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3-Annun-5,5-gumeTun-2-tmokco-2,3,5,6-tetparngpobensofh]xnHaszonun-4(1H)-oH (TokcobeH-
30XMHA30MMH) B LUENOYHOW cpefe ankunvpoBaH ranoreHmaamy pasnuyHoro CTPOEHWs, YTO Mpw-
BENO K MOMyyYeHuto 2-cynbdaHunaamelleHHbix 3-annun-5,5-gumetun-5,6-aurugpobersolh]xuHa-
30nuH-4(3H)-oHos. KoHaeHcauven TUOKCODEH30XMHa3onmmMHa € MMApasnH rmapaToMm CUHTE3MpPOBaH
3-annun-2-rmapasunHun-5,5-gumetun-5,6-gurnapobensofh]xmHasonui-4(3H)-oH, ogHako aHanoruy-
Hble peakuyun ¢ 2-3TaHoNamMnHOM 1 3-MponaHonamMmMHOM NpoTekany aHomarnbHO ¢ obpa3oBaHvem 2-
(2-rmppokcunatun)amuHo-5,5-gumeTun-5,6-aurnapobensolh]xnHasonun-4(3H)-ova ©  2-(3-rmgpok-
cunponun)aMmuHo-5,5-aumeTun-5,6-gurnapobexso[h]xmHasonux-4(3H)-oHa cooTBeTCTBEHHO. B3awn-
MOAENCTBME YKa3aHHOrO TUOKCOBEH30XMHa3onuHa, ¢ OeHannamuHOM npoTekaeT MOCPEeACTBOM
BHYTPUMOMNEKYNAPHON Luknusaumm ¢ obpasosaHvem 6,6,10-Tpumetun-9,10-gurnapo-5H-6eH-
3o[h]Tnasono[2,3-b]xmHa3onuH-7(6H)-oHa.

V|3y‘~|eHbI aHTM68KTepVIaJ'IbeIe CBOWCTBa CUHTE3MPOBaHHbIX COeQUHEHNA B OTHOLLEHMU rpam-
NONOXUTENbHbLIX U rpamMoTpuuaTesribHbIX MUKPOOPraHM3MOB. B pesynbTaTte uccregoBaHuin ycTa-

HOBJIEHO, YTO N3y4YeHHble COeaANHEHNA obnagatoT aHTMGGKTepI/IaﬂbHOIZ aAKTUBHOCTbH.

Bubn. ccbinok 25, Tabn. 1, cxema 2
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Knwouesvie cnosea. ankunupoBaHHe, THOKCOOEH30XMHA30JIMH, BHYT-
pUMOJNIEKYJIIpHas TUKIN3alus, Cyab(haHuI3aMelIeHHble, aHTHOAKTepUalb-
Has aKTUBHOCTB.

Benso[h]xuHa301MHOBBIE COeIUHEHHsT O0JIAAAIOT IIEHHBIMH OHMOJIOTH-
yeckuMH cBoiicTBamu [1-18]. CBemenus o 3-3aMeIIEHHBIX 5,5-muMeTwHiI-
Oen3o[h]xuHa301MH-4-0HaX OTPAHUYMBAIOTCS HALIMMHU PabOTaMu, pe3yiib-
TaThl KOTOPBIX YKAa3bIBAIOT Ha MEPCIEKTHMBHOCTh HCCJICIOBAaHUA B 3TOMH
obmactu [19-24]. B mpencraBieHHON paboTe MPUBOAATCS TaHHBIE O CHH-
Te3e, HEKOTOPHIX MPEeBPANICHHUSX 3-auTiI-5,5-1uMeTnin-2-Tuokco-2,3,5,6-
tetparuapobenso[h]xunazonun-4(1H)-ona u anTHbakTepHaIbHONW AKTHB-
HOCTH CUHTE3UPOBAHHBIX COCIMHCHUH.

ANKuupoBaHue — 3-aJUTWI-5,5-TUMETHII-2-THOKCO-2,3,5,6-TeTparuapo-
oenso[h]xunazomun-4(1H)-ona (1) (TmokcobeHzoxuHazonuu) [19] B mpu-
CYTCTBUU €JIKOTO KaJi C TaJIOTEHUJIAMH Pa3IMYHOTO CTPOCHUS B cpeje ao-
COJIIOTHOTO 3TAHOJIAa MPUBEJIO K 00pa30oBaHMI0 2-CyJsib(haHUI3aMEIICHHBIX 3-
ammn-5,5-mumerun-5,6- muruapobensol h|xunazonun-4(3H)-onos  2-10 ¢
BeIXOmaMu 61-78%.

