LUBUUSUvh <UufUMNGSNARM-3UL GRSNRMO3NRL LGP
U29U3bhv UHU1EURY
HAIIMOHAJIbBHAST AKAJIEMHUSI HAYK PECIIYBJIUMKH APMEHMUS
NATIONAL ACADEMY OF SCIENCES OF THE REPUBLIC OF ARMENIA

Zlu.(luuuuuilﬁ eyt Sl bu
XUMHUYECKHU )KypHasl ApMEHUU 75, Ne 3-4, 2022 Chemical Journal of Armenia

OPTAHUYECKASA U BUOOPI'TAHUYECKASA XUMUSA

DOI: 10.54503/0515-9628-2022.75.3-294

CHUHTE3, IIPEBPAIIEHUSI 5,5- TUMETHWJI-3-ITPOIINJI-2-THOKCO-2,3,5,6-
TETPATUJAPOBEH30[h]XUHA3OJHWH-4(1H)-OHA "
AHTUBAKTEPUAJIBHBIE CBOMCTBA MOJYYEHHBIX COEJJMHEHUI

A. 1. MAPKOCSIH, A. C. BATJIACAPSIH, A. C. AMBA3SIH,
C. A.TABPUEJISIH, M. 10. IAHI'SIH, A. I APAKEJISIH

HayuHo-TexXHONMOrn4eckuii IeHTp opranudeckoi u gpapmanesrnyeckoid xumun HAH PA.
Apwmenus, 0014, r. EpeBan, nip. AsarytsH 26.
E-mail: ashot@markosyan.am

Tocrymuno 19.09.2022

Ha 6ase atun 1-amuHo-3,3-gumetun-3,4-aurnapoHadTanuH-2-kapbokeunata (amMmuHoacup)
paspaboTaH meTog cuHTesa 5,5-gumeTun-3-nponun-2-Tuokco-2,3,5,6-teTparngpobeH3o[h]xmHa3onmH-
4(1H)-oHa (TMOKCOBEH30XMHA30MMH), KOTOPbIA B LUENOYHOW CpeAe ankunupoBaH ramnoreHugamu
pas3fnMYHOro CTPOEHUS, YTO MPUBENO K MOMy4yeHuo 2-ankuntuo-5,5-gumertun-3-nponun-5,6-guruagpo-
6eH30[h]xmHasonuH-4(3H)-oHam. KoHaeHcaum-en TMOKCOBEH30XMHa30MHa ¢ rmapasuH rmapatom u 2-
3TaHOMaMUHOM CUHTE3MPOBaHbl  2-rmapasnHun-5,5-gumeTtun-3-nponun-5,6-gurnapo-6eH3olh]xmHaso-
nuH-4(3H)-oH 1 2-[(2-rna-pokeuatun)amuHol-5,5-aumeTnn-3-nponun-5,6-gurnagpobeHsolh]xmHasonmH-
4(3H)-0H, cooT-BeTCTBEHHO. M3yyeHbl aHTuGakTepuarnbHble CBOWCTBA CUHTE3MPOBAHHBIX COEANHEHWN.
B pesynbTate uccnegoBaHWi YCTAHOBIEHO, YTO W3YYEHHble coefvHeHus obnapatoT cnabon unum

ymepeHHon aHTMﬁaKTepMaﬂbHOVI AKTUBHOCTbIO.

Bu6n. ccbinok 30, Tabn. 1, cxema 1.

Kniwouesvie cnosa: ammnoddup, 6enzo[h]xunazonuH, aakuIMpoBaHue, KOH-
JICHCAIMs, aHTUOAaKTepHaIbHasl aKTHBHOCTD

Hmeroruecs B mutepaType cooduieHus o 6eH30[N]X1MHa30IuHOBBIX COeIn-
HEHHUAX ITOKa3bIBAIOT, YTO OHU 00JIaJaroT LEHHLIMU OMOJIOTHYECKMMU CBOMCT-
Bamu [1-18]. B wacTHOCTH, MpoOW3BOAHBIC YKAa3aHHOTO KJllacca COSIWHEHUMN
MPOSIBIISIIOT TPOTUBOOITYXOJICBBIE, aHTHOAKTEPUAIbHBIC, TPOTHBOIPUOKOBBIC,
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MIPOTUBOBUPYCHBIE, IICUXOTPOITHBIE CBOMCTBA. CBeieHUs O 3-3aMeIEHHBIX ,5-
auMmeTHI-6eH30[ ] xnHa30aMHAX OrpaHUYMBAIOTCS HAIIUMU PabOTaMH, Pe3yJib-
TaThl KOTOPBIX YKAa3bIBAIOT HA MEPCIECKTHBHOCTh UCCIICIOBAHUN B 3TOW 00JIaCTH
[19-29]. B mpexcraBieHHOi paboTe HPUBOIATCS TaHHBIE O CHHTE3€, HEKO-
TOPBIX IPEBPAIIEHUSAX MU AHTUOAKTEPUAIBHOW AaKTUBHOCTH 5,5-TUMeTHII-3-
npomnui-2-Tuokco-2,3,5,6-rerparuapodensol h]xu-unazonun-4(1H)-ona.

