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KoHpeHcauusa 1l-amunHo-3,3-guankun-3,4-gurngpoHadTanvH-2-kapOoHUTPUNOB C XITOpaHrua-
pyuaammn kapboHOBbBIX KUCIOT PasnUYHOro CTPOEHUSI NPUBOAUT K 06pa3oBaHMi0 COOTBETCTBYIOLLMX
amuaoB, KOTOpble B NPUCYTCTBUK XITOPUCTOrO BOAOPOAA LMKMU3YIOTCS B 2-3aMelléHHble 5,5-gnan-
knn-3,4,5,6-teTparnapobersoh]xmHasonuH-4(3H)-oHbl. Pa3paboTaH MeToa cuHTe3a STUMOBbLIX 3hu-
poB 5,5-gnankun-3,4,5,6-tetparnapobenso[h]xuHa3onuH-4(3H)-0H-2-kapOOHOBbLIX KUCHOT, KOTOpble
rMapasuHOnM3oM nepesefeHbl B 5,5-anankun-4-okco-3,4,5,6-TeTparnapobeH3o[h]xmHa3onuH-2-kap-
6ormapasuagel. HanmpgeHo, yto 5,5-guankun-3,4,5,6-teTparnapo6eHso[h]xmHasonuH-4(3H)-oH-2-kap-
BOHOBbIE KMCMOThI, B OTIMYME OT COOTBETCTBYIOLMX 3PUPOB M rMapasnaoB, HEYCTONYMBLI U MOA-
BepratoTcs AekapbokeunmpoBaHuio ¢ obpasoBaHuem 5,5-guankun-3,4,5,6-tetparngpobeHsolh]xuHa-
30n1H-4(3H)-oHOB. HekoTopble 13 CUHTE3NPOBAHHBLIX COeAVHEHNI NMPOSBASIOT NPOTMBOOMYXONEBYIO

n aHTI/IGaKTepVIaJ'IbHyIO aKTUBHOCTb.

Tabn. 1, 6ubn. ccoinok 18.

B nocneaaue ropl 3HAYMTEIBHO BO3POC HHTEPEC K XUMHUH Oen3o[h]xu-
Ha30JMHOB [1-7], 4T0 00YCIOBIEHO MPOSBISIEMBIMU UMU IICHHBIMH CBOMCT-
Bami [8-15]. OgHako B HacTosiiIee BpeMsi OTCYTCTBYIOT JIaHHBIE O CUHTE3€ U
CBOMCTBAxX MPOM3BOIHBIX OeH30[h]xuHa301MH-2-KapOOHOBBIX KHCIOT. KOoH-
neHcamuei 1-amuuo-3,3-auankui-3,4-muruaponadraana-2-kapOOHUTPUIIOB
(amuHOHUTpMIEL 1, 2) [16,17] ¢ 2,2-numetunterparunpo-2H-nupan-4-kap-
OOHWIXJIOPHIIOM ¥ TPUXJIOPANETHIXIIOPUIOM HaMU CHHTE3WPOBAHBI COOT-
BETCTBYIOIIHME aMHIbI 3-6. AMubl 3 1 4 ObLIN HUKIN30BaHbI B 2-(2,2-11Me-
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TUnTeTparuapo-2H-nupan-4-un)-5,5- quankun-5,6-rerparuapodenso[h]xu-
HazosuH-4(3H)-ons1 7, 8.

C menp0 cuHTE3a 5,5-AHATKWI-2-TPUXIOPMETHII-5,6-TUTHIPOOCH-
30[h]xunazomun-4(3H)-onos 11, 12, ruapoins KOTOPEIX MOT ObI IPUBECTH K
MOJIYYEHHUIO COOTBETCTBYIOIIUX KapOOHOBBIX KHCIOT, aMHJIbl 5 U 6 moaBsep-
rajich IUKIN3ALUN, OJHAKO B PE3yJbTaTe PEakUH IeJIeBble TPUXIOpMe-
tunnpousBoanbie 11, 12 oOpa3zossiBanuch numib ¢ 10-15% Bbixogamu B cMme-
CH C UCXOIHBIMH aMHUJIaMH, OYHCTKAa OT KOTOPBIX SIBISIETCS TPYIJOEMKUM
MIPOIIECCOM.

ITokazaHo, 4TO TIpH CUHTE3¢e 2-3aMEMEHHBIX 5,5-nmuankui-3,4,5,6-terpa-
ruapobenso[ h]xunazonuu-4(3H)-oHOB HET HEOOXOAUMOCTH B YHCTOM BHUJIE
BBIJICJIATH COOTBETCTBYIOIINE aMUAOHUTPIIIBL. Peakiyield aMUHOHUTPIIIOB 1,
2 ¢ XJOpaHTHAPUAAMHU 3aMELIEHHbIX OEH30MHBIX KUCIOT U IOCIEeAyIoIei
IUKJIM3aIUEH TPOMEKYTOUHBIX OCH3aMUJIOB CHHTE3MPOBaHBI 2-apwii-5,5-
nuankui-3,4,5,6-retparnapodenso[h]xunazonun-4(3H)-ousr 9, 10.

