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Ha 6ase 1-amuHo-3,3-gumeTun-3,4-gurugpoHadtanuH-2-aTunkapobokcunaTa CUHTE3NpoBaH 3-
amuHo-5,5-gumeTnn-5,6-anrnapobersolh]xmHa3onuH-4(3H)-oH. B3aumopenictBueM nocrnegHero c
GeH3oMNXNopuaoM, aueToHOM, anbaerngaMmu 1M M3oTvoumaHaTtaMu MnonyyeHsl COOTBETCTBYIOLLME
amua, WwndoBbl OCHOBaHUSI 1 TMOMOYEBUHbI, @ C MeTUI- 1 deHunxnopdgopmmnatamMm — kapbamaThbl.
KoHpeHcauvel deHunkapbamata ¢ nepBUYHBIMA U BTOPUYHBIMW aMWHaMW CUHTE3NPOBaHbl — An- 1
TpU3aMeLLEHHbIE MOYEBUHBI.

Y HeKOTOpbIX U3 CMHTE3MPOBaHHbIX COEAVMHEHWI BbISBIIEHa aHTMbakTepranbHas akTMBHOCTb B

OTHOLUEHUN rPpaMnonOXNUTENbHbIX N TpaMoTpuUaTenbHbIX MVIKpO6OB.

Bubn. ccbinok 16.

W3 AnTepaTypHBIX AQHHBEIX HU3BECTHO, 4TO OeH30[h|xmMHA30AMHBI OOAa-
MAIOT IIMPOKHUM CIEKTpPOM (PHU3UOAOTHYeCcKOM akKTuBHOcTU[1-10]. Ilpo-
BepAEHHBIe HaMU MCCAEAOBAHUS MOKA3aAUd WX NMepPCHeKTUBHOCTH IIPU IIOUCKE
HOBBEIX OHMOAOTMYECKH AaKTUBHBIX COEAMHEHHH C aHTHOaKTepHaAbHBIMU
cBotictBaMu [11-14]. B HacTosieM cooOlUleHUN IPUBOAATCS AQHHBIE IO CHUH-
Te3y, MU3YYEeHMIO0 UX XUMUYECKUX IIpeBpallleHHH U aHTHOaKTepPUaAbHBIX
CBOMNCTB 3-aMHHO-9,5-AUMETHUA-S,6-purnppoden3oh|xunaszoann-4(3H)-ona (3-
aMUHOXUHAa30AWH).

CuHTe3 IIOCAEAHETO IIPOBOAMACI CAEAYIOIIUM OOpa3oM: CHadajra l-aMu-
HO-3,3-AuMeTHA-3,4-AuTuApoHadTaAMH-2-3TUAKapOoKcuAaT (1) BBOAMACS BO
B3aMMOAENCTBHE C OPTOMYPABBUHBLIM 3(PUPOM, K IIOAYUEHHOMY 3TOKCHUMETHU-
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AEHOBOMY COEAMHEHNIO 2 6e3 BBEIAEAEHUS M3 PEaKIMOHHOM CPeAbl AOOABASIA-
Csl TMAPA3sMHTHUAPAT. Brixoa 3-ammHOXMHa3zoamHa 3 53%. M3ydeHBI HEKOTO-
pble IIpeBpallleHus aMUHOCOEAMHEeHUs 3, B YaCTHOCTU, B3aMMOAEUCTBUEM C
XAOPAHTUAPUAOM OEH30MHOM KUCAOTEI MOAyYeH N-(5,5-AUMETHUA-4-0KCO-5,6-
auruapo6ensolh]xunazorms-3(4H)-un)6enzamup, (4), a ¢ ameToHoOM, GeH3aAb-

AETHAOM, 71-XAOPOEH3AaABAECTHAOM U n-OPOMOEH3AABAECTHMAOM — OCHOBAHUS
Iudda 5-8.
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AI=C6H5 (6), Ar=4-ClC6H4 (7), Ar=4-BrC6H4 (8)

C IIeABIO IIOAYUYEHUS] YPEHUAOIPOU3BOAHBIX O0eH30[h|X1MHa30ANHOBOTO psi-
Aa aMUHOCcoeAMHeHUe 3 KOHAeHcalleld C MeTHA- U (PeHUAXAOpdOpMUaTaMU
nepeBepeHO B (5,5-AMMeTHA-4-0KCO0-5,6-pAuruppoOeHn3o[h]xuna3zoann-3(4H)-
ua)MeTurkap6amar (9) u (5,5-AuMeTua-4-okco-5,6-aurupapobensoh]xuHaszo-
AuH-3(4H)-un)penunkapbamar (10), coorBeTcTBeHHO. VcCcaepoBaHUS TOKa3a-
AH, 4TO Kapbamar 9 pu TeMIlepaType KUIIeHUS 3TaHOAA He BCTyIaeT B peak-
IIMIO C aMUHaMH, B TO BpeMs KakK (eHmAKap6aMaT 10 B yKa3aHHBIX YCAOBUSX
B3aMMOAENCTBYeT C aMMHAKOM U IIepBUYHBIMU aMHHaMM, 00pa3ys Au3a-
MenréHHble MoueBUHEI 11-15. BzaumopeticTBuem kapbamara 10 co BTOpUYHEI-
MU aMUHaMU (AMMETUAAMUH, TUPPOAUAWH, MUIEPUAUH, MOP(QOAUH, a3eluH)
TIOAyYeHBI TpHU3aMellleHHble MoueBUHEI 16-20. OcyllecTBAEHO TaKKe B3auMO-
AEVICTBHE aMUHOXMHA30AWHA 3 C 3THUA- U OGEH3MAM3OTHOIIMaHaTaMU, TIPUBEA-
mee K 1-(5,5-pAuMeTunn-4-0KCo-5,6-puruppoOen3o[h]xunazoaun-3(4H)-ua)-3-
aTuAaTHOAMOYeBUHe (21) u 1-GeH3ua-3-(5,5-AuMeTUA-4-0KCO-5,6-AUTHAPOOEH-
30[h]xunazoann-3(4H)-ur)TuomoueBute (22).
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R'=H (11); R'=CHj3 (12); R'=i-C3H; (13); R'=CH,CgH; (14); R'=
CH,CH,CgH;5 (15); R=CHj3(16); RR=nuppoauputo (17); RR=nunepupunao
(18); RR=mopdoauno (19); RR=azenuno (20); R"=C,H; (21); R"=CH,CgHj
(22).