1-Amuno-3,3-aumeTnin-3,4-aurupoHadranun-2-kapOoKkcuiar (amuHO-
a¢up) [19] B cpene HU3KOKUTIAIUX COIUPTOB (METAHON, STAHOM, U30MPOITaHOI)
BBE/ICH BO B3aMMOJICHCTBHE C IPONIIN30THONNAHATOM. BBISBIEHO, 4TO JIyd-
[IME BBIXOJbI TIOJYYAIOTCS MPHU TPOBEJICHUU PEAKIUU MPU TEeMIepaTrype Ku-
nenust pacrBoputeins. [Ipu npoBenenun peakiuu B TeueHue 18-20 vacoB 00-
pa3oBaBIIasCs THOMOYEBHUHA 2 B YCIIOBHSX PEAKIMH YaCTHYHO IUKJIU3YETCS B
5,5-mumerui-3-nponui-2-truokco-2,3,5,6-rerparuapodensol | xuxazonuu-
4(1H)-oH (3) (B cooTHOmmeHuM 1:1).

JIis TIOBBIIIICHHSI BBIXOJA COSAWHEHHUsI 3 TONYYCHHYI0 CMECh 00padOTHhI-
BalOT PacTBOPOM EIKOTr0 Kalld, YTO TPHBOAUT K TIONYYEHUIO THOKCOOEH30-
xuHa3onuHa 3 ¢ BbIXoAoM 40 %. M3ydeHO anmkwimMpoBaHWE THOKCOOEH30-
XMHA30IMHa 3 B TPUCYTCTBHH €IKOTO Kald C TAIOTCHUJAMH pA3JINIHOrO
CTPOCHUS B Cpejie aOCONOTHOTO ATAaHONA, YTO MPHBOIUT K OOpa3OBaHHIO 2-
ATKUITHO-5,5-tuMe - 3-niponui-5,6- muruapodenso h|xuna-3omun-4(3H)-
oHoB 4-13 ¢ Brixonamu 48-83 %. Konnencarueil THOKCOOCH30XHHA30IMHA 3 C
M30BITKOM 2-aMHHO3TaHOJIA MONy4YeH 2-(2-TUAPOKCUITUIIAMHUHO)-5,5-TMMeTHII-
3-niponui-5,6-uruapodensol h]xunazonuu-4 (3H)-ou (14).
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4. R=Me: 5. R= Et: 6. R=Pr: 7. R=i-Pr: 8. R= Allyl: 9. R= Bu: 10. R= Bz: 11. R= 4-CH,C¢H4CH,: 12. R=
4-C|C6H4CH2: 13.R= CHzCOOCsz.

AHTI/I6aKT6pI/IaJ'ILHYIO AKTUBHOCTb CHUHTC3UPOBAHHBIX CO@I[I/IHCHI/Iﬁ nu3y-

YarT MeToAoM “muddy3uu B arape” mpu MUKpOOHOW Harpyske 20 MIIH MUK-
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pobHbIX Ten Ha 1 mu cpensl. B kauecTBe TeCT-O0BEKTOB HCIONB3YIOT I'pam-
noJyiokuTeNbHble ctadminokokku (St. aureus 209p, Bac.subtilisATCC-6633) u
rpamotpunarensubie nanouku (Sh. Flexneri 6858, E. coli 0-55) [30]. dannbie
00 aHTHOaKTepUAILHOW AKTMBHOCTH CHHTE3UPOBAHHBIX COCIUHCHUN TMpUBE-
IIEHEI B TaOJIHIIE:

Taoauna 1

I[al-ll-lble aHTl/IﬁaKTepl/IaﬂbHOﬁ AKTUBHOCTU CHHTEC3UPOBAHHBIX COC}II/IHeHl/Iﬁ

Ne St. aureus Bac. subtilis Sh. Flexneri E. coli
COCJIHH. 209 p ATCC-6633 6858 0-55
3 12 17 0 12
4 0 15 10 10
5 0 0 0 0
6 15 10 10 13
7 0 0 13 13
8 10 13 13 13
9 0 0 13 14
10 0 14 14 14
11 14 15 14 15
12 12 16 15 15
13 14 13 15 15
14 12 15 13 17
Dypazonuaou 25 24 24 24

JKcnepuMeHTATbHASL 4acTh

HK-criektpsl coeamHeHWH OT CHATHI Ha crekrpodoromerpe «FT-IR
NEXUS» B BazenuHoBOM Maciie, criekTpbl SIMP 'H (300 MHz, AMCO-d6/CCl,
1/3) u *C (75 MHz, IMCO-d6/CCl, 1/3) 3aperucTpupoBanbl Ha mpruGOpe
«Varian Mercury-300», Bayrpennue cranmaptel - TMC wmm 'MJIC. TCX
npoBeneHa Ha mactuakax Silufol UV-254, nposiBuTens - napsl Hoja.