W3ydeHnne B3auMOIEHCTBUS THOKCOOCH30XMHA30MHA 1 ¢ aMUHOCOEIN-
HEHHMSMH TO0Ka3ajio, 4To peakims 1 B M30BITKE THApa3WHA 3aBEpIIACTCS B
TE€YCHHE 4 4acOB C 00pa30BaHUEM 3-aJLTHII-2-THIPA3UHII-5,5-mumMeTHI-5,6-
nuruapooenso[h]xunazonun-4(3H)-ona (11) ¢ Beixomom 77%. AHamoruy-
HbIC KOHJICHCAIIMH THOKCOOEH30XMHAa30MHa 1 ¢ 2-3TaHOJaMHHOM U 3-TIpo-
MAHOJAMUHOM IIPH TEMIIEpaType KHIICHUS TMOCISAHUX IPOTCKAIOT aHO-
MajabHO. WX KOHIEHCAIMsi COINPOBOXKIACTCS OTHICTUICHUEM aJUTHIBHOMN
IPYNIBL M BMECTO OXHMAAEMBIX 3-aiuinii-2-(2-ruapoKCHITHI)aMHUHO-5,5-
auMeTrit-5,6-auruapoodensolh|xunazonun-4(3H)-ona u  3-ammun-2-(3-rua-
POKCHIIPOTIHI)aMUHO-5,5- iuMeTii-5,6- nuruapoden3o[ hxunazonuu-4(3H)-
OHa TMOJTYYCHBI MPOIYKTHI 0€3 aJUTMIIBHBIX TPYMI - 2-(2-rHAPOKCHITHII)aMH-
HO-5,5-mumMetni-5,6-auruapoodensol h|xunazonun-4(3H)-on (12) (coeaune-
Hue 12 HaMu OBLTO TIOJYYEHO paHee KOHACHCAIUEH 5,5-TMMEeTHII-2-THOKCO-
2,3,5,6-terparuapobenso[h]xunazonmnu-4(1H)-ona ¢ 2-3ranonamunaom [20])
U 2-(3-ruapoKCUIpOnuI)aMiUHO-5,5- tuMeTrI-5,6- muruapobenso[ h|xuHazo-
auH-4(3H)-on (13), koTophIii B HacTosmIeld paboTe MOJYyYeH M OIKCaH
BIIepBbIe. B pe3ynbrate B3ammozencTBus coeauHeHus 1 ¢ n30GbITkOM OeH-
3WJIaMUHA TIPH TEMIIEPAType KUIICHUS TIOCIICIHEr0, BMECTO OXKHIaeMOTo 3-
aITHII-2-0eH3MIaMUHO-5,5- iuMe THII-5,6- muruapobeH3o[ h | xuHazonuH-
4(3H)-ona, ObLT MONY4YEeH MPOAYKT BHYTPHUMOJCKYISIPHOW NUKIU3ALUH
HCXOHOTO THOKCOOEH30XMHAa30MHa - 6,6,10-Tpumernin-9,10-nuruapo-5H-
oenso[h]tuazono[2,3-b]xunazonun-7(6H)-on (14) mo cxeme 1.
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Cxema 1
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2. R= CHjz: 3. R= CyHs: 4. R= C3Hy: 5. R= uz0-CsH;: 6. R=
CH,CH,0H: 7. R= C4Hg: 8. R= CH,CgHs: 9. R= 4-CICsH,CH,: 10. R= 4-
CH3CsH4CH,.

MoXxHO cKa3arh, 4TO (POPMAIBLHO TMPOUCXOAUT BHYTPHUMOIIEKYISPHOE
MPUCOEAMHEHNE MEPKANTO TPYIIBl K JBOWHOW CBSA3H TMOJAOOHO MpPaBHITY
MapkoBHUKOBa — BOAOPO TMPUCOEIUHSETCS K HAaubosee TUaApOTreHU3Upo-
BaHHOMY aTOMY yriepoja. (cxema 2)

CxeMma 2.
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AHTHOAKTEpUATTbHYIO aKTHBHOCTh CHHTE3MPOBAHHBIX COCAMHECHUI U3Y-
qaau MetoaoM ‘nuddy3us B arape” mpu MHKpOOHOW Harpyske 20 ain
MUKpPOOHBIX Ten Ha 1 mz cpenbl. B kadecTBe TeCcT-00bEKTOB OBLTH UCIIONb-
30BaHbl IPAMITOJIOKHUTEIbHBIC cTadumokokku (Staph. Aureus 209p, Bac.sub-
tilis ATCC-6633) u rpamoTpuiiarenbubie nanouku (Sh.dysenteriae Flexneri
6858, E. Coli 0-55) [25]. [auHbie 00 aHTHOAKTEpUAILHON AKTUBHOCTH
CHUHTE3WPOBAHHBIX COSAMHEHH TIPUBE/ICHBI B Ta0muie 1.
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Taoauna 1

