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Bsaumopeiicreuem 1-amumo-3,3-aumerni-3,4-gurnaporadranns-2-sTHIKapOOKCHIaTa ¢ GeH30UIN-
30THOLIMAHATOM U IIOCIeAYIONeN LUKIu3anueil oopasosasierocs 1-(GeH30UITHOYpenso)-3,3-4uMeTHI-
3,4-purnpponadranuH-2-sTHIKapOOKCHIaTa CHHTE3UPOBAH 5,5-AnuMeTnI-2-THOKCO0-2,3,5,6-TeTparuspo-
6enso[h]xunasonuu-4(1H)-on. Ha 6ase mociesnero moiaydenst 2-tuosameménnsie 6ensolh]xuHaszonunst,
6enso[h]tnasono[2,3-b]xunasonuusl u 6ensolh](1,3]tnasuno[2,3-b]xunazonuns. Kongencanueii 2-tHox-
cobenso[h]xuHazonuHa ¢ B-TUAPOKCHAMUHOITAHOJIOM CHHTE3UPOBAH 2-(2-THAPOKCHUSTHIAMMHO)-5,5-Au-
meTni-5,6-gurnnpobenso[ h|xunazonun-4(3H)-on. Hexoropsle u3 CHHTE3MPOBAaHHBIX COEAMHEHUN IIPOSIB-
JIIOT YMEPEHHYIO aHTHOAaKTePUAIbHYI0 aKTHBHOCTh B OTHOIIEHUH T'PAMIIOJIOXKUTETBHBIX M I'PAMOTpPHUIIA-

TEJIBHBIX MI/IKPOGOB.

Bub6. ccprnok 16.

Benzo[h]xuna3zonuHOBEIE coempHEHIS 06Iaa0T UIMPOKUM CIIEKTPOM OHOJIOTH-
geckoro peiicreus [1-9]. IIpoBemennsie HaMu UCCIeROBaHUA B 06acTu 5,5-mu3ame-
meHHbIX 6eH30[h|X1HA30ITMHOB TOKa3aIl MEePCIEeKTUBHOCTD C TOYKK 3peHUs O6HO0JIO-
ruvyeckoy akrusHoctu [10-13].

B HacTosImeM cooOLIeHNY IPUBOAATCA JAHHbIE O MPEBpAleHUIX 5,5-AUMMeTHI-
2-tokco-2,3,5,6-rerparugpobensol h|xunazonun-4(1H)-ona (3). INocreguuit momy-
4eH HaMM B3auMogeficTBueM l-amuuo-3,3-mumerni-3,4-aurunpoHadTaauH-2-3THI-
kap6okcunara(1)[14] ¢ GeH30MIM3OTHOLUAHATOM U IOCIELYIOMEH [UKIN3AIed B
I[eJIOYHOM cpefie 06pa30BaBLIETOCS THOYPEUZOIPOU3BOLHOTO 2 0e3 BhIAEIeHUS U3
PeaKIOHHOM cpesbl. ATKUINpOBaHNEe THOKCOOEH30XMHA30INHA 3 MOHOTaJIOTeHIa-
MU pPasINYHOrO CTPOEHUS B IPUCYTCTBUM THAPOKCHIA Kajus IIPUBEIO K 0OpasoBa-
HUIO UCKIIOYUTETIBHO S-aIKUIHNPOBAaHHBIX IIpoAyKToB 4-10, uTo cormacyercs ¢ mpor
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HO30M, C/leJJaHHBIM Ha OCHOBEe IIPOBEJeHHBIX paHee KBAHTO-XHMUYECKUX PacyeToB
IJIs TOZOGHBIX CTPYKTYp [15-16]. AnxmiupoBanueM THOKCoGeH30xMHa30MuHa 3 1,2-
IUOPOMSTAHOM M STHJIOBBIM 3PHUpOM 2,3-ZuOpPOMIPOIIAHOBOM KHUCJIOTHI ITOJIyYeHBI
6enso[h]ruaszono[2,3-b]xunasonunsr 11 u 12. AHamoruyHsIM 06pa3soM B3aHMMOAEHCT-
BHEM THOKCOIpOu3BoAHOrO 3 ¢ 1-6pom-3-xmopmponanoMm u 1,3-guxiopmponaH-2-
osom noy4ens! 6erso[h][1,3]trasnno[2,3-b]xunasonuus! 13 u 14, a ¢ B-rugpoxcua-
MUHO3TAHOJIOM — 2-(2-THIPOKCHUITHIAMIHO)-5,5-1umerni-5,6-gurunpotensolh]xu-