5,5-InmeTnia-3-nponui-2-Tuokco-2,3,5,6-rerparuapodenso|h]xunaso-
quH-4(1H)-on (3). Cmech 24.53 2 (100 mmonw) stn 1-amuHO-3,3-TUMETHII-
3,4-nuruaponadranun-2-kapookcuiara [19], 150 mz stanona u 10.1 2 (100
MMOb) TPONUIN30THOIIMaHATa OCTABIISIIOT MTPU KOMHATHOM TemiiepaType Ha 10
4, 3aTeM KUIATAT ¢ OOpaTHBIM XONOMWIbHUKOM B TeyeHue 20 u, K peax-
LIUOHHOM cMecH 100aBisitoT pactBop 11.2 2 (200 mmonv) ruapokcua Kaaus B
70 ma Bomel M KUIATAT ewmié 4 y. OxuaxmaroT 1 noakucistoT 10 % cossHoit
kucioroi no pH=3.0-3.5. O6pa3zoBaBmuiicss ocamok OTGHILTPOBBIBAIOT, TPO-
MBIBAIOT BOJIOH U MepeKkprcTain30BbiBatoT. Boixon 12.0 2 (40 %), T. m. 188-
190 °C (EtOH), Ry 0.63 (3tmmanerat-6emson, 1:10). MK-ciextp, v, cm™: 1571
(C =C Ar), 1622 (C = C), 1679 (C = 0), 3200 (NH). Cnexmp AMP *H: 1.00
(3H, 1, J="7.4, CH;3 Pr); 1.27 (6H, c, Mey); 1.68-1.82 (2H, m, CH, Pr); 2.72 (2H,
¢, 6-CHy); 4.25-4.32 (2H, m, NCHy); 7.16-7.21 (1H, m, Ar); 7.24-7.39 (2H, wm,
Ar); 7.39-7.45 (2H, m, Ar); 7.91-7.98 (1H, m, Ar); 11.81 (1H, mc, NH).
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Cnexmp SAMP C: 10.9 (CHs Pr); 19.1 (CH, Pr); 25.0 (Mey); 32.6 (CMey);
44.4 (6-CH,); 47.0 (NCH_); 116.7, 124.6 (CH); 125.1, 126.1 (CH); 127.7 (CH);
130.4 (CH); 136.5; 142.5; 158.8; 175.3 (C = S). Haiineno, %: C 68.16; H 6.59;
N 9.46; S 10.77. C17H20N20S. Beruucneno, %: C 67.97; H 6.71; N 9.32; S
10.67.
2-AnkuaTuo-5,5-numernia-3-nponuia-5,6-1uruapodenso[h] xuHazonmuu-
4(3H)-onb1 4-13 (obmast metomuka). B peakiuonHyo KoaOy ¢ 0oOpaTHBIM
XONOUIBHUKOM ToMmeniatoT cmech 2.10 2 (7 mmonv) 2-trokcobenso[h]xu-
nasonuua 3, 0.45 2 (8 mmonw) ruapoxcuma kamms, 30 mz abc. sTaHONA H
KunATAT 10 ymun, 3aTeM 100aBISIFOT 8 MMOIb ATKUITAIOTCHU A U TPOIODKAIOT
kunsgeHue eme 12 u. PeakIMOHHYIO CMech OXJaKOaloT, A00aBisoT 20 ma
Bozibl. Ocamok OT(HUIBTPOBBIBAIOT, MPOMBIBAIOT BOJOH, MEPEKPHUCTAT-IN30BbI-
BAaIOT M CyIIAT Ha BO3/yXe.
5,5-InmMeTHI-2-MeTHIATHO-3-NIPONUJI-5,6-1urnapodenso|h]|xunazonmu-
4(3H)-on (4). Beixoxg 1.80 2 (86 %), 1. mn. 121-123 °C (EtOH), R; 0.58
(stunanerar-6enson, 1:10). UK-crextp, v, en™: 1604, 1617 (C=C Ar), 1652
(C=0). Cnexmp AMP *H: 1.02 (3H, 1, J= 7.4, CH3 Pr); 1.33 (6H, c, Mey);
1.69-1.84 (2H, M, CHy, Pr); 2.68 (3H, ¢, SCH3); 2.74 (2H, c, 6-CH,); 3.89-3.95
(2H, M, NCHy); 7.11-7.16 (1H, m, Ar); 7.21-7.32 (2H, m, Ar); 8.03-8.08 (1H, m,
Ar). Cnexmp IMP *C: 10.9 (CH; Pr); 14.2 (SCHs); 20.5 (CH; Pr); 25.5 (Mey);
32.9 (CMey); 44.2 (6-CHy); 45.1 (NCH,); 120.3, 124.7 (CH); 125.9 (CH);
127.2 (CH); 129.4 (CH); 131.7; 136.2; 150.6; 158.3; 159.9. Haiineno, %: C
68.93; H 7.18; N 8.75; S 10.06. C13H2,N,0S. Berancneno, %: C 68.75; H 7.05;
N 8.91; S 10.20.
5,5-IumeTni-3-nponui-2-3TuaTuo-5,6-nuruapoodenso[ | xuHa3o/mH-
4(3H)-on (5). Beixox 1.96 2 (85 %), T. mn. 95-97 °C (EtOH), Rf 0.56 (atu-
nanerar-6enson, 1:10). UK-crektp, v, ev™: 1604 (C = C Ar), 1648 (C = 0).
Cnexmp AMP 'H: 1.02 (3H, 1, J = 7.4, CH3 Pr); 1.33 (6H, ¢, Mey); 1.49 (3H, T,
J=17.3, CH; Et); 1.69-1.82 (2H, m, CH, Pr); 2.75 (2H, ¢, 6-CH,); 3.30 (2H, k,
J=7.3, SCH,); 3.86-3.94 (2H, M, NCH); 7.11-7.16 (1H, m, Ar); 7.21-7.32 (2H,
M, Ar); 7.98-8.03 (1H, m, Ar). Cnexmp AMP **C: 10.8 (CHs Pr); 13.7 (CHs Et);
20.5 (CH; Pr); 25.5 (Mey); 25.6 (SCHy); 32.9 (CMey); 44.2 (6-CHy); 45.0
(NCHy); 120.3, 124.4 (CH); 125.9 (CH); 127.2 (CH); 129.4 (CH); 131.8; 136.3;
150.6; 157.9; 159.9. Haiineno, %: C 69.59; H 7.52; N 8.38; S 9.90.
C19H24N>OS. Brruncieno, %: C 69.47; H 7.36; N 8.53; S 9.76.
5,5-IuMeTHII-2-N30NPONMMITHO-3-PONH.I-5,6-1uruapooenso[h]xuHaso-
quH-4(3H)-on (7). Beixon 1.74 2 (73 %), t. . 103-105 °C (EtOH), R; 0.58
(stunanerar-6enson, 1:10). UK-cextp, v, emn™: 1602 (C=C Ar), 1661 (C=0).
Cnexkmp SAIMP H:1.02 (3H, T, J = 7.4, CH3 Pr); 1.33 (6H, ¢, Mey); 1.52 (6H,
a, J = 6.8, 2CHg3 i-Pr); 1.67-1.81 (2H, m, CH; Pr); 2.75 (2H, ¢, 6-CHy); 3.84-
3.91 (2H, m, NCHy); 4.14 (1H, cn, J = 6.8, CH i-Pr); 7.11-7.16 (1H, M, Ar);
7.21-7.32 (2H, m, Ar); 7.95-8.00 (1H, M, Ar). Cnexmp SAMP **C: 10.8 (CH;
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Pr); 20.4 (CH; Pr); 22.2 (2CHg; i-Pr); 25.5 (Mey); 32.9 (CMe;,); 36.9 (SCH);
44.2 (6-CHy); 45.0 (NCH,); 120.3, 124.4 (CH); 125.9 (CH); 127.3 (CH); 129.4
(CH); 131.8; 136.3; 150.7; 157.9; 159.9. Haiineno, %: C 70.30; H 7.55; N 8.37;
S 9.47. CxH2N20S. Beruucineno, %: C 70.14; H 7.65; N 8.18; S 9.36.
2-AmmaTuo-5,5-muMerii-3-nponui-5,6-muruapodenso[h | xunazosmn-
4(3H)-on (8). Brixox 2.0 2 (84 %), 1. mn. 86-87 °C (EtOH), Rf 0.58 (stmna-
uerar-6enson, 1:10). MK-cmektp, v, cu™: 1605 (C=C Ar), 1649 (C=0).
Cnexmp SIMP *H: 1.02 (3H, 1, J = 7.4, CH3 Pr); 1.33 (6H, ¢, Me,); 1.69-1.83
(2H, m, CH; Pr); 2.75 (2H, ¢, 6-CH,); 3.88-3.95 (2H, m, NCH); 3.98 (2H, 1.z,
J = 6.9, SCH,); 5.18 (1H, mr.ax, J = 10.0;1.3, =CH, ); 5.37 (1H, arm, J =
17.0;1.3;1.3, =CHy); 6.02 (1H, arx, J = 17.0;10.0;6.9, =CH); 7.11-7.16 (1H, M,
Ar); 7.22-7.33 (2H, m, Ar); 7.99-8.05 (1H, m, Ar). Cnexmp AMP C: 10.9
(CHs Pr); 20.5 (CH; Pr); 25.5 (Mey); 32.9 (CMey); 33.9 (SCHy); 44.2 (6-CH,);
45.2 (NCHy); 118.1 (=CH,); 120.5, 124.6 (CH); 125.9 (CH); 127.3 (CH); 129.5
(CH); 131.7, 132.2 (=CH); 136.3; 150.6; 157.4; 159.9. Haiineno, %: C 70.73; H
7.28; N 8.11; S 9.56. CxH24N,0S. Beruncneno, %: C 70.55; H 7.10; N 8.23; S
9.42.
2-Byruaruno-5,5-mumernii-3-npomui-5,6-muruapodensolh | xuna3omn-
4(3H)-on (9). Beixox 1.32 2 (53 %), T. . 48-49 °C (EtOH), R¢ 0.62 (3Tmina-
nerar-6enson, 1:10). MK-criektp, v, cn™: 1604 (C=C), 1663 (C=0). Cnexmp
AMP "H: 1.00 (3H, T, J = 7.4, CH3 Pr); 1.02 (3H, 1, J = 7.3, CH3 Bu); 1.33
(6H, c, Mey); 1.47-1.60 (2H, m, CH; Bu); 1.68-1.87 (4H, M, 2CH>); 2.74 (2H, c,
6-CH,); 3.29 (2H, 1, J = 7.1, SCH); 3.85-3.97 (2H, m, NCH>); 7.10-7.16 (1H,
M, Ar); 7.20-7.33 (2H, M, Ar); 7.95-8.01 (1H, m, Ar). Cnexmp SIMP C: 10.9
(CHs Pr); 13.2 (CH3 Bu); 20.5 (CH2 Pr); 21.4 (CH2 Bu); 25.5 (Mey); 30.4 (CH,
Bu); 30.9 (SCH,); 32.9 (CMey,); 44.2 (6-CH,); 45.1 (NCHy); 120.3, 124.4 (CH),
125.9 (CH); 127.3 (CH); 129.4 (CH); 131.8; 136.3; 150.6; 158.0; 159.9.
Haiineno, %: C 70.93; H 7.85; N 7.99; S 8.89. C,1H2sN,0S. Beruncneno, %: C
70.75; H 7.92; N 7.86; S 8.99.
2-bBen3naTuo-5,5-mumMeTnii-3-nponui-5,6-1uruapodenso|h| xuna3zoun-
4(3H)-on (10). Boixon 1.80 2 (66 %), T. . 84-86 °C (EtOH), R; 0.57 (3tnna-
uerar-6enson, 1:10). MK-cmektp, v, cw™: 1600 (C=C Ar), 1668 (C=0).
Cnexkmp SAIMP H: 1.00 (3H, T, J = 7.4, CH3 Pr); 1.34 (6H, ¢, Me,); 1.68-1.83
(2H, m, CH; Pr); 2.76 (2H, c, 6-CH,); 3.87-3.95 (2H, m, NCH,); 4.58 (2H, c,
SCHy); 7.12-7.17 (1H, m, Ar); 7.21-7.34 (5H, m, Ar); 7.39-7.45 (2H, m, Ar);
8.04-8.09 (1H, m, Ar). Cnexmp AMP *C: 10.8 (CH; Pr); 20.5 (CH, Pr); 25.5
(Mey); 32.9 (CMey); 35.7 (SCH,); 44.2 (6-CHy); 45.2 (NCH); 120.6, 124.7
(CH); 126.0 (CH); 126.9 (CH); 127.3 (CH); 128.0 (2CH); 128.6 (2CH); 129.5
(CH); 131.7; 135.6; 136.3; 150.6; 157.7; 159.8. Haiineno, %: C 73.65; H 6.89;
N 7.35; S 8.39. Cy4H»sN>OS. Brruncneno, %: C 73.81; H6.71; N 7.17; S 8.21.
5,5-Iumernia-2-[(4-meTunéen3nn)tio]-3-nponu-5,6-muruapodenso[h]
xuHa3zoanH-4(3H)on (11). Beixon 2.40 2 (85 %), 1. . 112-114 °C (EtOH), R¢
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0.55 (stmmanerar-6enson, 1:10). UK-cmextp, v, cx™: 1604 (C=C Ar), 1668
(C=0). Cnexmp AMP '*H: 1.00 (3H, T, J = 7.4, CH3 Pr); 1.33 (6H, ¢, Mey);
1.68-1.82 (2H, m, CH; Pr); 2.33 (3H, ¢, CHs- Ar); 2.75 (2H, ¢, 6-CH); 3.87-
3.94 (2H, m, NCHy); 4.52 (2H, ¢, SCHy); 7.07-7.16 (3H, m, Ar); 7.21-7.33 (4H,
M, Ar); 8.05-8.09 (1H, m, Ar). Cnexmp AMP **C: 10.8 (CH; Pr); 20.50 (CHs-
20.53 (CH; Pr); 25.5 (5-Mey); 32.9 (CMey); 35.5 (SCHy); 44.2 (6-CHy); 45.1
(NCHy); 120.5, 124.7 (CH); 125.9 (CH); 127.3 (CH); 128.5 (2CH); 128.7
(2CH); 129.5 (CH); 131.7; 132.3; 136.22; 136.27; 150.6; 157.8; 159.8.
Haiineno, %: C 74.05; H 6.86; N 7.08; S 7.76. C25H2sN,0S. Beruncneno, %: C
74.22; H 6.98; N 6.92; S 7.93.
5,5-Iumerni-3-nponui-2-[(4-xm0poen3usi)Tuo|-5,6-1uruapoden-3o[h]