JlaHHbIe aHTHOAKTEPHAJIBbHON AKTHBHOCTH CHHTE3MPOBAHHBIX

coeMHeHuH

No St. Aureus Bac.subtilis Sh.dysenteriae E. Coli 0-
COEJIMH. 209 p ATCC-6633 Flexneri 6858 55
1 14 16 13 13
2 14 15 14 13
3 0 15 14 14
4 12 14 14 14
5 13 18 17 18
6 0 0 15 15
7 0 0 16 17
8 14 14 15 18
9 13 17 13 18
10 10 12 10 13
11 24 26 20 18
12 20 18 18 15
13 18 19 14 16
14 15 16 15 12
dypazonuaoH 25 24 24 24

Cpenu npou3BOAHBIX 5,5-muMeTnOeH30[ 2] XUHA30IMHA BBISBICHO COE-
nuHeHne 11 ¢ BbIpaKeHHBIM aHTHOAKTEpUATIbHBIM JEHCTBUEM, OJNM3KUM K
aKTUBHOCTH TIpernaparta cpaBHEHHs (ypa3oJIMI0Ha, YTO YKa3bIBaeT Ha IIejie-
CO00pPa3HOCTH MPOIOJIKEHUS MTOUCKA B IAHHOM PSY.

3KCH€pHMeHTaJ’[LHaﬂ 4acTb

UK cnektper cHaThl Ha cnekTpodoTomerpe «FT-IR NEXUS» B Baze-
nuHOBOM Macie, criektpsl IMP *H (300 MI'y, DMSO-d6/CCl, 1/3) u **C
(75 MTIy, DMSO-d6/CCl, 1/3) 3aperucrpupoBansl Ha mpubope «Varian
Mercury-300», BayTpennue crangaptel - TMC wiu 'MJIC. TCX nposeze-
Ha Ha iactuakax «Silufol®y, nposiBurens - mapsr Hoxa.

3-Anana-5,5-numeTni-2-Tuokco-2,3,5,6-rerparuapodenso[h]xuna-
3oaun-4(1H)-ou (1), 3-ammmn-5,5-qumernn-2-metuncynbhanui-5,6-1uru-
po6enso[h]xunazonun-4(3H)-on (2) u 3-ammun-2-6ensuicyabhanui-5,5-
auMeTwin-5,6-nuruapodensol h]xunazonuu-4(3H)-ou (8) nomyuenst mo [19].