V3yuyeHa aHTHOAKTepUarbHAas aKTMBHOCTb CUHTE3UPOBAHHBEIX COeEAUHEe-
HUM 110 MeTopuKe [15] npu 6akTepuarbHOU 3arpys3ke 20 man OaKTepUaAbHBIX
Tea Ha | ma cpepbl. B onbITax UCIIOAB30BAHBL I'PAMIIOAOKUTEABHBIE CTa(PUAO-
KOKKHM (Staph. aureus 209p, 1) u rpamMoTpuiiaTeAbHble MHaAOuku (Sh.
dysenteriae Flexneri 6858, E. coli 0-55). PacTBOpEl coepHEHUN TOTOBUAU B
AMCO B pasBepeHun 1:20. YUéT pe3yAbTaTOB IIPOBOAUAU IIO puameTpy (d,
MM) 30HBI OTCYTCTBUS POCTa MHUKPOOOB Ha MecTe HaHeceHus 0.1 wmz pacTBo-
pa COepVMHEHUHN IIOCAe CYTOYHOI'O BBRIPAIIMBAHUA TEeCT-KYABTYP B TEpMOCTATe
upu 37°C.

HNccaepoBanus mokasanu, uTo coepumHenus 4, 11, 12, 15, 16, 20, 22 mopas-
ASITOT POCT TOABKO TPaAaMOTPUIIATEABHBIX MHUKPOOOB B 30He Auamerpom 10-
17 mm, a coepuHeHus 8, 9 m 17 u36UPaTEABHO IIOAABASIOT POCT I'PaMIIOAOKHU-
TEeABHBIX MHUKPOOOB B 30He 10-20 mm. Coepmnenusa 3, 5, 17, 18 mopaBasitoT
POCT KaK IPaMIIOAOKUTEABHBIX, TaK M I'PaMOTPUIATEABHBIX MUKPOOOB B 30-
He 10-20 mm.

ChepyeT OTMETHTh, UYTO HMCCAEAOBAHHBIE COEAMHEHUs 110 aKTUBHOCTH
YCTyIHaIOT A€KapCTBEHHOMY IIpelnlapaTy ypa3oAHuAOHY [16], MCIOAB30BaHHO-
MY B KQ4eCTBe IIOAOJKUTEABHOTO KOHTPOAS, AAST KOTOporo d =24-25 mwm.
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JKCIepUMEHTAIbHAA YaCTh

NK-crekTphl CHATHI B Ba3eAMHOBOM MacaAe Ha mnpubope “FT-IR NEXUS",
cnektphl SIMP 'H - na cmekrpomerpe «Varian Mercury-300», BHyTpeHHUM
craspapT — TMC nam 'MAC. Macc-CIeKTphl OAYYEHBl Ha CIEKTPOMETpEe
«MX-1321A» ¢ MCHOAB30BaHMEM CHUCTEMBI IIPSIMOTO BBOAA OOpasiia B HOH-
HbIM ucrtouHuK. TCX mpoBepeHa Ha maactuakax «Silufol Ry, mposisutenr —
napsl 1Moaa.

3-AMuHo0-5,5-qumernn-5,6-muruapodenso[h]xunazommn-4(3H)-on  (3). Cwmech
17.2 2 (0.07 monsa) 1-amunO-3,3-pAUMETHUA-3,4-AUTHUAPOHAPTAANH-2-dTUAKAPOOK-
cuaata, 50 mr TpusTUAOpPTOQOpPMHUaTa U 60 M1 6eH30Aa KUIATAT C OOpPaTHBIM
XOAOAUABHUKOM 7 u. Ilpy IMOHU>KeHHOM AABAEHUM OTTOHSIOT PAcTBOPUTEAD
U U30BITOK TPUITHUAOPTOdOpPMUATE, K OCTAaTKy OpuOaBAgdroT 5 2 (0.1 mona)
100% ruppasunHruaparta u Kunatart 10 y. [Tocae OTTOHKM pacTBOPUTEAS OCTa-
TOK IIePeKPUCTAAAN30BEIBaIOT U3 70% 3TaHoAa. [ToayuatoT 9.0 2 (53%) 3-amu-
HOOeH30XMHAa30AMHA 3, T. MA. 160-162°C. Ry 0.58 (sTMAamertaT-6eH30A, 1:1).
VK-crekTp: v, en™: 1605 (C=C Ap); 1635 (C=N); 1649 (C=0); 3280 (NH,).
Cnektp SIMP 'H (AMCO-d6), §, m.a., Ty 1.38 (6H, ¢, 2 x CHjz); 2.76 (2H, c,
6-CH,); 5.71 (2H, ¢, NHy); 7.13 (1H, ap, J; = 7.1, J, = 1.2, 7-CH); 7.21-7.33
(2H, M, Ap); 8.06 (1H, aa, J; = 7.5, J, = 1.6, 10-CH); 8.30 (1H, ¢, 1-CH). M*
(Macc-cnekTpanrbHo) 241. Hatipeno, %: C 69.50; H 6.37; N 17.44. C4,H5N30.
Brruucaeno, %: C 69.69; H 6.27; N 17.41;

