PeaknjnoHHYIO
cMeChb OXAAKAQIOT U MPUOaBAIIOT K Hett 60 mr Bopbl. OOpa3oBaBIINNICS Oca-
AOK OT(PUABTPOBBIBAIOT U NEPEKPUCTAAAU3OBBIBAIOT U3 65% 3TaHOAA. BEIXOA
0.7 2 (26%), T. mA. 123-124°C, R 0.78 (xropodopmM-anieToH, 8:2). HatipeHo, %:
C 76.84; H 6.65; N 10.33. C7H;gN,O. Brruucaeno, %: C 76.66; H 6.81; N
10.52. MK-cuektp, v, en™ 1604 (C=C apom), 1695 (C=0), 2200 (CN).
Cnexrp AMP H, §, m.a., [y: 1.24 (¢, 6H, C(CHs)), 2.22-2.38 (M, 2H, NCH,-
CH,-CH,), 2.53 (1, 2H, J=7.7, NCH,-CH,-CH>), 2.85 (¢, 2H, CH,), 3.68 (T,
2H, J=6.8, NCH,-CH,-CH,), 7.10-7.38 (M, 4H, CH-Ar). Cuekrp SIMP 13C, §,
M.A.: 18.9 (NCH,-CH,-CHy), 26.0 (C(CHsj)p), 30.1 (NCH,-CH,-CHy), 32.7
(C(CHj3)p), 41.3 (CHy), 48.5 (NCH,-CH,-CHj),114.9 (C=N), 118.2 (C-C=N),
123.8 (CH-Ar), 126.6 (CH-Ar), 127.7 (C-Ar), 128.2 (CH-Ar), 130.1 (CH-Ar),
135.2 (C-Ar), 145.8 (C-N), 1729 (C=0).