xuHa3zoauH-4(3H)-on (12). Beixox 2.10 2 (71 %), 1. mn. 115-117 °C (EtOH),
Rf 0.57 (3tumanerat-6enson, 1:10). UK-cnextp, v, cv™: 1602 (C=C Ar), 1672
(C=0). Cnexkmp AMP *H: 1.00 (3H, T, J = 7.4, CH3 Pr); 1.33 (6H, ¢, Mey);
1.67-1.82 (2H, m, CH; Pr); 2.75 (2H, ¢, 6-CH,); 3.86-3.94 (2H, m, NCHy,); 4.56
(2H, ¢, SCHy); 7.12-7.17 (1H, m, Ar); 7.22-7.33 (2H, m, Ar); 7.26-7.31 (2H, M,
p-CeH,4Cl); 7.40-7.45 (2H, m, p-CgH4Cl); 8.00-8.05 (1H, m, Ar). Cnekmp AMP
13C: 10.8 (CH3 Pr); 20.5 (CH; Pr); 25.5 (Me,); 32.9 (CMe,); 34.6 (SCH,); 44.1
(6-CH,); 45.2 (NCH,) 120.7, 124.6 (CH); 126.0 (CH); 127.3 (CH); 128.1
(2CH); 129.6 (CH); 130.1 (2CH); 131.6; 132.5; 134.8; 136.3; 150.6; 157.4;
159.8. Haiineno, %: C 67.90; H 5.76; Cl 8.49; N 6.44; S 7.65. C,4H25CIN,OS.
Berancieno, %: C 67.83; H 5.93; Cl 8.34; N 6.59; S 7.54.