N-(5,5-Aumeruni-4-okco-5,6-qurnapodenszoh]xunazonuu-3(4H)-uin)denzamun
(4). Cmecn 2.41 2 (0.01 monst) amunoxunazormsa 3, 1.4 2 (0.01 monst) 6GeH30UA-
xaropupa U 30 ma 6eH30Aa KUTOATSAT C OOPATHBIM XOAOAMABHUKOM 8 u. [Tocae
OTTOHKU PACTBOPUTEAS] OCTATOK ITE€PEKPUCTAAN30BHIBAIOT u3 80 % 3TaHOAA.
IMoaygator 2.8 2 (81%) N-(55-puMeTuA-4-0KCO-5,6-purnApOoGen3oh]xuHazo-
auH-3(4H)-un)6enzamupa (4), T. ma. 185-187°C. Ry 0.77 (sTHAaQIieTaT-reKCaH,
2:1). UK-cmextp, v, em™: 1610 (C=C Ap); 1666 (C=0); 1688 (C=0); 3220
(NH). Cnekrp SIMP 'H (AMCO-dg), 8, m.a., Ty: 1.40 (6H, c, 2xCHs); 2.84
(2H, c, 6-CHy); 7.18 (1H, ap, J; = 6.3, J,=1.9, Ap); 7.27-7.35 (2H, M, Ap);
7.48-7.63 (3H, M, Ap); 8.02 (1H, m, Ap); 8.05 (1H, M, Ap); 8.14 (1H, ap, J1 =
6.5, J, = 1.6, 10-CH); 8.22 (1H, ¢, 2-CH); 11.55 (1H, ¢, NH). Ha#ipeno, %: C
73.18; H 5.45; N 12.34. C9H9N3O,. Buruucaeno, %: C 73.03; H 5.54; N
12.17.