2-Cyabpanui3aMemieHHble 3-aauii-5,5-1umernin-5,6-1uruapodex-
30[h]xuna3zommu-4(3H)-onb1 (3-10) (o0masi MmeToauka). B peakinnoHHYIO
KOJIOY ¢ 0OpaTHBIM XOJOIMILHUKOM momemarT cmech 2.10 & (7 mmons) 2-
tuokcobenso[h]xunazonuna 1, 0.45 2 (8 mmonw) ruapokcuaa xamus, 30 mu
a0c. aTanona u kunAtaT 10 mun, 3aTeM 100aBISIOT 7.5 Mmob TaToOreHuaa u
MIPOAOJKAIOT KunsiueHue euie 10 u. PeakiMoOHHYIO0 cMech OXJIaXIaroT, J0-
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6asisrot 20 mz Boapl. Ocamok OTGMIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOM, Tie-
PEKPUCTAIUTM30BBIBAIOT U CYIIAT HA BO3YXE.
3-Anauia-5,5-mumeTna-2-3Tuicyibpanuia-5,6-muruapodensol h]xu-
HazoumH-4(3H)-on (3). [Tonyyen B3ammoneiictBueM 2-tHokcodenso[h]xu-
HasonuHa 1 ¢ st omumom. Beixox 1.4 2 (61 %), 1. mn. 95-97 °C, Rf 0.56
(stunanerar-6ensod, 1:10). UK-ciektp, v, cv™: 1605 (C = C Ar), 1649 (C =
0). Cnexmp IMP *H: 1.34 (6H, c, 5-Me,); 1.48 (3H, 1, J = 7.3, SCH,CH>);
2.76 (2H, ¢, 6-CH; ); 3.30 (2H, k, J = 7.3, SCH,CHj3); 4.60 (2H, ar, J = 5.7,
1.4, NCH; ); 5.23 (1H, nmar, J = 10.2, 1.5, 1.4, =CH_y); 5.26 (1H, mnat, J =
17.2, 1.5, 1.4, =CHy); 5.88 (1H, mnat, J = 17.2, 10.2, 5.7, =CH); 7.11-7.17
(1H, M, Ar); 7.22-7.33 (2H, m, Ar); 8.0-8.04 (1H, m, Ar). Cnexmp AMP C:
13.7 (CHg); 25.5 (5-Mey); 25.7 (SCHy); 32.9 (5C); 44.2 (6-CHy); 45.4
(NCHy); 117.9 (=CHy); 120.3; 124.6 (CH); 125.9 (CH); 127.3 (CH); 129.5
(CH); 130.5 (=CH); 131.7; 136.3; 150.8; 158.2 (CO); 159.7 (CS). Haiineno,
%: C 70.08; H 6.95; N 8.42; S 9.64. C19H»N,OS. Brruucieno, %: C 69.90;
H 6.79; N 8.58; S 9.82.
3-Anana-5,5-guMeTHaA-2-nponujcyiabpanunia-5,6-qurua-
pooen3o[h]xunazonun-4(3H)-ou(4). Ilonyuen B3aumo-neicTBreM 2-
tHokcobenso[h]xunazonuna 1 ¢ ammmn 6pomuaoM. Beixon 2.0 2 (78 %), T.
wr. 112-114 °C, R 0.81 (stmnarnerar-6enzon, 1:10). UK-cmektp, v, em’t:
1605 (C = C Ar), 1652 (C = O). Cnexmp AMP 'H: 1.10 (3H, 1, J = 7.3,
SCH,CH,CHs); 1.34 (6H, c. 5-Mey); 1.84 ( 2H, cekc, J = 7.3, SCH,CH,CHj3
); 2.75 (2H, ¢, 6-CHy); 3.27 ( 2H, 1, J = 7.3, SCH,CH,CH3); 4.61 (2H, ar, J
=5.7,1.4,NCH,), 5.22 (1H, nar, J = 10.2, 1.5, 1.4, =CHy); 5.27 (1H, nar, J
=17.2,1.5,1.4,=CH,); 5.88 nar (1H, J = 17.2, 10.2, 5.7, =CH); 7.11-7.16 m
(1H, Ar); 7.22-7.33 (2H, m, Ar); 7.98-8.03 (1H, M, Ar). Cnexmp AMP C:
12.9 (CHjg); 21.7 SCH,CH,CHj3); 25.5 (5-Mey); 32.9 (5-C); 33.2 (SCHy);
44.2 (6-CHy); 45.4 (NCH,); 117.9 (=CHy); 120.3; 124.5 (CH); 125.9 (CH);
127.3 (CH); 129.5 (CH); 130.6 (=CH); 131.7; 136.3; 150.8; 158.3 (CO);
159.7 (CS). Haiineno, %: C 70.72; H 7.34; N 8.35; S 9.24. CyH24N,0S.
Brramcneno, %: C 70.55; H 7.10; N 8.23; S 9.42.
3-AJUIHII-5,5-TUM e THII-2-U30-TIPONIJICYAb(PaHNI-5,6-TUruAposeH-
30[h]xunazommu-4(3H)-on (5). TlonyueH B3aumoaeiicTBHEM 2-THOKCOOEH-
3o[h]xunazonuna 1 ¢ uzo-nponun 6pomuaom. Beixox 1.8 2 (71%), 1. mn. 74-
75 °C, R; 0.77 (stunanerar-6enson, 1:10). UK-criextp, v, cm™': 1606 (C = C
Ar), 1665 (C = O). Cnexmp AMP *H: 1.33 (6H, ¢, 5-Me,); 1.52 (6H, 1, J =
6.8, SCH(CHj3),); 2.76 (2H, ¢, 6-CH, ); 4.14 (1H, cemn, J = 6.8, SCH(CH3),);
458 (2H, ar, J = 5.7, 1.4, NCH;); 5.21 (1H, aar, J = 10.2, 1.5, 1.4, =CHy);
5.26 (1H, ant, J = 17.2, 1.5, 1.4, =CHy); 5.87 (1H, nar, J = 17.2, 10.2, 5.7,
=CH); 7.12-7.17 (1H, m, Ar ); 7.22-7.33 (2H, m, Ar); 7.97-8.02 (1H, m, Ar).
Cnexmp AMP **C: 22.2 (CHCHj3),),; 25.6 (5-Me,); 32.9 (5-C); 37.0 (SCH);
44.2 (6-CHy); 45.4 (NCH,); 117.9 (=CHy); 120.3; 124.5 (CH); 126.0 (CH);
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127.3 (CH); 129.5 (CH); 130.6 (=CH); 131.7; 136.3; 150.9; 158.3 (CO);
159.7 (CS). Haiineno, %: C 70.36; H 7.22; S 9.61. CyH24N,OS. Brruuc-
neno, %: C 70.55; H 7.10; NS 9.42.