Omua  2-[(5,5-aumernia-4-okco-3-nponui-3,4,5,6-rerparuapoden-3o[h]
xuHa30uH-2-uia)tuolanerar (13). Beixox 1.30 2 (48 %), 1. 1. 84-86 °C
(EtOH), Ry 0.57 (stumanerar-6enson, 1:10). MK-crextp, v, em™ 1602 (C=C
Ar), 1664 (C=0),1741 (C=0 cn.5dup). Cnexmp AMP *H: 1.05 (3H, 1, J = 7.4,
CHs; Pr); 1.27 (3H, 1, J = 7.1, CH3 Et); 1.32 (6H, c, Mey); 1.73-1.87 (2H, M,
CH; Pr); 2.74 (2H, c, 6-CHy); 3.90-3.99 (2H, m, NCH,); 4.03 (2H, ¢, SCHy);
415 (2H, x, J = 7.1, OCHy); 7.10-7.15 (1H, m, Ar); 7.21-7.32 (2H, M, Ar);
7.97-8.02 (1H, m, Ar). Cnexmp AMP *C: 10.9 (CH; Pr); 13.6 (CH; Et); 20.5
(CH; Pr); 25.5 (Mey); 32.9 (CMey); 33.4 (SCHy); 44.1 (6-CH,); 45.4 (NCHy);
60.7 (OCHy); 120.6, 124.8 (CH); 125.8 (CH); 127.2 (CH); 129.5 (CH); 131.5;
136.2; 150.7; 157.0; 159.7; 167.1 (C=0). Haiizeno, %: C 65.08; H 6.57; N
7.42; S 8.45. Cy1H,6N-03S. Breruucneno, %: C 65.26; H 6.78; N 7.25; S 8.30.