5,5-IumeTni-3-(nponaH-2-uinaeHaMuHo)-5,6-muruapodenso[h] xunazoaun-
4(3H)-ou (5). Cmech 2.41 2 (0.01 monn) amuHoxuHazoruHa 3 1 30 mz areToHa
KHUIATAT C OOpPaTHBIM XOAOAUABHMKOM 10 y. ITocae OTTOHKU pacTBOPUTEAS
OCTAaBIIIMECsS KPUCTAAABI ITPOMBIBAIOT I'eKCAaHOM U CYIIAT Ha Bo3pyxe. [Toay-
yailoT 1.6 2 (57%) 5,5-auMeTuA-3-(IpolaH-2-UAUAEHaMUHO)-5,6-AUTUAPOOEH-
30[h]xunazoaun-4(3H)-ona (5), T. mA. 135-137°C. Rf 0.56 (aTHAarieTaT-6€H30A,
1:1). UK-cmektp: v, em™ 1605 (C=C Ap); 1635 (C=N); 1661 (C=0).
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Cnektp IMP 'H (AMCO-dg), §, m.a., Iy: 1.36 (6H, c, 2 x CHj); 1.87 (3H, c,
CHs); 2.29 (3H, ¢, CHj3); 2.78 (2H, ¢, 6-CH,); 7.14 (1H, M, Ap); 7.23-7.34 (2H,
M, Ap); 8.04 (1H, ¢, 2-CH); 8.08 (1H, aa, J; = 6.5, J, = 2.1, 10-CH). Hatipe-
HO, %: 72.50; H 6.57; N 14.81. C17H9N3O. Brraucaeno, %: C 72.57;, H 6.81; N
14.94.
3-ben3uiauaeHaMuHO0-5,5-1umMeTua-5,6-1uruapodensoh]xunazonuu-4(3H)-on
(6). Cmechb 2.41 2 (0.01 monsn) amunoxunazoAnHa 3, 1.06 2 (0.01 mors) 6eH3aNb-
aerupa 0.001 2 n-TOAYOACYABPOKUCAOTEL U 30 M7 TOAYOAQ KUIATAT C oOpaT-
HBIM XOAOAMABHMKOM 12 uy. TlocAe OTTOHKM PACTBOPUTEASI OCTaTOK Ilepe-
KPUCTAaAAM30BBIBAIOT M3 abc. aTaHOAA. [Toaywaror 2.9 2 (88%) 3-OeH3uAaupeH-
aMUHO-5,5-AUMETUA-5,6-pAuTrapoben3o[h]|xunazoaun-4(3H)-oua (6), T. ma. 183-
185°C. R 0.77 (aTHAareTaT-6em304A, 3:1). UK-cmexTp: v, en™: 1600 (C=C Ap);
1660 (C=0). Cnektp AMP 'H (AMCO-dg), 8, m.a., Ty: 1.41 (6H, c, 2xCHj);
2.81 (2H, c, 6-CHy); 7.17 (1H, aa, J1 = 6.8, J, = 2.0, Ap); 7.25-7.37 (2H, M,
Ap); 7.46-7.58 (3H, M, Ap); 7.90 (2H, pa, J; = 7.5, 3, = 1.9, Ap); 8.11 (1H, A,
J=6.9, 10-CH); 8.40 (1H, ¢, 2-CH); 9.50 (1H, c, CH-Ph). Hatipeno, %: C
76.75; H 6.00; N 12.62. C5;H{gN30O. Brruucaeno, %: C 76.57; H 5.81; N 12.76.
3-(4-Xnopoen3uiuaeHaMuHo)-5,5-mumeTnii-5,6-muruapodenso[h|xunazoauH-
4(3H)-ou (7). Ananroruuno us 2.41 2 (0.01 monn) ammHOXMHa3oAuHa 3, 1.4 2
(0.01 mons) n-xaopOeH3arbAeTHAQ TOAyYArOT 2.6 2 (71%) 3-(4-xA0pOeH3UAU-
AEHaMUHO)-5,5-AuMeTuA-5,6-puruppobenso[h|xunazornn-4(3H)-ona (7), T. mA.
210-212°C. R; 0.60 (sTmAareTaT-6enson, 3:1). MK-ciekrp: v, en™ 1595 (C=C
Ap); 1635 (C=N); 1662 (C=0). Cnektp SIMP 'H (AMCO-dg), 8, m.a.: 1.40
(6H, ¢, 2xCHjy); 2.81 (2H, ¢, 6-CHy); 7.16 1H, M, Ap); 7.25-7.36 (2H, M, Ap);
7.47-7.54 (2H, m, CgHy); 7.89-7.95 (2H, m, CgHy); 8,10 (1H, M, Ap); 8.41 (1H,
M, 2-CH); 9.58 (1H, ¢, N=CH). Ha#ipeno, %: C 69.50; H 4.81; Cl 9.63; N
11.44. C9HgCIN3O. Breruucaeno, %: C 69.32; H 4.99; Cl 9.74; N 11.55.
3-(4-BpombeH3uiInIeHaMuHO0)-5,5- 1umMeTn-5,6-1urnapodensoh] xunazonmnu-
4(3H)-ou (8). Amaroruurio u3 2.41 2 (0.01 mons) amuHoxuHasoArHa 3 u 1.85 2
(0.01 mona) n-OpoMOeH3aABAETHAA ITOAYYArOT 2.2 2 (54%) 3-(4-O0poMOeH3UAu-
AEHaMUHO)-5,5-AUMeTHuA-5,6-puruppobenso[h|xunasoarnn-4(3H)-ona (8), T. ma.
190-192°C. R 0.78 (stmaamerar-Gensoa, 1:1). MK-cmekTp: v, em™ 1605 (C=C
Ap); 1635 (C=N); 1665 (C=0). Cnekrp AMP 'H (AMCO-dg), &, m.A., Tuy:
1.40 (6H, ¢, 2x CHzgy); 2.81 (2H, ¢, 6-CHy); 717 (1H, ap, J1 = 7.0, J, = 2.0,
Ap); 7.25-7.37 (2H, M, Ap); 7.62-7.68 (2H, m, CgHy); 7.81-7.87 (2H, M, CgHy);
8.10 (1H, apn, J; = 7.0, J, = 2.0, 10-CH); 8.41 (1H, ¢, 2-CH); 9.58 (1H, c,
N=CH). Hatipeno, %: C 61.59; H 4.61; Br 19.73; N 10.20. C9H;gBrN3O. BrI-
yucaeno, %: C 61.78; H 4.44; Br 19.57;, N 10.29.
(5,5-AumeTni-4-oxco-5,6-quruapodensoh] xunazonuu-3(4H)-ua)mernaxapoa-
mat (9). Cmech 2.41 2 (0.01 mons) amuaoxuuaszoaunna 3, 1.0 2 (0.01 wmoxrs) me-
TuAXAOpQopMuaTa U 30 ma 6GeH30Aa KUISTAT C OOPAaTHBIM XOAOAMABHUKOM
10 y. Tlocae OTrOHKHM pPACTBOPUTEAS OCTABIINECS KPUCTAAABI IIPOMBIBAIOT
reKcaHOM U cymaT Ha Bos3pyxe. [ToayuaioT 2.6 ¢ (87%) (5,5-auMeTUA-4-0KCo-
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5,6-puruppobensolh]xunasoarnH-3(4H)-ur)metuakapbamara (9), T. ma. 213-
215°C. R; 0.68 (sTmramerar-6eH30A, 1:1). MK-cnekTp, v, em™: 1605 (C=C Ap);
1649 (C=0); 1756 (C=0); 3150-3250 (NH). Cnekrp AMP 'H (AMCO-dg), 8,
Mm.a., Ty: 1.37 (6H, ¢, 2x CHjy); 2.80 (2H, ¢, 6-CHy); 3.78 (3H, ¢, OCHj3); 7.09
(1H, m, Ap); 7.15 (1H, ap, Jy = 7.3, J; = 1.5, Ap); 7.24-7.36 (2H, M, Ap); 8.10
(1H, ap, Jy = 7.3, J, = 1.6, 10-CH); 8.18 (1H, ¢, CH); 10.38 (1H, mc, NH).
MT (macc-cmekrpanbno) 299. Hatipeno, %: C 64.30; H 5.87 N 14.22.
C16H17N303. Beruncaeno, %: C 64.20; H 5.72; N 14.04.

(5,5-Aumernia-4-oxco-5,6-1uruapodenso[h]xunazonuu-3(4H)-uin)pennaxapoa-
mart (10). Amanrornuno us3 14.5 2 (0.06 mons) amuHOXMHa3zoAMHA 3 u 9.4 2
(0.06 mons) derUAXAOPPOPMHUATA HOAyUAlOT 21 2 (97%) (5,9-AuMeTHA-4-0KCOo-
5,6-purnapo6ensolh]xunazoarnn-3(4H)-un) pernnrkapbamara (10), T. ma. 189-
190°C. R; 0.76 (sTmAaneraT-6erzon, 1:1). MK-cmekTp: v, em™ 1605 (C=C
Ap); 1630 (C=N); 1649 (C=0); 1773 (C=0); 3180 (NH). Cunekrp AMP H
(AMCO-dg), 8, m.A., Ty: 1.41 (6H, ¢, 2xCHs3); 2.82 (2H, ¢, 6-CHy); 7.16 (1H, M,
Ap); 7.19-7.27 (3H, M, Ap); 7.28-7.44 (4H, M, Ap); 8.12 (1H, ap, I = 7.0, J, =
2.0, 10-CH); 8.30 (1H, c, 2-CH); 10.99 (1H, mc, NH). Hatipeno, %: C 69.94; H
5.37; N 11.45. M+ (macc-cmekrpaabuo) 361. CyiH gN3O3. Berumcaeno, %: C
69.79; H 5.30; N 11.63.