NH

9,10

11,12

1,3,5 7,9 11. R=CHjs; 2, 4, 6, 8, 10, 12. R=C;Hs; 9. R'=0-CHj3; 10.
R'=n-Br.

2-[(2-nano-3,3-quankui-3,4-quruaponadranui-1-mn)amMuHo|-2-0k-
coaneratsl 13, 14, momyyeHHble B pe3ybTaTe B3aUMOJICHCTBUS aMHUHOHUT-
PWIOB C ATHI-3-XJIOP-3-OKCOMPOIAaHATOM, 0€3 JOTOJIHUTEIBHON OYHCTKH
ObUTM IUKJIM30BaHbl B 3(Upbl OeH30[N]XUHA30IMH-2-KapOOHOBBIX KHCJIOT.
15, 16. [ocnennue ruapa3suHONIM30M MEPEBEACHBI B 5,5-AHaIKuiI-4-0KCo-
3,4,5,6-tetparuapoben3o[ h]xunazonuH-2-kapooruapasuasl 17, 18. Ilns cun-
T€3a COOTBETCTBYIOIINX KapOOHOBBIX KHCIOT 3¢upsl 15 u 16 moaseprayTs
1ieJa04HoMy ruapoausy. OHaKo Mociae MOJKUCIEHHs PEaKIIMOHHOM CMecH,
BMECTO OXHIAeMbIX 5,5-auankui-4-0kco-3,4,5,6-terparunpodensolh]xuna-
30JIMH-2-KapOOoHOBBIX KHcHO0T 19, 20, 6buTH BbIEIEHBI POTYKTHI UX JIEKap-

OokcuiupoBanusi — 5,5-muankun-3,4,5,6-rerparuapobensolh]xuHa3onus-
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4(3H)-ousr 21, 22. B otnuume ot Terparuapodenso[h]xunazonus-2-kap6o-
HOBBIX kKucioT 19, 20 coorBercTBytomue 3¢upsl 15, 16 u ruapasuasr 17, 18
SIBJISTIOTCSI CTAOMJIBHBIMU COETUHEHHUSIMHU.

(@] (0]
P,
2 —— ]
CN

17,18 15,16

13, 15, 17, 19, 21. R=CHg3; 14, 16, 18, 20, 22. R=C3Hs

W3yueHne MpOTUBOOMYXOJIEBOH aKTHBHOCTH Ha Mozenu capkombl 180
[18] mokazano, yro mumb coequnerne 22 B mo3e 140 me/ke yraeraer poct
onyxonu Ha 41%.

AnTHOAKTEpHAlIbHBIE CBOMCTBA CHHTE3HMPOBAHHBIX COCAMHEHHUH H3yye-
HBI 110 MeTony “muddysus B arape” nmpu OaxTepuanbHON Harpyske 20 man
MUKpOOHBIX Test Ha 1 Mz cpenbl. BoisBieHo, uto coenunenus 4, 5, 9, 15, 17,
18 He obnamaroT aHTUOAKTEPUATBHBIM JEHCTBHEM.

Tabruya

AHTHﬁaKTepHaJ’[LHaH AKTHUBHOCTHb CHHTE3UPOBAHHBIX COC}II/IHeHI/Iﬁ

Staph. Staph Sh.dysenteriae .
Ne coequuenus Aureus Aure%s 1 Flex¥1eri 6858 E. Coli 0-55
209p,
1 15 15 12 12
3 13 10 10 15
6 12 10 10 10
7 12 10 10 10
8 10 10 12 0
10 10 10 10 14
16 10 12 10 10
22 10 10 11 0
bypazonuaox 25 24 24 23
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OcTtanbHbIE COCIUHEHUS MPOSBILIIOT CIA0YI0 WIM YMEPEHHYIO aKTHB-
HOCTh B OTHOIICHHU HCIOJB30BaHHBIX TECT-OOBEKTOB, 3aMETHO YCTYyMas
JICHCTBHIO KOHTPOJLHOTO TIpemnapaTa Gpypa3onuaoHa (Tabiuma).

IJKCNepUMEHTAIbHAA YaCTh

HK-cniextpsl cHATH Ha criekTpodoromeTpe “FT-IR NEXUS” B Bazemnu-
HOBOM Maciie, criektpbl SIMP *H u **C — na npu6ope Varian “Mercury-300”
¢ yactotoii coorBeTcTBeHHO 300.8 u 75.46 My, BHyTpeHHUI CTaHIAPT —
TMC wmu T'MJIC, pactBopurens — DMSO/CCI, — 1/3. TCX nposesieHa Ha
mnactuakax “Silufol™”, nposBurens — maps #oxa.