2-Byrnn-5,5-numernia-5,6-quruapodenso[h]xunazonun-4(3H)-on (14). B
PEaKIMOHHYIO0 KOAOY, CHAOKEHHYIO MEeXaHMYEeCKONW MeIIaAKOW, OOpaTHBIM
XOAOAMABHUKOM, TEPMOMETPOM U TPYOKOM AASL ITOABOAA Ta3a, IMOMEIIaloT
pactBop 14.19 2 (0.05 mona) 4-xrop-N-(2-nuan-3,3-puMmeTnA-3,4-pAuruppoHad-
TaArmH-1-mn)OyTanamuaa (8) B 150 mz aBCOAIOTHOTO 3TaHOAA W IPU IepeMe-
IMMBAHUY HACHIIIAIOT TOKOM XAOPHCTOTO BOAOPOAA. [10 OKOHUYAHMU HaCHIIIe-
HUS PEaKUMOHHYIO CMeCh KUIIATAT C OOPATHBIM XOAOAUABHUKOM 3 u. 3aTeM
PEeaKIMOHHYI0 CMeCh OXAaXAQIOT U OpubaBAgioT 40 amz Boabl. OOpa3oBaB-
IMUHUCS 0CaAOK OT(UABTPOBBIBAIOT, TTPOMBIBAIOT BOAOM W TTEPEKPUCTAAAU30-
BBIBAIOT U3 OyTaHOAa. Beixop 7.8 2 (66%), T. ma. 172-174°C, R; 0.61 (xaopo-
dopm-atieToH, 8:2). Havipaeno, % C 76.66; H 8.00; N 9.84. C;gHyoN,O: Bri-
yucaeno, % C 76.56; H 7.85; N 9.92. UK-cnekTp, v, et 1605 (C=C apowm),
1640 (C=0), 3200-3350 (NH). Cnektp SIMP 'H, §, m.a., Iy: 0.98 (t, 3H,
J=7.3, CH,-CH,-CH»-CH3), 1.34 (c, 6H, C(CHj)y), 1.37-1.52 (M, 2H, CHy-
CH,-CH,-CHj), 1.70-1.84 (M, 2H, CH,-CH,-CH,-CHgj), 2.56 (T, 2H, J=7.6,
CH,-CH,-CH,-CHgy), 2.72 (¢, 2H, CHy), 7.07-7.14 (m, 1H, CH-Ar), 7.18-7.29
(M, 2H, CH-Ar), 8.03-8.11 (M, 1H, CH-Ar), 12.07 (ym.c, 1H, NH). Cnexrtp
SIMP 13C, §, m.a.: 13.4 (CHp-CHy-CH»-CHjy), 21.6 (CH,-CH,-CH,-CHg), 25.6
(C(CHg)y), 28.7 (CHy-CHy-CHy-CHy), 327 (C(CHg)y), 33.5 (CHy-CHyp-CH-
CHs3), 44.2 (CHy), 123.1 (C-Ar), 125.3 (CH-Ar), 125.8 (CH-Ar), 127.0 (CH-Ar),
129.1 (CH-Ar), 132.2 (C- C=0), 136.1 (C-Ar), 153.0 (C-N), 159.1 (N=C-N),
161.9 (C=0).
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2-(3-Xumoponponui)-5,5-1umerna-5,6-quruapodenszo[h] xunazonnu-4(3H)-on
(15). Ananormuno u3 9.0 ¢ (0.03 mons) 4-xrop-N-(2-nmano-3,3-pumMeTun-3,4-pu-
ruppoHadTaruH-1-ma)OyTanamuaa (9) B 120 mr aGCOAIOTHOTO 3TAaHOAA TOAY-
yatoT 8.0 2 (88%) coepmuenus 15, T. ma. 195-196°C (sTtanoa), Rf 0.82 (6en30A-
sTaHoa, 10:1). Hatiaeno, %: C 67.56; H 6.46; Cl1 11.89. C7H;9CIN,O. Buruuc-
AeHo, %: C 67.43; H 6.32; Cl 11.71. MUK-cnekTp, Vv, e’ 1600 (C=C apom),
1640 (C=0), 3200-3300 (NH). Cnektp AMP 'H, §, m.a., I'y: 1.33 (c, 6H,
C(CHas)9), 2.22-2.34 (M, 2H, CH»-CH,-CH,Cl), 2.73 (c, 2H, CHy), 2.76 (T, 2H,
J=7.2, CH)-CH,-CH,Cl), 3.71 (1, 2H, J=6.6, CH,-CH,-CH,Cl), 7.09-7.15 (m,
1H, CH-Ar), 7.20-7.31 (M, 2H, CH-Ar), 8.03-8.11 (M, 1H, CH-Ar), 12.21 (ymr.c,
1H, NH). Cnektp SIMP 13C, §, m.a.: 25.4 (C(CHs)y), 29.0 (CH,-CH,-CH,Cl),
30.6 (CHy-CH,-CH,Cl), 32.7 (C(CHj)y), 43.6 (CHy-CH,-CH,Cl), 44.1 (CHy),
123.6 (C-Ar), 125.2 (CH-Ar), 1259 (CH-Ar), 127.1 (CH-Ar), 129.3 (CH-Ar),
131.8 (C-C=0), 136.1 (C-Ar), 152.4 (C-N), 158.0 (N=C-N), 161.5 (C=0).

6,6-dIumernia-5,6,10,11-rerparuapodenso[hjmupo.a[2,1-b]xunazonun-7(9H)-on
(16). Cmecnp 3.0 2 (0.01 mons) 2-(3-XAOPIPOMHUA)-5,5-AUMETUA-S,6-AUTHA-
polh]xunazoaun-4(3H)-ona (15) u 0.56 2 (0.01 moasa) eproro Kaau B 35 mn ab-
COAIOTHOTO 3TQHOAA KUIATAT C OOPATHBIM XOAOAWMABHUKOM B TeueHme 15 u.
IMTocae oxrakpeHUS K peakKIUOHHOU cMecu npubaBAdioT 30 i BOABL IToay-
YEeHHBI OCAAOK OT(MUABTPOBBIBAIOT ¥ IIPOMBIBAIOT CMECHIO 3TAaHOA-BOAA
(1:1). Boixop 1.7 2 (64%), T. mA. 193-194°C, Rf 0.83 (Genzoa-stanoa, 10:1).
Hatipeno, %: C 76.50; H 6.98; N 10.69. C{3HgN,O. Brruuicaeno, %: C 76.66;
H 6.81; N 10.52. VK-cmekTp, v, ex’™: 1596 (C=C apom), 1648 (C=0).
Cnektp AMP H, §, m.a., Ty 1.34 (c, 6H, C(CHjz),), 2.18-2.32 (M, 2H, NCH,-
CH)-CHy), 2.74 (c, 2H, CHy), 3.11 (1, 2H, J=7.9, NCH,-CH,-CH,), 4.05 (T,
2H, J=7.3, NCH,-CH,-CH,), 7.09-7.19 (M, 1H, CH-Ar), 7.20-7.31 (M, 2H, CH-
Ar), 8.00-8.10 (M, 1H, CH-Ar). Cuektp SIMP 13C, §, m.a.: 18.5 (NCH,-CHj-
CHy), 25.5 (C(CHj)y), 31.9 (NCH,-CHy-CHy), 33.0 (C(CHas)y), 44.3 (CHy),
46.3 (NCH,-CH,-CH,), 122.6 (C-Ar), 125.1 (CH-Ar), 125.8 (CH-Ar), 127.1
(CH-Ar), 129.2 (CH-Ar), 132.0 (C-C=0), 136.0 (C-Ar), 153.1 (C-N), 159.5
(N=C-N), 161.0 (C=0).