1-(5,5-AumeTnia-4-okco-5,6-nurnapodenso[h]xunazonmnn-3(4H)-ua)moueBuna
(11). Cmecn 2.53 2 (0.007 monsn) xapbamaTa 10 m 0.17 2 (0.01 monrs) amMuaxa,
PacTBOPEHHOTO B 25 Mi 3TAHOAQ, KUIATIAT C OOPATHBIM XOAOAUABHUKOM 12 u.
IMpubasasioT 20 Mz BOABI, 0Opa30BaBIIMECS KPUCTAAABI OT(OUABTPOBHLIBAIOT U
IePEeKPUCTAAAN30BBIBAIOT U3 75% sTaHoaa. Iloayuaror 0.4 2 (23%) 1-(5,5-an-
MeTHUA-4-0KCO0-5,6-puruapobensoh]xunazoann-3(4H)-ua)moueBunnr  (11), T.
mA. 213-215°C. R; 0.30 (sTmAaneraT-rekca, 3:1). MK-cmekTp: v, em™ 1605
(C=C Ap); 1644 (C=0); 1680 (C=0); 3150-3320 (NH). Cnekrp AMP 'H
(AMCO-dg), 6, m.p., Ty: 1.37 (6H, c, 2xCHgy); 2.79 (2H, ¢, 6-CHy); 6.29 (2H,
me, NHy); 7.14 (1H, ap, 31 = 6.3, J, = 2.0, Ap); 7.23-7.35 (2H, ™, Ap); 8.10
(1H, M, 10-CH); 8.12 (1H, ¢, 1-CH); 9.09 (1H, ¢, NNH). M * (Macc-crieKTpaab-
HO) 241. Hatipeno, %: C 63.48; H 5.51; N 19.64.C5H5N4O5. Brruucaeno, %:
C 63.37 H 5.67; N 19.71.

1-(5,5-Aumerni-4-oxco-5,6-muruapodensoh] xunazomun-3(4H)-un)-3-merum-
moueBuHa (12). Amanrormuuo u3z 2.53 2 (0.007 monn) kapbamara 10 u 0.31 2
(0.01 mona) meTuraMuHa noayvaloT 1.1 2 (57%) 1-(5,5-pAuMeTHA-4-0KCO-5,6-A1-
ruppoben3o[h]xunazornn-3(4H)-ua)-3-metuamoueBunbl  (12), T. ma.  226-
227°C. R;0.38 (sTuAanerar-rekcas, 3:1). MK-ciekrp: v, en™: 1608 (C=C Ap);
1635 (C=N); 1675 (C=0); 3200-3400 (NH). Cnekrp AMP 'H (AMCO-dg), 8,
m.A., Ty 1.37 (6H, c, 2x CHjy); 2,75 (3H, a, J = 4.6, NHCHj;); 2.80 (2H, c, 6-
CHy); 6.56 (1H, x, J = 4.6, NHCH3); 7.15 (1H, ap, J1 = 6.3, J, = 2.4, Ap);
7.24-7.34 (2H, M, Ap); 8.10 (1H, ap, J; = 6.3, J, = 2.4, 10-CH); 8.11 (1H, ¢, 1-
CH); 9.00 (1H, mc, NNH). Hatipeno, %: C 64.58; H 6.25; N 18.63.
C16H18N4O9. Beruuicaeno, %: C 64.41; H 6.08; N 18.78.
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1-(5,5-AumeTna-4-okco-5,6-auruapoodenso[h]xunazomun-3(4H)-ui)-3-uzonpo-
nuamodeBuna (13). Amanrormyso u3 2.9 e (0.008 mons) xapbamara 10 m 0.6 ¢
(0.01 mona) m3omponuAaMuHa noaydaior 2.4 2 (92 %) 1-(5,5-pAuMeTuA-4-oKco-
5,6-purupapo6ensolh]xunazoarnH-3(4H)-un)-3-uzonponuamoueBuss (13), T. ma.
240-242°C. R; 0.53 (stmaanerar-6eHzon, 1:1). UK-cnekTp: v, em’™: 1605 (c=cC
Ap); 1665 (C=0); 1680 (C=0); 3150-3400 (NH). Crektp SIMP 'H (AMCO-
de), 6, m.a., [y: 1.18 [6H, po, J = 7.0, CH(CH3),], 1.37 (6H, ¢, 2% CHjy); 2.79
(2H, c, 6-CH,); 3.82 (1H, cm, J = 7.0, NCH); 6.51 (1H, a, J = 7.5, NHCH);
7.14 (1H, ™, Ap); 7.24-7.35 (2H, M, Ap); 8.08-13 (1H, m, Ap); 8.11 (1H, ¢, 2-
CH); 8.81 (1H, ¢, NH). Hatipeno, %: C 66.40; H 6.62; N 17.35. CgH»N4O,.
Breruucaeno, %: C 66.24; H 6.79; N 17.17.