3-Anaui-2-(2-ruApoKCcHd THIICYab(anma)-5,5-1umeTna-5,6-qurua-
pooenso[h]xunazonuu-4(3H)-on (6). Ilomyuen B3aumopelcTBuem 2-
tHokcoben3o[h]xunazonuua 1 ¢ 2-6pomatanonom. Beixon 1.77 2 (67 %), T.
wi. 147-149 °C, Ry 0.77 (3tunaunerar-6enson, 1:10). MK-cnektp, v, emt:
1600 (C = C Ar), 1632 (C = 0), 3431 (OH). Cnexmp IMP “*H: 1.33 (6H, c,
5-Mey); 2.75 (2H, ¢, 6-CHy); 3.40 (2H, 1, J = 6.5, SCHy); 3.76 (2H, T, J =
6.5 u 5.5, OCHy); 4.64 (2H, nr, J = 5.7 u 1.3, NCHy); 4.71 (1H, yur.1, J =
5.5, OH); 5.24 (1H, ok, J =10.2, 1.4 u 1.3, =CH,); 5.28 (1H, nx, J =17, 1.4
u 1.3, =CHy); 5.90 (1H, mar, J = 17,1 10.2, 5.7, =CH); 7.10-7.17 (1H, m,
Ar); 7.25-7.33 (2H, M, Ar); 8.01-8.09 (1H, m, Ar). Cnexmp AMP **C: 25.6
(5-Mey),; 32.9 (5-C); 34.1 (SCH); 44.2 (6-CH,); 45.4 (NCHy); 59.4 (OCHy);
118.0 (=CHy); 120.2; 124.9 (CH); 126.1 (CH); 127.2 (CH); 129.5 (CH);
130.6 (=CH); 131.7; 136.2; 150.8; 158.5 (CO); 159.8 (CS). Haiineno, %: C
66.46; H 6.65; N 8.04; S 9.49. C19H»,N,0,S. Brruncaeno, %: C 66.64; H
6.48; N 8.18; S 9.36.

3-Anaui-2-oyTicyabpaui-5,5-1mumeTni-5,6-muruapoodoenso[h] xu-
Ha3zouH-4(3H)-on (7). [Tonyuen B3aumomeicTBueM 2-trokcober3o[h]xu-
HasonauHa 1 ¢ Oyruin Opomuaom. Beixox 1.8 2 (68 %), T. mi. 82-83 °C, R¢
0.57 (sTunauerar-6enson, 1:10). UK-ciektp, v, cn™: 1603 (C = C Ar), 1647
(C = 0). Cnexmp AMP *H: 1.00 (3H, 1, J = 7.3, CH3); 1.33 (6H, c, 5-Mey);
1.46-1.60 (2H, m, CH,CHg); 1.74-1.86 (2H, M, SCH,CH,C,Hs); 2.76 (2H, c,
6-CHy); 3.29 (2H, 1, J = 7.3, SCH,CH,CH,CH3); 4.61 (2H, ar, J = 5.7, 1.4,
NCH,); 5.22 (1H, axr, J = 10.2, 1.4, 1.3, =CH,); 5.26 (1H, mar, J = 17.2,
1.4, 1.3, =CHy); 5.88 (1H, anar, J = 17.2, 10.2, 5.7, =CH); 7.11-7.16 (1H, m,
Ar); 7.22-7.33 (2H, m, Ar); 7.98-8.03 (1H, m, Ar). Cnexmp AMP **C: 13.2
(CH3); 21.4 (CHy); 25.5 (5-Mey); 25.7 (CHy); 30.3 (CH,); 32.9 (5-C); 33.2
(SCHy); 44.2 (6-CHy); 45.4 (NCHy); 117.9 (=CHy,); 120.3; 124.5 (CH);
125.9 (CH); 127.3 (CH); 129.5 (CH); 130.6 (=CH); 131.7; 136.3; 150.8;
158.3 (CO); 159.7 (CS). Haiineno, %: C 71.02; H 7.57; N 7.77; S 9.22.
Cy1H2N,0S. Brerancneno, %: C 71.15; H 7.39; N 7.90; S 9.04.