nasonun-4(3H)-on (15).
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4. R=CHs; 5. R=C2Hs; 6. R=i-CsH7; 7. R=CH:CH=CH»; 8. R=CH:COOEt; 9.
R=CH:CsHs; 10. R=CH2CONHC¢Hs; 11. R’=H; 12. R’=COOEt; 13. R’=H; 14. R’=OH

Wsyuena auTHOaKTepHasbHas aKTUBHOCTh CHHTE3MPOBAHHBIX COETUHEHHI.
Berasieno, uro coemuuenus 8-12, 14 me o6nazarorT aHTHOAKTEPUATBHON AKTHB-
HOCTBIO, OCTQJIbHbIE COeIMHEHN B YCIOBUAX DKCIEPUMEHTA IPOIBILAIOT CIa0yI0 MK
YMEpEHHYIO aKTUBHOCTh B OTHOLIEHHWY TPaMIIOJIOXKUTEIBHBIX U IPaMOTPHUIIATEIbHBIX

MHUKPOGOB.

OKCIIepIMEHTAIbHAS JaCTh

WK-crexTps! cHATH B BazesnHOBOM Macie, Ha mpubope «FT-IR NEXUS», crekr-
pst AMP 'H — na cuekrpomerpe «Varian Mercury-300», BHyTpeHHHUU CTaHIApT —
TMC mmu T'M/JIC. Macc-cekTpsl nmorydensl Ha ciekTpoMmerpe «MX-1321A» ¢ uc-
IIOJIF30BAHMEM CHCTEMBI IIPIMOTO BBOZA 0Opaslia B MOHHBIN ucToyHuK. TCX ImpoBe-
IeHa Ha mactuHkax «Silufol ®», mposBurens — maps! fioza.
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5,5-TumeTtrmn-2-tuokco-2,3,5,6-rerparuapobenso h[xunasomuu-4(1H)-ou  (3).
Cwmecs 24.5 r (0.1 mozg) amurosdupa 2, 16.3 r (0.1 morg) GeH30mIN30THOLMAHATA U
150 a2z 5TaHOIA IPM KOMHATHOM TeMIIepaType OCTaBIAIoT B TedeHue 20 ¥, 3ateM Ipu-
6assaior pacteop 11.2 r (0.2 moz19) rugpoxcupa xanus B 100 27 BOABI U CMeCh KUTIA-
TAT B TeYeHUe 3 7. PeakImoHHY0 CMeCh OXJIAKIAIOT U IIPU ITePeMeNUINBAaHUH IIOKIUC-
natot 10% consuoit kucnoroit mo pH 3.0-3.5. OGpasoBaBuruecs Kpucraibl QIIbT-
PYIOT, IIPOMBIBAIOT BOZOM U IIePeKPUCTALIM30BbIBAIOT U3 ataHoxa. [loxyyator 20.1 r
(78%) tmoxcoGensoxunasonuua 3, T. wi. >250°C, Rr 0.78 (stmmamerar-6enson, 2:1).
UK-cuextp, v, e’ 1595 (C=C apom); 1620 (C=C); 1660 (C=0); 3300-3450 (NH).
Cuextp AMP 'H (IMCO-ds), 6, m.x., I 1.26 (6H, ¢, 2xCHs); 2.70 (2H, ¢, 6-CHa);
7.18 (1H, zx, J1=7.3, J2= 1.2, apom); 7.24-7.39 (2H, ™, apom); 7.93 (1H, nx, J1= 7.6, J2=
1.2, 10-CH); 11.85 (1H, mr.c, NH); 11.96 (1H, m.c, NH). Haitzero, %: C 64.92; H 5.63;
N 10.94; S 12.25. C14H14sN20S. Bsruucneno, %: C 65.09; H 5.46; N 10.84; S 12.41.