1-Bensua-3-(5,5-numernin-4-oxco-5,6-muruapodensoh| xunazonun-3(4H)-
wi)MmoueuHa (14). Amarormuno n3 2.53 2 (0.007 mons) kapdamaTta 10 u 0.86 2
(0.008 mona) GeH3mAAMUHA NOAYYAOT 2.3 2 (94%) 1-0eH3uA-3-(5,5-pAUMeTHA-4-
O0KCO0-5,6-puruppobenso[h]xunazornn-3(4H)-ua)moueBunnbl (14), 1. ma. 235-
236°C. R; 0.60 (GeHzoa-sTHAaneTaT-xaopodopmM, 5:5:2). MK-cmektp: v, cm™:
1605 (C=C Ap); 1635 (C=N); 1671 (C=0); 3296 (NH). Cnektp SIMP H
(AMCO-dg), 6, m.a., Ty 1.39 (6H, ¢, 2x CHj); 2.81 (2H, ¢, 6-CH,); 4.36 (2H,
A J = 6.0, CH,yPh); 7.13-7.26 (3H, m, NH, Ap); 7.27-7.36 (6H, M, Ap); 8.11
(1H, ap, Jp = 6.5, J; = 2.3, 10-CH); 8.16 (1H, c, 1-CH); 9.04 (1H, mc, NNH).
Hatipeno, %: C 70.47;, H 6.77; N 14.49. C5yH9yN,O5. Brraucaeno, %: C 70.57;
H 5.92; N 14.96.

1-(5,5-Aumernin-4-okco-5,6-quruapodenszo[h] xunazonun-3(4H)-un)-3-pendyrua-
moueBuHa (15). Araroruuro u3 2.53 2 (0.007 mons) kapbamara 10 u 1.0 2 (0.008
mona) PeHSITUAAMUHA NOoAyYaloT 2.3 2 (91%) 1-(5,5-pAuMeTHA-4-0KCO-5,6-AUTHA-
pobenso[h]xunazoaun-3(4H)-un)-3-penstuamoueBunnl (15), T.ma. 177-179°C.
Ri 0.59 (Genzoa-stuaaneraT-xaopodopM, 95:5:2). UK-cnekTp: v, em™ 1608
(C=C Ap); 1635 (C=N); 1664 (C=0); 1680 (C=0); 3200-3360 (NH).
Cnektp AMP 'H (AMCO-dg), 8, m.a., Ty: 1.38 (6H, c, 2 x CHj); 2.80 (2H, c,
6-CHy); 2.82 (2H, 1, J = 7.0, CH,Ph); 3.39 (2H, ta, J; = 7.0, J, = 5.6,
NHCH,); 6.69 (1H, T, J = 5.6, NHCH,); 7.12-7.20 (2H, M, Ap); 7.21-7.36 (6H,
M, Ap); 8.10 (1H, M, 10-CH); 8.11 (1H, ¢, 1-CH); 9.02 (1H, mc, NNH). Haripe-
HO, %: C 70.96; H 6.38; N 14.56. C93HoyN,4O,. Brruucaeno, %: C 71.11; H
6.23; N 14.42.