3-Anaui-5,5-rumerna-2-(4-xaopoeH3micyabpanni)-5,6- 1uruapo-
oenso[h]xunazoaun-4(3H)-ou (9). Ilonydyen B3aMMOIEHCTBHEM 2-THOK-
cobenso[h]xunazonuna 1 ¢ 4-xnopoensun xmopuaoM. Beixon 1.94 2 (61 %),
T. . 90-92 °C, R 0.77(3tunanerar-6enson, 1:5). UK-cmektp, v, em’t: 1604
(C=C Ar), 1671 (C = O). Cnexmp AMP *H: 1.36 (6H, ¢, 5-Me,); 2.77 (2H,
¢, 6-CH, ); 4.56 ( 2H, ¢, SCH, ); 4.60 (2H, ar, J = 5.7, 1.4, NCH,); 5.22
(1H, mar, J = 10.5, 1.4, 1.3, =CHy); 5.26 (1H, aur, J = 17, 1.4, 1.3, =CH,);
5.87 (1H, anr, J = 17, 10.5, 5.7, =CH); 7.13-7.18 (1H, ™, Ar); 7.21-7.34
(4H, M, Ar); 7.39-7.44 (2H, m, Ar); 8.01-8.05 (1H, ™, Ar). Cnekmp AMP
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13C: 25.5 (5-Mey); 33.0 (5-C); 34.7 (SCHy); 44.1 (6-CHy); 45.5 (NCHy);
118.1 (=CH,); 120.7; 124.7 (CH); 126 (CH); 127.4 (CH); 128.1 (2CH);
129.6 (CH); 130.1 (2CH); 130.5 (=CH); 131.5; 132.5; 134.8; 136.3; 150.8;
157.7 (CO); 159.6 (CS). Haiizeno, %: C 67.96; H 5.63; N 6.79;S 7.35.
C24H23CIN,OS. Beruunciieno, %: C 68.15; H 5.48; N 6.62; S 7.58.
3-Anaui-5,5-rumerna-2-(4-meruadensuicyabdanmnn)-5,6-1urua-
po6en3o[h]xunazommu-4(3H)-on (10). Ilonywen B3aumojeiicTBuem 2-
tnokcobenso[h]xunazonmuua 1 ¢ 4-metunbensun xmopuaoM. Beixon 2.29 2
(76 %), 1. mn. 82-83 °C, Rf 0.817 (3tmnanerar-6enson, 1:5). UK-ciektp, v,
em™: 1604 (C = C Ar), 1672 (C = O). Cnexmp AMP *H: 1.34 (6H, c, 5-
Me,); 2.33 (3H, ¢, CH3); 2.77 (2H, ¢, 6-CH,); 4.52 ( 2H, ¢, SCH, ); 4.60
(2H, ar, J =5.7, 1.4, NCH;); 5.21 (1H, nar, J = 10.5, 1.4, 1.3, =CH,); 5.26
(1H, nar, J =17.2, 1.4,1.3, =CHy); 5.87 (1H, xat, J = 17.2, 10.2, 5.7, =CH);
7.03-7.17 ( 3H, m, Ar); 7.22-7.34 (4H, m, Ar); 8.01-8.05 (1H, m, Ar).
Cnexmp SIMP °C: 20.5 (CH3); 25.5 (5-Mey); 33.0 (5-C); 35.6 (SCH,); 44.2
(6-CHy); 45.5 (NCHy); 118 (=CH,); 120.5; 124.8 (CH); 126 (CH); 127.3
(CH); 128.5 (2CH); 128.7 (2CH); 129.6 (CH); 130.5 (=CH); 131.6; 132.3;
136.2; 136.3; 150.8; 158.2 (CO); 159.6 (CS). Haiineno, %: C 74.42; H 6.44;
N 6.81; S 7.86. CsHz6N,0S. C 74.59; H 6.5; N 6.96; S 7.97.
3-Aumnn-2-ruapasuaui-5,5-numerni-5,6-muruapodenso[h] xuna3zo-
JuH-4(3H)-on (11). Cmech 4.48 2 (15 mmons) THOKCOOCH30XHMHA30IMHA 1 U
15 2 (30 mmonw) ruapasvHa rHapaTa KUISATAT ¢ 0OPaTHBIM XOJIOAMIBHHUKOM
B Teuenue 4 u. K peakuuonHoii cmecu a06aBisitor 30 mz JeAssHON BOABI,
BBINABLINHA 0CAJOK OT(HIHTPOBHIBAIOT, MPOMBIBAIOT BOJOH M IEPEKpHUC-
Tamu30BbIBatOT U3 70% sTanona. Beixon 3.4 2 (77%), T. . 166-168 °C R¢
0.64 (xmopodopm-meranon, 1:10). UK-crextp, v, em™ 1604 (C = C Ar),
1640 (C = 0), 3100-3320 (NH, NH,). Cnexmp AMP *H: 1.30 (6H, c, 5-
Me,); 2.71 (2H, ¢, 6-CH,); 4.25 (2H, m, NHy); 4.56 (2H, ar, J = 5.4, 1.5,
=CHy); 5.13 (1H, mar, J = 10.2, 1.6, 1.5, =CH,); 5.21 (1H, axr, J = 17.2,
1.6, 1.5, =CHy); 5.82 (1H, mar, J = 17.2, 10.2, 5.4, =CH); 7.08-7.13 (1H, m,
Ar); 7.19-7.23 (2H, m, Ar); 7.95 (1H, m, NH); 8.11-8.18 (1H, m, Ar).
Cnexmp SMP 2C: 26.1 (5-Me,); 32.7 (5-C); 40.9 (6-CH,); 44.8 (NCH,);
114.3; 116.4 (=CHy,); 124.9 (CH); 125.6 (CH); 127 (CH); 128.9 (CH); 131.6
(=CH); 132.5; 136.5; 151.6; 153.6; 160.3. Haiineno, %: C 68.97; H 6.90; N
18.71. C17H29N4O. Brruncieno, %: C 68.89; H 6.80; N 18.90.
2-(2-TuapokcudTHI)aMUHO-5,5-1uMeTHI-5,6-1uruapooenso[h]xuHa-
30mmH-4(3H)-on (12). Cmech 4.48 2 (15 mmonv) THOKCOOCH30XMHA30MMHA 1
1 20.4 2 (30 MMm01b) AMHUHOITAHOJA KUTSITAT C OOPATHBIM XOJIOIMILHHKOM B
teuenne 20 vy, oxnaxmaroT, Ao06aBiusaoT 100 amz Boapl. Beimammime kpuc-
Ta/uIbl OT(UIBTPOBBIBAIOT M IEPEKPUCTAIUIN30BBIBAIOT M3 60% sTaHoINa.
Beixon 2.0 2 (47%), T.mn. 170-172 °C, R; 0.68 (xnopodopm-meranon, 6:1).
UK-criektp, v, ev™: 1604 (C = C Ar), 1640 (C = O), 3100-3400 (NH, OH).
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Cnexmp SIMP *H: 1.28 (6H, c, 5-Me;; 2.66 (2H, ¢, 6-CH,); 3.49 (2H, ar, J
=5.3, 5.0, NHCH,CH,0H); 3.62 (2H, T, J = 5.0, NHCH,CH,0H); 4.64 (1H,
ur, OH); 6.21 (1H, ymr.T, J = 5.3, NHCH,); 7.03-7.08 (1H, m, Ar); 7.16-7.23
(2H, m, Ar); 7.99-8.04 (1H, M, Ar); 10.38 (1H, wm, 3-NH). Cnexmp AMP
13C: 26.4 (5-Me,); 32.9 (5-C); 42.8 (6-CH,); 44.9 (NCH,); 60.1 (OCH,):
114.9; 125.2 (CH); 125.7 (CH); 127.1 (CH); 128.9 (CH); 133.0; 136.6;
152.6; 154.2; 162.1. Haiineno, %: C 67.19; H 6.55; N 14.89. CisH19N30s.
Brruncieno, %: C 67.35; H 6.71; N 14.73.