5,5-JumeTrnn-2-metmntuo-5,6-gurugpobernso[ h]xunaszonuu-4(3H)-ou (4). B
peakuoHHyI0 KOOy ¢ obparHsiM xomomruibHuKoM momemator 2.58 r (0.01 mosa)
tuokcobensoxunasonua 3, 0.56 r (0.01 mozg) rugpokcuza xanus, 30 sz abeomioT-
HOTO 9TAHOJIA U PEAKIUOHHYIO cMech Kumatar 10 mmm. 3atem mpubasmsior 1.41 r
(0.01 mozg) meruniiopuza M IPOO/DKAIOT KulfdeHue eme 12 7 Peaxuunonnyio
cMech oxraxaaioT, npubasiaior 20 sz Bogsr. Ocazok GUIBTPYIOT U IePeKPUCTAIIIN-
30BBIBAIOT U3 65% sranosna. Iloxyygator 2.29 r (84%) xuHaszomona 4, T. mwi. 218-220°C,
Rf 0.70 (atmnanerar-rexcas, 1:1). UK-cuextp, v, er’: 1600 (C=C apom); 1637 (C=C-
C=0); 3150-3250 (NH). Crrextp AMP 'H (IMCO-ds), 6, m.z., Iz 1.32 (6H, ¢, 2xCHs);
2.61 (3H, ¢, SCHzs); 2.73 (2H, ¢, 6-CH>); 7.11 (1H, zx, J1=7.2, J2= 1.7, apom); 7.19-7.31
(2H, M, apom); 8.07 (1H, zz, J1=7.6, J]2= 1.9, 10-CH); 12.34 (1H, ur.c, NH). Haiizneno,
%: C 66.31; H 6.12; N 10.44; S 11.60. C15sH1sN20S. Beruucieno, %: C 66.15; H 5.92; N
10.29; S 11.77.

5,5-IumeTnn-2-3THaTno-5,6-gurugpobensol h|xmuuasomun-4(3H)-ou  (5). Awna-
smoruuno u3s 2.58 r (0.01 mo.srg) Tnoxco6ensoxunasonuua 3, 0.56 r (0.01 mozg) rug-
poxcuga xanus u 1.56 r(0.01 monst) stunitonuzna noxyyaior 2.3 r (80%) xuHasonoHa
5, T. mn. 243-245°C. R¢ 0.70 (atmnamerar-6ensorn, 1:1). MK-cnextp, v, car': 1600 (C=C
apom); 1636 (C=C-C=0); 3150-3250 (NH). Cuexrp AMP 'H (JIMCO-ds), 8, m.z., I11.
1.33 (6H, ¢, 2xCHs); 1.45 (3H, T, ] = 7.3, CH2CH3); 2.72 (2H, ¢, 6-CH2); 3.21 2H, , ] =
7.1, SCH2); 7.11 (1H, ng, J1=7.2, J2= 1.3, apom); 7.19-7.31 (2H, M, apom); 8.03 (1H, xz,
J1=7.6,J2= 1.6, 10-CH); 11.5 (1H, w.c, NH). Haiizeno, %: C 67.26; H 6.48; N 9.92; S
11.05. CisHisN20S. Beraucneno, %: C 67.10; H 6.33; N 9.78; S 11.20.