3-(5,5-Aumeruni-4-oxco-5,6-1uruapodensoh]xunazonuu-3(4H)-uin)-1,1-nume-
TamModeBuHa (16). Anaroruuno u3 2.53 2 (0.007 mons) kapbamaTta 10 u 0.45 2
(0.01 mons) pmMeTmAaMuHa moaydaioT 1.8 2 (90%) 3-(5,9-pAuMeTHA-4-0KCO-5,6-
auruapo6ensolh]xunazornt-3(4H)-un)-1,1-aumeTuamMoueBuHb! (16), T.mA. 125-
126°C. Rf 0.36 (aTmAanerar-rekcas, 3:1). UK-cnekTp: v, e 1600 (C=C Ap);
1635 (C=N); 1650 (C=0); 1679 (C=0); 3100-3320 (NH). Cnextp AMP H
(AMCO-dg), 3, m.p., T'y: 1.37 (6H, c, 2xCH3y); 2.81 (2H, ¢, 6-CH,); 3.01 [6H, c,
N(CHsj),], 7.15 (1H, ap, J1 = 6.0, J, = 2.4, Ap); 7.24-7.34 (2H, M, Ap); 8.05
(1H, c, 1-CH); 8.12 (1H, aa, J; = 6.7, J, = 2.4, 10-CH); 9.49 (1H, c, NNH).
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Hatipaeno, %: C 65.22; H 6.31; N 17.76. C17HyN4O,. Beruucaeno, %: C 65.37;
H 6.45; N 17.94.
N-(5,5-Aumerni-4-okco-5,6-murnapodensoh]xunazonun-3(4H)-un)-nupposu-
nuH-1-kap6okcamua (17). Amaroruuro u3 2.9 ¢ (0.008 mons) xapbamarta 10 n
0.71 2 (0.01 mona) nuppoaruvpnHa noaydaror 2.1 2 (57%) N-(5,5-puMeTnA-4-0K-
co-5,6-puruppobenso[h]xunazoann-3(4H)-un)-nuppornanuH-1-KapOokcaMuAa
(17), T. mA. 225-227°C. R; 0.40 (sTmramerar-Gensona, 1:1). UK-cmektp: v, ex™:
1600 (C=C Ap); 1635 (C=N); 1657 (C=0); 1681 (C=0); 3100-3220 (NH).
Cnektp SIMP 'H (AMCO-dg), 8, m.a., Ty: 1.38 (6H, ¢, 2% CHjz); 1.96 [4H, M,
N(CH,CH,y)9], 2.81 (2H, ¢, 6-CHy); 3.45 [4H, T, J = 6.1, N(CHy),], 7.15 (1H,
M, Ap); 7.24-7.35 (2H, ™, Ap); 8.06 (1H, c, 1-CH); 8.12 (1H, ap, J; = 6.3, J, =
2.1, 10-CH); 9.26 (1H, ¢, NNH). Haiiapeno, %: C 67.59; H 6.38; N 16.43.
C19H29N4O,. Breruucaeno, %: C 67.44; H 6.55; N 16.56.
N-(5,5-Aumerni-4-okco-5,6-qurnapodensoh]xunazonuu-3(4H)-ui)-nunepu-
nuH-1-kap6okcamun (18). Anmarornuno u3 2.9 2 (0.008 mozna) xapbamarta 10 u
0.85 2 (0.01 mona) nunepupuHa noaydvaror 1.8 2 (64%) N-(5,5-puMeTHA-4-0KCO-
5,6-purnppo0Oen3oh]xuHazoanH-3(4H)-uA)-munepruauHH- 1 -KapOoKcaMupa
(18), T. mA. 180-182°C. Rs 0.56 (atmaateraTr-6enH3on, 1:1). MIK-cmekTp: v, em™:
1600 (C=C Ap); 1635 (C=N); 1648 (C=0); 1675 (C=0); 3193 (NH).
Crnektp SIMP 'H (AMCO-dg), 8, m.a., Ty: 1.38 (6H, ¢, 2% CHjy); 1.62 (2H, M,
NCH,CH,CHoy); 1.64 [4H, m, N(CH,CH,)], 2.81 (2H, ¢, 6-CH,); 3.46 [4H, M,
N(CHy)ol, 7.15 (1H, pa, J1 = 6.2, J, = 2.1, Ap); 7.25-7.35 (2H, M, Ap); 8.05
(1H, ¢, 2-CH); 8.12 (1H, ap, J3 = 6.5, J; = 2.1, 10-CH); 9.56 (1H, ¢, NH).
Hatipaeno, %: C 68.25; H 6.69; N 15.84. CooHyyN,4O,. Berunucaeno, %: C 68.16;
H 6.86; N 15.90.
N-(5,5-Aumerni-4-okco-5,6-1uruapodenso[h]xunazonuu-3(4H)-uia)-mopdo-
auH-1-kapookcamun (19). Anarormuno u3 2.9 ¢ (0.008 mona) kapbamarta 10 u
0.95 2 (0.01 mona) mopdoamHa noaydaroT 2.0 2 (52%) N-(5,5-pAuMeTHA-4-0KCO-
5,6-auruppo6ensoh]xunazoarnn-3(4H)-un)-mopdoant-1-kapb6okcamupa  (19),
T. A, 210-212°C. Ry 0.31 (sTuranerar-0enzoa, 1:1). UK-cnekTp: v, en’t: 1600
(C=C Ap); 1635 (C=N); 1665 (C=0); 1704 (C=0); 3273 (NH). Cmekrp
AMP H (AMCO-dg), §, m.a., Ty: 1.38 (6H, ¢, 2x CHs); 2.81 (2H, ¢, 6-CHy);
3.50 [4H, T, J = 4.5, N(CH,),], 3.67 [4H, T, J = 4.6, O(CHy),], 7.15 (1H, ™,
Ap); 7.25-7.35 (2H, ™M, Ap); 8.07 (1H, ¢, 2-CH); 8.12 (1H, ap, Jy = 6.7, J, =
2.1, 10-CH); 8.75 (1H, c, NH). Hatipeno, %: C 64.50; H 6.53; N 15.94.
C19H9oN,4O3: Brruucaeno, %: C 64.39; H 6.26; N 15.81.
N-(5,5-Aumeruni-4-okco-5,6-auruapodensoh|xunazonuu-3(4H)-ui)-azenun-1-
kap6okcamua (20). Ararornuno u3s 2.53 2 (0.007 mons) xkapbamara 10 u 0.8 2
(0.008 mona) asenmna moaydvaror 2.0 2 (84%) N-(5,5-ammMeTnr-4-okco-5,6-pu-
ruppobensolh]xunazornn-3(4H)-ua)-azenun- 1-kapb6okcamuaa (20), T. ma. 184-
186°C. R¢ 0.53 (GeH30A-3THAALETAT-XxAOpPOdOPM, 5:5:2). UK-cmekTp: v, cv™:
1600 (C=C Ap); 1635 (C=N); 1667 (C=0); 3280 (NH). Cnekrp IMP 'H
(AMCO-dg), 8, M., Ty: 1.38 (6H, c, 2 X CHj); 1.63 [4H, M, N(CH;CH,CHy),],
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1.78 [4H, M, N(CH,CH,),], 2.81 (2H, c, 6-CHjy); 3.49 [4H, T, J = 6.0,
N(CH,),], 7.15 (1H, ap, J; = 6.1, J, = 2.4, Ap); 7.24-7.35 (2H, M, Ap); 8.06
(1H, ¢, 1-CH); 8.13 (1H, aa, J; = 6.5, J, = 2.4, 10-CH); 9.30 (1H, c, NNH).
M T (Macc-cmekTpaabHo) 366. Hamiaeno, %: C 68.66; H 7.25; N 15.40.
C91H9sN4O,. Brrunicaeno, %: C 68.83; H 7.15; N 15.29.