2-(3-T'uapoxcurponii)aMuHo-5,5-1umMeTuI-5,6-muriapodenso| N[ XuHa30/MH-
4(3H)-ou(15). [Tony4yaroT aHAJIOTHY-HO METOIUKE COeAUHEHHS 12 MCIOb3YsI
22.5 2 (30 mmonw) 3-amunomnponanona. Beixox 1.5 2 (33%), T. mi. 82-83 €
R 0.46 (xnopodopm-meranon, 6:1). UK-crektp, v, en™: 1589 (C = C Ar),
1637 (C = 0), 3150-3400 (NH, OH). Cnexmp AMP *H: 1.28 (6H, c, 5-
Me,); 1.70-1.80 (2H, m, CHy); 2.66 (2H, ¢, 6-CH,); 3.47-3.57 (4H, m, NCH;
u OCH,); 4.30 (1H, w, OH); 6.04 (1H, yurT, J = 5.6, NHCH,); 7.03-7.10
(1H, m, Ar); 7.16-7.23 (2H, m, Ar); 7.99-8.05 (1H, m, Ar); 10.37 (1H, m1, 3-
NH). Cnexmp AMP C: 26.3 (5-Me,); 31.8 (CH,); 32.8 (5-C); 37.2 (6-
CH,); 44.9 (NCHy); 58.3 (OCH,); 114.7; 125.1 (CH); 125.7 (CH); 126.9
(CH); 128.8 (CH); 133.0; 136.5; 152.5; 154.1; 162.0. Haiineno, %: C 68.40;
H 6.89; N 14.18. C;7H,;N30,. Berumcieno, %: C 68.20; H 7.07; N 14.04.