5,5-Iumerri-2-uzonpourirruo-5,6- guruapobensoh [xunasomuu-4(3H)-ou  (6).
Awnanoruuno us 2.58 r (0.01 morg) tnokcoGensoxunazonuua 3, 0.56 r (0.01 mo.sq)
ruzgpokcuzga Kanus u 1.23 r (0.01 mozg) nsonponunbpomuza noxygaior 2.2 r (73%)
xunazonoHa 6, 1. wi. 205-207°C. Rr 0.89 (sTmrauerar-6ensour, 2:1). UK-cmekrp, v, e
1600 (C=C apom); 1628 (C=C-C=0); 3150-3250 (NH). Crexrp AMP 'H (JIMCO-ds),
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8, m.g., I'm: 1.32 (6H, ¢, 2xCHs); 1.48 [6H, &, ] = 6.8, CH(CHs)2]; 2.72 (2H, ¢, 6-CH>);
4.08 (1H, cm, J = 6.8, SCH); 7.11 (1H, gz, 1= 7.2, J2= 1.7, apom); 7.19-7.31 (2H, m,
apom); 8.00 (1H, ng, Ji= 7.6, J2= 1.9, 10-CH); 12.00 (1H, m.c, NH). Haiinero, %: C
67.82; H 6.85; N 9.17; S 10.56. C17H20N20S. Breruucieno, %: C 67.97; H 6.71; N 9.32; S
10.67.