2-(2-I'mapoKCHI THIIAMHHO)-5,5- THM e THJI-3-NIPONUI-5,6- TuruApoden-
3o[h]xunazomuu-4(3H)-on (14). Cmecs 3.0 2 (10 mmons) 2-THOKCOOEH-
30[h]xunazonuua u 20 Mz aMHHOITAHOJIA KUIATAT B TeueHue 20 v 1 J00aBISIOT
100 mz Boxmpl. BpimaBmme KpucTamwibl OTGUIBTPOBBIBAIOT M HEpPEKpUCTAI-
n30BBIBAIOT U3 60 % sranona. Beixox 2.19 2 (67 %), .mn. 174-177 °C, R;0.45
(xnopodopm-meranon, 6:1). UK-criextp, v, en™: 1606 (C=C Ar), 1629 (C=N),
3200-3440 (OH, NH). Cnexmp AMP *H: 0.99 (3H, T, J = 7.4, CHs Pr); 1.28
(6H, c, Mey); 1.58-1.71 (2H, m, CH; Pr); 2.68 (2H, ¢, 6-CHy); 3.56 (2H, T, J=
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5.4;,5.4, OCHy); 3.67 (2H, tn, J = 5.4; 5.2, 2-NCHy); 3.79-3.87 (2H, ™, 3-
NCH,); 4.48 (1H, 1, J= 5.4, OH); 6.63 (1H, uLt, J= 5.2, 2-NH); 7.04-7.11 (1H,
M, Ar); 7.17-7.25 (2H, M, Ar); 7.97-8.04 (1H, M, Ar). Cnexmp AMP **C: 10.9
(CH; Pr); 20.0 (CH; Pr); 26.1 (Mey); 32.7 (CMey); 38.9 (2-NCH,); 41.0 (6-
CHy); 44.0 (2-NCHy); 44.9 (3-NCH,); 60.0 (OCH,); 113.6, 124.7 (CH); 125.6
(CH); 126.9 (CH); 128.7 (CH); 132.9; 136.5; 151.6; 151.8; 160.8. HaiineHo, %:
C 69.58; H 7.88; N 12.99. C19H25N30,. Beruucneno, %: C 69.70; H 7.70; N
12.83.