6,6,10-Tpumerna-9,10-quruapo-5H-6en3o[h]Tuazono|2,3-b]xunaszo-
JuH-7(6H)-on (14). Cmech 2.0 2 (6.7 mmonv) THOKCOOCH30XMHA30IMHA 1 U
21.4 2 (20 mmonw) OGeH3UITAMHUHA KUTSITUINA ¢ OOPaTHBIM XOJIOTHUILHUKOM B
TeueHue 18 u. [locie oTroHkM M30BITKa OCH3MIAMUHA OCTATOK IEPEKPHC-
Tayun3oBbIBaM 13 75% stanona. [lonyunmu 1.2 2 (60%) coenuuenus 14 .
mn. 204-206 °G Ry 0.79 (xnopopopm-meranon, 6:1). UK-crektp, v, cm'™:
1603 (C = C Ar), 1648 (C = O). Cnexmp AMP *H: 1.32 (3H, c, 6-CHy);
1.34 (3H, ¢, 6-CHj3); 1.58 (3H, x, J = 6.4, 10-CHj3); 2.74 (2H, c, 5-CH,);
4.00-4.16 (2H, m, 10-CH, 9-CH,); 4.47 (1H, nx, J = 11.8, 6.6, 9-CHy); 7.08-
7.16 (1H, m, Ar); 7.19-7.32 (2H, m, Ar); 7.97-8.05 (1H, M, Ar). Cnexmp
AMP C: 20.5 (10-Me); 25.6 (6-Me,),; 32.9 (6-C); 37.6 (10-CH); 44.2 (5-
CHy); 55.0 (9-CHy); 120.7; 125.2 (CH); 125.9 (CH); 127.1 (CH); 129.5
(CH); 131.4; 136.0; 153.3; 159.4; 161.1. Haiineno, %: C 68.20; H 6.25; N
9.53; S10.91. Cy47H1gN-OS. Brruncneno, %: C 68.42; H 6.08; N 9.39; S
10.75.

HccnenoBanue BBIMONHEHO TpH (HUHAHCOBOM Mo iepxke Komurera no
Hayke PA B pamkax HayuHoro npoekTa M 21T-1D061
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SYNTHESIS AND ANTIBACTERIAL ACTIVITY OF 3-ALLYL-5,5-
DIMETHYL-2-THIOXO-2,3,5,6-TETRAHYDROBENZO[h]QUINAZOLINE-
4(1H)-ONE DERIVATIVES

A.l. MARKOSYAN, AS. AYVAZYAN, S.H. GABRIELYAN, M.YU. DANGYAN,
A.G. ARAKELYAN

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

Alkylation of 3-allyl-5,5-dimethyl-2-thioxo-2,3,5,6-tetrahyd-robenzo[h]quinazo-
line-4(1H)-one (thioxobenzoquinazoline) was alkylated in an alkaline medium with
halides of various structures, resulting in the formation of 2-sulfanylsubstituted 3-allyl-
5,5-dimethyl-5,6-dihydrobenzo[h]quinazolin-4(3H)-ones.

The condensation of thioxobenzohquinazoline with hydrazine hydrate yielded 3-
allyl-2-hydrazinyl-5,5-dimethyl-5,6-dihydroben-zo[h]quinazoline-4(3H)-one. However,
analogous reactions with 2-ethanolamine and 3-propanolamine proceeded anomalously,
resulting in the formation of 2-(2-hydroxyethyl)amino-5,5-dimethyl-5,6-dihydroben-
zo[h]quinazoline-4(3H)-one and 2-(3-hydroxypropyl)amino-5,5-dimethyl-5,6-dihydro-
benzo[h]quinazoline-4(3H)-one, respectively. Interaction of the mentioned thioxoben-
zohquinazoline with benzylamine occurs through intramolecular cyclization, forming
6,6,10-trimethyl-9,10-dihydro-5H-benzo[h]thiazolo[2,3-b]quinazoline-7(6H)-one.

The antibacterial properties of the synthesized compounds were studied against
both Gram-positive and Gram-negative microorganisms. The research results revealed
that the investigated compounds possess antibacterial activity.
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