2-Annwaruo-5,5-gumernin-5,6-guruapotdensolhlxunasonmuu-4(3H)-oxn (7). Ana-

soruvso u3 2.58 r (0.01 mozzg) TuokcoGensoxunasonuua 3, 0.56 r (0.01 mozg) rux-
poxcuga Kanusa u 1.23 r(0.01 moms) ammunbpomuza nonxydaor 2.47 r(83%) xunaso-
soHa 7, 1. wi. 208-210°C. R 0.70 (stmnanerar-xmopodopm, 2:5). UK-cuexrtp, v, em’:
1600 (C=C apom); 1636 (C=C-C=0); 3150-3250 (NH). Cuexrp AMP 'H (JIMCO-ds), 6,
m.z., I 1.33 (6H, ¢, 2xCHs); 2.73 (2H, ¢, 6-CH2); 3.90 (2H, &, ] = 6.7, SCH2); 5.13
(1H, gk, J1=9,9, 2= 1.4, =CH>); 5.33 (1H, ax, J1= 17,1, ]2= 1.4, =CH>); 6.01 (1H, gar, J1
= 17,1, J2= 9.9, Js= 6.7, =CH); 7.12 (1H, a1, J1 = 7.1, J2= 2.1, apom); 7.23-7.31 (2H, m,
apom); 8.04 (1H, ng, J1=7.9, J2= 2.1, 10-CH); 12.33 (1H, wm.c, NH). Haiinero, %: C
68.55; H 5.94; N 9.49; S 10.89. C17H18N20S. Brruucieno, %: C 68.42; H 6.08; N 9.39; S
10.75.
2-[(5,5-TumeTmn-4-okco-3,4,5,6-TeTparuzmpobenso h [ x1Ha30MMH-2-1II) THO |5TH-
nauetar (8). Aumanornuno u3 2.58 r (0.01 mozg) Tnokcobensoxunasonvwua 3, 0.56 r
(0.01 mozg) ruppoxcuma xanus u 1.23 r (0.01 mozg) 2-xmopaTuianerara mMoIydaioT
2.9 r (84 %) xunazonona 8, 1. wir. 160-162°C. R 0.83 (sTunauerar-6euson, 1:2). K-
cexTp, v, exr’: 1610 (C=C apom); 1627 (C=N); 1638 (C=C-C=0); 1743 (C=0 cr.a3dup);
3150-3250 (NH). Cuexrp AMP 'H (IMCO-de), 6, m.z., /o 1.28 (3H, =, J = 7.21,
OCH2CH3), 1.32 (6H, ¢, 2xCHs); 2.73 (2H, ¢, 6-CH2); 3.96 (2H, ¢, SCH2); 4.15 (2H, &, ]
=7.2,0CHy); 7.11 (1H, gz, 1=7.2,J2= 1.2, 7-CH), 7.19-7.32 (2H, ™, apom); 8.01 (1H,
om, J1=7.6, Ja= 1.5, 10-CH); 12.48 (1H, m.c, NH).Haiigeno, %: C 62.59; H 5.99; N
8.31; S 9.14. CisH20N20sS. Beruucneno, %: C 62.77; H 5.85; N 8.13; S 9.31.
2-Benswrtno-5,5-gumerm-5,6- gurugpotensol h | xunazomun-4(3H)-ou (9). Ana-
soruyuo u3 2.58 r (0.01 mozrg) Tuokcobensoxunasonuua 3, 0.56 r (0.01 mozg) run-
poxcuza kanust u 1.27 r(0.01 mo.zq) Gensunxinopuga nmoxydaior 2.6 r (75%) xumHazo-
soHa 9, T. 1. 244-245°C. Re 0.79 (sTunanerar-6ensoi, 1:1). UK-cnextp, v, car’: 1600
(C=C apomy); 1636 (C=C-C=0); 3150-3250 (NH). Crextp AMP 'H (JIMCO-ds), 6, m.1.,
T 1.34 (6H, ¢, 2xCHs); 2.74 (2H, ¢, 6-CH2); 4.51 (2H, ¢, SCH2); 7.13 (1H, gz, J1="7.2,
J2= 1.2, 7-CH), 7.17-7.32 (5H, m, apom); 7.42 (2H, &, ]=6.8, apom); 8.08 (1H, nx, J1 =
7.6, J2 = 1.4, 10-CH); 12.36 (1H, mr.c, NH). Hatimzeno, %: C 72.52; H 5.64; N 8.23; S
9.07. C21H20N20S. Beruncieno, %: C 72.38; H 5.79; N 8.04; S 9.20.
2-[(5,5-AumeTrnn-4-okco-3,4,5,6-Terparugpoberso h|xuHasonnn-2-m1)tio-N-
¢denmmaneramuy, (10). Ananoruyro us 2.58 r (0.01 moszg) Tnoxcoxuuaszonuna 3, 0.56
r(0.01 »morxg) ruppoxcuna xanus u 1.7 r(0.01 mozq) 2-xmop-N-dennnaneramuza mo-
ayqator 3.3 r (84%) xunasonona 10, T. ma. 235-237°C. Rr 0.56 (sTmmanerar-6eH3ol,
2:1). UK-cmektp, v, eu’: 1600 ( C=C apom); 1625 (C=C); 1640 (C=0); 1673 (C=0);
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3250 (NH). Crextp AMP 'H (IMCO-ds), 8, m.z., I 1.32 (6H, ¢, 2xCHs); 2.72 (2H, c,
6-CH>); 4.07 (2H, ¢, SCHa); 6.95-7.02 (1H, m,) apom); 7.05-7.12 7.18-7.27 (3H, m,
apom); 7.55-7.61 (2H, M, apom); 8.01 (1H, 1, ] = 7.7, 10-CH); 10.10 (1H, ¢, NH); 12.48
(1H, m.c, NH). Haitmeno, %: C 67.67; H 5.57; N 10.86; S 8.35. C22H21N30:S. Brruucie-
mo, %: C 67.50; H 5.41; N 10.73; S 8.19.