3,3-4+bUGE-PL-3,4-2PNPELOLELE-ULP LD B, 5,5-
HhUBEPLAGLAN P LUNLP LD LA ToULS3ULLEL P UPLEEAL
64 NUUULUGSEMPUL UUSPUNFE-3UWL NFUNFULUUPLAFE-3OFLL

W b. UULUNUSUD, U, 4. SUSLENES3UL, U. N. GULLPEL3UL, U. U. URU3U,
9. W. WLUUhU3UWYL L . U USEOUL3UL
1-Uddprsn-3,3-pfrif bdpy-3 4= ipfr & pgprssssef fFrgp fita=2-hpprsfunpfy s [ uypits & fogpmgpof
wpynihipnid  ufifdhgdly L Glwnbpunppy, npp dfimfoapldby £ 4,5-qpSpypn-2H-phi-
1,23 d-wnlbanpud poppmi [y - 2-lpnpprlspanpfyp: Ywppebfunppyf shopuosggbgnef@gudp 3-

pyrpPbufypgngfuwiinfe b quppniwfd{dacibph piopui{fyppyiibpf Qb oplifdhgdly b

Ubpdpistibppu Spiduits fpu wmmgfby B 2-nbgudpggud 3,3-qpubbdpy-2-(2-opumnuyfimp-
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SYNTHESIS AND STUDY OF ANTIBACTERIAL ACTIVITY OF NEW
DERIVATIVES OF 3,3-DIMETHYL-3,4-DIHYDRONAPHTHALENE
AND 5,5-DIMETHYLBENZO[h]QUINAZOLINE

A. 1. MARKOSYAN, K. K. HAYRAPETYAN, S. H. GABRIELYAN, S. S. MAMYAN,
J. A. AVAKIMYAN and H. M. STEPANYAN

The Scientific Technological Center of Organic and
Pharmaceutical Chemistry NAS RA
26, Azatutyan Ave., Yerevan, 0014, Armenia
E-mail: ashot@markosyan.am

As a result of acid hydrolysis of 1-amino-3,3-dimethyl-3,4-dihydronaphthalene-2-
carbonitrile (B-aminonitrile) ketonitrile was synthesized, which was transferred to 4,5-
dihydro-2H-benzo[h]indazole. Bromination of B-aminonitrile led to 2-bromo-3,3-
dimethyl-1-ox0-1,2,3,4-tetrahydronaphthalene-2-carbonitrile. By the reaction of
carbonitrile with chlorophenyl isocyanate and chloroanhydrides of carboxylic acid, urea
(mono- and disubstituted) and acyl derivatives (mono- and di-) were synthesized
respectively. On the basis of acyl derivatives 2 substituted 5,5-dimethyl-4-0x0-3,4,5,6-
tetrahydrobenzo[h]quinazoline, 3,3-dimethyl-2-(2-oxopyrrolidin-1-yl)-3,4-dihydro-
naphthalene-2-carbonitrile and 6,6-dimethyl-5,6,10,11-tetrahydrobenzo[h]pyrrolo[2,1-b]
quinazoline -7(9H)-one were obtained. The antibacterial properties of the synthesized
compounds were studied. Most of the investigated compounds exhibited weak or
moderate  antibacterial  activity against gram-positive and  gram-negative
microorganisms.
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