HccnenoBanue BBINOTHEHO NpH (uHaAHCOBOM moanepxkke Komurera mo
Hayke PA B pamkax HayuHoro npoekra Ne 21T-1D061

5,5-FhUGRbL-3- MM NMPL-2-F-h0LUN-2,3,5,6-SESM UL NRELAN[A]
khUUINIU-4(1 H)-NUb UbUREGIL, N UNRILENE BY, USUSYUD
UbUSNRE3NRLUEMD ZUHULUGLMEU8PY ZUSUNRE3NhLLENE

U.. h. UGMuNU3GY, U. U. RLATUUGLM 8L, U. U. U340.930,
U. Z. $ULMPELBUY, U. 8. MLL18UY, 2. 2. UNULELE8UL

F-Uidhtn-3, 3Ty, by P -2 huspp opufusnfs - (usiipimnbuBl)
Apdwh ofpw Syl £ 5,5-npidbEfify-3-yypnufy-2-Phopun-2,3,5,6-nbinpuspypnphki-
gnlW]fupagugfii-4(TH -ntiy - (Blropunp bhqnfufousguyfis) upiPlafs bopuush: L
ohtu Spdiugpte dhgwduwypnid wihppugdby £ wnwppbp hunngduwépbph 4wpngh-
piikpnd, flpp plphy b Zughfyffon-5,5-gfolbfy-3-wpnufy-5,6-qp S fypnpbige[h]
[11[1i1qul[1i1-4(3H)-nilflb[1[1: Phopunpbignfufiinugnipiifi Gnigkiunofnd 2-EfFwiingw-
Ay Shan afffbafby & 2 (2AfgpopuptFlyudbin -5, 5 fulbpy-Supnghy-5, 6
Gﬁr;pnpbil-qn[h][uﬁflqulﬁfl-4(3H)—nil: MNewnedivwuppofly B upbffbgfms  dfugne-
Pynciibph Awlhwdwhpbwgpls Swmlnoffindiibpp: Ubhuwpuwinelput  Sknmwgnun.-
Pyniiibph wpgynidipnod wupgdby £, np dpwgnoffindibbpl ndi 5L Frggfyg swfiundnp
Awlwdwhpbuygfil wilpmfifnffynd:

SYNTHESIS, TRANSFORMATIONS OF 5,5-DIMETHY L-3-PROPY L-2-THIOXO-
2,3,5,6-TETRAHYDROBENZO[hJQUINAZOLINE-4(1H)-ONE AND
ANTIBACTERIAL PROPERTIES OF THE OBTAINED COMPOUNDS

A. 1. MARKOSYAN, A. S. BAGHDASARYAN, A. S. AYVAZYAN,
S. H. GABRIELYAN, M. YU. DANGHYAN AND H. H. ARAKELYAN

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

1-Amino-3,3-dimethyl-3,4-dihydro-naphthalene-2-carboxylate (aminoether) in the
medium of low-boiling alcohols (methanol, ethanol, isopropanol) was reacted with propyl
isothiocyanate. It was found that the best yields were obtained when the reaction was
carried out at the boiling point of the solvent. When the reaction is carried out for 18-20
hours, the formed ethyl 3,3-dimethyl-1-(3-propylthioureido)-3,4-dihydronaphthalene-2-
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carboxylate under the reaction conditions is partially cyclized to 5,5-dimethyl-3-propyl-2-
thioxo-2,3,5,6-tetrahydrobenzo[h]quinazoline-4(1H)-one (thioxobenzoquinazoline) in a 1:1
ratio. To increase the yield of thioxobenzoquinazoline, the resulting mixture was treated
with a solution of caustic potash, which led to the production of thioxoquinazoline with a
yield of 40%. The alkylation of thioxobenzoquinazoline in the presence of caustic potash
with halides of various structures in absolute ethanol led to 2-alkylthio-5,5-dimethyl-3-
propyl-5,6-dihydro-benzo[h]quinazoline-4(3H)-ones with yields of 48-83%. As a result of
condensation of thioxobenzoquinazoline with 2-aminoethanol in excess of the amine, 2-(2-
hydroxyethylamino)-5,5-dimethyl-3-propyl-5,6-  dihydroben-zo[h]quinazoline-4(3H)-one
was synthesized. The antibacterial activity of the compounds was studied by “diffusion in
agar” at a microbial load of 20 million microbial bodies per 1 ml of medium. Gram-positive
staphylococci (St. Aureus 209p, Bac.subtilis) and gram-negative rods (Sh. Flexneri 6858,
E. coli 0-55) were used as test objects. As a result of the research, it was found that the
studied compounds had weak or moderate antibacterial activity.
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