6,6-Tumernn-9,10-guruznpo-5H-6enso[ h]trazono[2,3-b]xunasonus-7(6H)-on
(11). B peaxuuonHy!o K016y C OOpaTHBIM XOJIOJYIBHHUKOM IIOMEINAIOT CMeCh 5.2 r
(0.02 mo.zg) THOKCOGeH30xMHA30mMHA 3, 2.24 r (0.04 moszg) rugpokcuza Kamusg u 50
T abeomrotTHOTO atanona ¥ Kunatiat 10 mzw, npubasnsior 3.8 r(0.02 morzg) 1,2-1u6-
pPOMSTaHA M IIPOJODKAIOT KulissdeHue eme 16 7. PeaknuoHHYIO cMeCh OXJIaXIaloT,
mpubasiaioT 20 sz Bogsl. Ocafok GUIBTPYIOT U MTEPEKPUCTAIN30BBIBAIOT U3 DTAHO-
na. Ionyygator 3.8 r (67%) tmasono[2,3-b]xunasonuua 11, T. mi1. 223-225°C. Rr 0.54
(aTrmanerar-xaopodopw, 2:5). UK-cuextp, v, crr’: 1600 (C=C apom); 1648 (C=0). UK
cuexTp: v, emrt: 1610 (C=C apom); 1625 (C=N); 1648 (C=0). Cuextp AMP 'H (IMCO-
ds), 8, m.a., /o 1.32 (6H, ¢, 2%CHs); 2.73 (2H, ¢, 6-CH2); 3.52 (2H, T, ] = 7.6, SCH>);
440 2H, 7, ] = 7.6, NCH2); 7.12 (1H, gz, J1= 7.3, J2= 1.7, apom); 7.20-7.33 (2H, m,
apom); 8.01 (1H, zx, J1=7.6, J=1.9, 1-CH). Macc- cuextp, M* 284. Haiineno, %: C
67.77; H5.49; N 9.96; S 11.41. Ci6H1sN20S. Bsraucieno, %: C 67.58; H 5.67; N 9.85; S
11.28.

6,6-Iumetn-7-okco-6,7,9,10-rerparugpo-5H-6en3o[h]rrasono[2,3-b|xuHaszo-
nuH-9-sTrnkapboxcuaar (12). Auamormuno us 5.2 r (0.02 moz9) TnokcoGeH30XUHA-
3onuHa 3, 2.24 r(0.04 mo.szg) rugpoxcuza xanust u 5.6 r(0.02 mo.zg) sTunosoro adupa
2,3-nu6pOMIIPONIaHOBOM KUCIOTH! Ioay4aioT 2.3 r (37%) tuasono|2,3-b]xuHasonuHa
12, 1. . 115-117 °C. Rr 0.64 (sTwmaumerar-6ensoi, 2:1). UK-cnexrp, v, car’: 1600
(C=C apom); 1648 (C=0); 1747 (C=0, cr.apup); 3250 (NH). Cuexrp AMP H (IMCO-
ds), 8, m.z., 71 1.29 (3H, ¢, CHs); 1.37 (3H, ¢, CHs); 1.31 (3H, T, ] = 7.1, OCH2CHs);
2.74 (1H, m, J = 15.6, 5-CH3); 2.78 (1H, g, ] = 15.6, 5-CH>); 3.52 (1H, ax, J1=11.8, J2=
2.6, SCH2); 3.93 (1H, gz, J1 = 11.8, Jo = 9.2, SCH2); 4.23 (1H, zk, J1=10.8, ]= 7.1,
OCH2); 4.29 (1H, gk, J1=10.8, J2= 7.1, OCH2); 5.45 (1H, gz, J1=9.2, J2= 2.6, CH); 7.14
(1H, M, apom); 7.23-7.34 (2H, M, apom); 8.05 (1H, gz, J1=7.2, ]o= 1.9, 1-CH). Macc-
criextp, M* 356. Haiizeno, %: C 64.19; H 5.85; N 7.80; S 9.16. Ci19H20N20sS. Beruncire-
Ho, %: C 64.02; H 5.66; N 7.86; S 9.00.