1-(5,5-AumeTna-4-okco-5,6-muruapodenso[h]xunazomun-3(4H)-un)-3-3Tua-
THOMIMOYeBHHA (21). Cmech 2.41 2 (0.007 mons) ammHoxuHazoArmHa 3, 0.87 ¢
(0.01 mona) stuanzoruonuanara u 30 a1 3TAHOAA KUIATAT C OOPATHBIM XOAO-
AAbHUKOM 10 u. TTpubaBasitoT 20 Mz BOABI, 0Opa3oBaBIIiecs KPUCTAAABI OT-
(bUABTPOBBIBAIOT U INEPEKPUCTAAAU30BBIBAIOT u3 80% sTanoaa. IlToayuaror
1.9 2 (58%) 1-(5,5-pmMeTnA-4-0KCO-5,6-puruppoOen3olh]xunazoann-3(4H)-
HA)-3-3TUATUOAMOYEBUHEI (21), T. mA. 225-227°C. R; 0.72 (3THAalleTaT-TeKCaH,
2:1). UK-cmextp: v, e’ 1600 (C=C Ap); 1635 (C=N); 1650 (C=0); 3200-
3320 (NH). Cmektp AMP H (AMCO-dg), 8, m.a., Ty: 1.21(3H, T, J = 7.0,
CH,CH3y); 1.36 (6H, ¢, 2xCH3y); 2.80 (2H, ¢, 6-CHy); 3.55 (2H, M, CH,CHy3);
7.15 (1H, o, J = 6.3, Ap); 7.24-7.35 (2H, ™, Ap); 8.09 (1H, ¢, 2-CH); 8.12 (1H,
M, 10-CH); 8.28 (1H, mc, NH); 9.96 (1H, umic, NH). Hatipeno, %: C 62.04; H
6.31; N 17.24. C{3H(N4OS. Brruucaeno, %: C 62.17 H 6.14; N 17.06.

1-Ben3uia-3-(5,5-numerni-4-okco-5,6-nuruapodensoh|xunazonun-3(4H)-
wi)TuomoveBuHa (22). Anarorunuso us 2.41 2 (0.007 mons) aMHHOXWHA30AWHA 3
u 1.49 2 (0.01 mons) GeH3UAN3OTHONMAHATA MTOAYYAlOT 3.2 2 (82%) 1-6eH3uA-3-
(5,5-pnMeTHA-4-0KCO-5,6-purnppobenso[h]|xuHaszornH-3(4H)-1A) THOMOUYEBUHEL
(22), T. mA. 203-205°C. R; 0.77 (sTHAanetaT-Gensoa, 2:1). MK-cmekTp, v, cu'™:
1600 (C=C Ap); 1635 (C=N); 1644 (C=0); 3200-3320 (NH). Cnekrp AMP
IH (AMCO-dg), 8, m.a., Ty 1.39 (6H, ¢, 2x CHj); 2.80 (2H, ¢, 6-CHy); 4.79
(2H, A, J = 5.4, CH,Ph); 7.16 (1H, ap, J1 = 6.0, J, = 2.2, Ap); 7.20-7.27 (1H,
M, Ap); 7.28-7.39 (6H, M, Ap); 8.13 (1H, ap, J» = 6.7, J, = 1.8, 10-CH); 8.15
(1H, ¢, 1-CH); 8.77 (1H, T, J = 5.4, NHCH,Ph); 10.11 (1H, mc, NNH). Hati-
AeHO, %: C 67.51; H 5.77 N 14.50; S, 8.34. CyyHoN,4OS. Buiuucaeno, %: C
67.67; H 5.68; N 14.35; S, 8.21.

3-UUPULN-5,5-%DbUGE-DL-5,6-+-PNP)-LOALELAN[h] VP LELNLPL-4(3H)-0 LD
UhLEGAL, PNUENLGNFULELL GBI SUYUATGYSEMPUL
NUSUNFE-3AFLLENL

U b. U2 ranU3UL, U. N, GULLPEL3UL, L. U -0LTPLQUD,
Q. W. UL UuhU3UL b \. U. USEPUL3UL

1-Uidpitsr=3, 3yl FHpy=3 - rpp S fpoygrrnbsssssf [Fuay fa-2-E O fy fpuaprppo pupysnfs sfrmfsrsplynedibp
wpiynibipnid  ufbfFlyly & S-unlfibin-5,5-ypudbftpy-3,4-npl prprpliign [ h] fufign -
4(3H)-nts (3-wilfnfufbimgmpt): LbpQftpu b pblgnfypnppyh, wylbonbf, wppblpybbpp,
banfPhngputiunnibpp hnfuunggbynfdyudp wnugdly B wdfy, Chp bl Sfplphp b [Ffimnidpgu-
tyncfthp: 3-Udfbinfuplugmpip b dbfdpy- ne Glufyppnp$npdfunnibpp jrimgblududp. fb-
[Pty B Sundumpunnumfuut juppodunnbibpp: SEupyppappadunnp, s iygfh b kph-
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SYNTHESIS, TRANSFORMATIONS AND ANTIBACTERIAL PROPERTIES
OF 3-AMINO-5,5-DIMETHYL-5,6-DIHYDROBENZO[h]
QUINAZOLIN-4(3H)-ONE

A. 1. MARKOSYAN, S. H. GABRIELYAN, N. M. TORSHIRZAD,
J. A. AVAKIMYAN and H. M. STEPANYAN

The Scientific and Technological Centre of Organic
and Pharmaceutiical Chemistry NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., 0014, Yerevan, Armenia
Phone/fax: (374 10) 285291
E-mail: markosyan@netsys.am

The 3-amino-5,5-dimethyl-5,6-dihydrobenzo[h]quinazolin-4(3H)-one (3-
aminoquinazoline) is synthesized as a result of transformation of 1-amino-3,3-dimethyl-
3,4-dihydronaphthalene-2-ethylcarboxylate. As a result of reaction of the latter with
benzoyl chloride, acetone, aldehydes and isothiocyanates, amide, Schiffs bases and
thiourea are prepared. During the condensation of 3-aminoquinazoline with methyl- and
phenylchloroformates, the corresponding carbamates are obtained. As a result of
condensation of phenylcarbamate with primary and secondary amines, disubstituted and
trisubstituted ureas are synthesized. Some of the synthesized compounds showed
antibacterial activity against Gram-positive and Gram-negative bacteria.
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