6,6-IumeTrnn-5,6,10,11-reTparugpo6enso[h][1,3]Trasumo|2,3-b]xunasonmns-
7(9H)-ou (13). Ananoruuso u3 5.2 r (0.02 morg) TMOKCOGeH30xMHaA30MUHA 3, 2.24 I
(0.04 mozzg) rumpoxcupa xanus u 3.15 r (0.02 mozg) 1-6pom-3-x10pIponana moIy-
vatoT 4.5 r (75%) tnasuno[2,3-b]xunazonuna 13, 1. wi. 195-197°C. Rr 0.58 (stmnane-
tar-6enson, 1:2). UK-cumekrp, v, e’ 1600 (C=C apom); 1639 (C=C-C=0). Cmexrp
SAMP H (IMCO-ds), 8, m.z., I 1.32 (6H, ¢, 2%2CHs); 2.28 (2H, m, NCH2CHb>); 2.73
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(2H, ¢, 5-CH>); 3.21 2H, T, ] = 6.0, SCH2); 4.01 (2H, T, ] = 5.6, NCH>); 7.12 (1H, gz, J1
=72, J2=1.1, apom); 7.20-7.31 (2H, m, apom); 8.01 (1H, zzx, J1=7.6, J]2= 1.5, 1-CH).
Macc-cuextp, M* 298. Haiineno, %: C 68.43; H 6.24; N 9.52; S 10.87. Ci7HisN20S.
Bsruucieno, %: C 68.42; H 6.08; N 9.39; S 10.75.

10-Tunpoxcu-6,6-gumerni-5,6,10,11-rerparuapodensolh][1,3]tuasmuo[2,3-
blxunazomuu-7(9H)-on (14). Anamoruuno us 5.2 r (0.02 mo19) THOKCOGEH30XMHA30-
nuHa 3, 2.24 r(0.04 mozg) rumpoxcuzma xanusa u 2.6 r(0.02 mozg) 1,3-guxnopuporra-
Hozna-2 monywaioT 2.8 r (45%) tuasuno[2,3-b]xunasonuua 14, 1. mwr. 229-230°C. Re
0.41 (otmnamerar-6ensosn, 2:1). UK-cuextp, v, ecu’ 1600 (C=C apom); 1628 (C=C-
C=0); 3325 (OH). Cuextp AMP 'H (IMCO-ds), 8, m.z., /1 1.32 (3H, c, CHs); 1.34
(3H, ¢, CHs); 2.73 (1H, &, ] = 15.8, 5-CH>); 2.75 (1H, &, ] = 15.8, 5-CHz2); 3.10 (1H,
nom, J1=11.8, Ja= 6.4, J3= 0.8, SCH2); 3.28 (1H, max, J1=11.8, J2= 3.6, Js= 0.8, SCH>);
3.84 (1H, mnx, J1= 14.48, J2= 2.8, J3= 0.8, NCH>); 4.03 (1H, mzg, J1= 144, ]2= 6.7, J3=
1.1, NCH2); 4.37 (1H, m, CH); 5.51 (1H, g, ] = 4.0, OH); 7.12 (1H, ™, apom); 7.21-7.31
(2H, M, apom); 8.03 (1H, nx, J1=7.1, J2= 2.1, 1-CH). Macc-cunextp, M* 314. Haiizeno,
%: C 64.84; H 5.93; N 8.82; S 10.36. Ci7H18N20:S. Bsruucieno, %: C 64.94; H 5.77; N
8.91; S 10.20.

2-(2-TuapoxcusTiiaMuHo0)-5,5-gumetn-5,6-guruapodensol h | xunasommn-
4(3H)-om (15). Cmecs 10.33 r(0.04 mozg) THOKCOGeH30XMHa30mrHA 3 U 80 a7 2-amu-
HODTAHOJIA KUIATAT C OOPaTHBIM XOJIOAUIBHUKOM B TedeHue 20 7. PeaxkuumoHHyIo
CMeCh OXJIRKIAIOT U IpHU mepeMelnruBaHuu mobasnsior 200 a1 xomogHOH BoAsl. Bei-
IIABIIUH 0CafoK (UMJIBTPYIOT U IlepeKpHCTa/LIn30BbIBaoT u3 60 % stanoma. Ilomy-
qator 8.4 r (74%) P-rumpoxcusTuiamMuHoxuHazonuHa 15, T. mi. 170-172°C. Re 0.52
(sTmmaunerar-6enson, 1:1). UK-cuextp, v, enr’: 1610 (C=C apom); 1660 (C=0); 3200-
3400 (NH, OH). Cnextp AMP 'H (IMCO-ds), 8, m.a., /T 1.29 (6H, c, 2xCHz); 2.67
(2H, ¢, 6-CHz2); 3.49 (2H, m, NCH>); 3.61 (2H, m, OCH2); 4.60 (1H, T, ] =5.1, OH); 6.18
(1H, 1, J = 5.5, NH); 7.16-7.28 (2H, ™, apom); 8.02 (1H, m, 10-CH); 10.38 (1H, m.c,
NH). Macc-cnextp, M* 285. Haiineno, %: C 67.55; H 6.85; N 14.7.60. CisH1sN3O2.
Bsruucieno, %: C 67.35; H 6.71; N 14.73.

5,5-1hUGEPL-2-@POLUN-2,3,5,6-SESLUZP M N AT LN [h]VPLULNTLRU-
4(1H)-0'vb UPLEERL &Y oNvUCENhULED

U. b. UUNr9NU8UYL, L. U. £N0TPreu,
U. 2. QURLCPEL3UL L . U. U4UYhUSUL

1-Uuhtn-3,3-ghutph)-3,4-ghhhnpniw]pw ht-2-Lphijuppopuhjunh [t
piugnpihgnphnghwiwnp thnjuwqplgnipjudp b wnwowgus phndhquiyniph
htinmqu  ghljjugdwdp  uhlpkqytp £ 5,5-nhdbkphi-2-phopun-2,3,5,6-
wnbunpwhhnpnpbiugnh]juhtimqnihi-4(1H)-nt: dbpohtthu hhdwt Jpu unwgyty
Eu  2-phnunbnuliuws  phugn[h]juhttmgnihutitp,  pkugn[h]phwqnin(2,3-
bJjuhttmgnihintp b pkuqgn[h][1,3]phwuqhtun[2,3-b]Jjuhtmqnihuiip:  2-Oh-
opunpktiqn /n/ jahtiwgnihth b f-uwdhinkpwiingh Ynunkuududp uhtiptqyby E 2-
(2-hhnpopuhtppjunthtin)-5,5-nhutph)-5,6-nhhpnpnptuqnlhjjuhiwgqnih-4(3H)-nl:
Uhuptqué dhwgnipniuubphg dh pwthup gnigupbply o hwljupwlnbphuyg
hwnljmpmniuubp gpudppuljut b gpudpuguuuljut dhjpnpukph tjundwdp:
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SYNTHESISAND CONVERSIONSOF 55-DIMETHYL-2-THIOX0O-2,3,5,6-
TETRAHYDROBENZO[h]QUINAZOLIN-4(1H)-ONE

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

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

By the reaction of I-amino-3,3-dimethyl-3,4-dihydronaphthalene-2-
ethylcarboxylate with benzoyl isothiocyanate followed by cyclization of the obtained
thiourea 5,5-dimethyl-2-thioxo-2,3,5,6-tetrahydrobenzo[h]quinazolin-4(1H)-one was
synthesized. On the basis of the Ilatter 2-thiosubstituted benzo[h]quinazolines,
benzo[h]thiazolo[2,3-b]quinazolines and benzo[h][1,3]thiazino[2,3-b]quinazolines were
obtained. By condensation of 2-thioxobenzo[h]quinazoline with -hydroxyethanolamine
2-(2-hydroxyethylamino)-5,5-dimethyl-5,6-dihydrobenzo[h]quinazolin-4(3H)-one ~ was
synthesized. Some of the synthesized compounds showed antibacterial activity against
Gram-positive and Gram-negative bacteria.
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