N-(2-Iluano-3,3-1umeTna-3,4-nuruapoHadraanu-1-umi)-2,2-nume-
Tuiarerparuapo-2H-mupan-4-kap6okcamua (3). Cmechb 5.94 2 (0.03 monsn)
1-amuno-3,3-mumeTnin-3,4-quruapoHadTanuH-2-kapooHuTpmwia u 5.3 2
(0.03 mons) 2,2-numerunrterparuapo-2H-nupan-4-kapoonmwixiopuaa B 50
M abc. OEH30J1a KHILTAT ¢ 00paTHBIM XOJIOAMIBHUKOM B TeueHue 8 u. [Toc-
Jie yIaJeHusl paCTBOPUTENSI OCTATOK MEpeKpUCTAILIN30BbIBaOT U3 70% 3Ta-
Hona. Beixon 8 2 (78%) coequnenus 3, 1. . 220-221°C. Ry 0.45 (6enzo:n-
sranon, 10:1). UK-crextp, v, cm'': 1080 (C-O-C); 1612 (C=C apom); 1668
(C=0); 2200 (C=N); 3265 (NH). Criektp IMP *H, §, m.1.: 1.21 ¢ (6H, C3-
(CHs),), 1.22 ¢ (3H, C2'-(CHs)a), 1.24 ¢ (3H, C2'-(CH3)p), 1.48-1.79 M (4H,
C3'H,, C5'H,), 2.76-2.92 m (1H, C4'H), 2.82 ¢ (2H, C4H,), 3.57-3.75 m (2H,
C6' Hy), 7.13-7.32 M (4H,pov), 9.57 yurc. (1H, NH). Crexrp SIMP °C, 3,
m.1.: 21.47 (C2'-(CHs)a), 26.05 (C3-(CHjz),), 28.10 (C5"), 31.14 (C2'-(CHa)y),
32.32 (C3), 37.51 (C4"), 38.43 (C3"), 41.62 (C4), 59.60 (C6"), 70.16 (C2"),
114.03 (C2), 115.55 (C=N), 124.30 (CHapow.), 126.11 (CHapon), 127.77 (CH,.
pow)s 129.07 (C8,), 129.52 (CHgpow), 134.87 (C4,), 143.59 (C1), 172.89
(C=0). Haiineno, %: C 74.59; H 7.68; N 8.18. C,1H6N,0,. Brruucieno, %:
C7452;H7.74; N 8.28.

N-(2-Iuano-3-3Tria-3-merui-3,4-muruaponadraiaun-1-ui)-2,2-1u-
MeTmiaTerparuapo-2H-nupaun-4-kapookcamuna (4). Ananornyno u3 6.4 2
(0.03 monst)  1-ammuo-3-3THI-3-MeTHII-3,4-AUTHAPOHAD TAITUH-2-KapOOHHT-
puna u 5.8 2 (0.033 mons) 2,2-gumerunrterparuapo-2H-nupan-4-kapOoHu-
xyopuna B 50 mz abc. 6enzona nonyqarot 6.3 2 (59%) coenunenus 4, T. 1.
203-204°C. Rt 0.53 (tomyon-rekcan-stanon, 7:3:1). UK-cmektp, v, emt:
1087 (C-O-C); 1615 (C=C apom); 1667 (C=0); 2203 (C=N); 3239 (NH).
Crnekrp SIMP 'H, 8, m.1., I'y: 0.93 T (3H, C3-CH,-CHj3, J=7.42), 1.21 ¢ (3H,
C2'-(CHa)a), 1.23 ¢ (3H, C3-CH3), 1.24 ¢ (3H, C2'-(CH3)p), 1.35-1.80 M (6H,
C3-CH,-CHs, C3'H,, C5'H,) 2.75-2.90 m (1H, C4'H), 2.82 ¢ (2H, C4H,),
3.57-3.75 M (2H, C6' Hy), 7.12-7.31 M (4Hapou), 9.57 ymrc. (1H, NH).
Cnektp SIMP BC, §, m.x1.: 8.29 (C3-CH,-CHg), 21.45 (C2'-(CHa).), 23.96
(C5-CHgy), 28.12 (C5"), 30.94 (C3-CH,-CHs), 31.14 (C2'-(CH3),), 35.41
(C4%), 37.53 (C3), 38.39 (C4), 39.01 (C3"), 59.59 (C6’), 70.16 (C2’), 113.43
(C2), 116.00 (C=N), 124.28 (CHgpom), 126.02 (CHapow), 127.69 (CHapou.),
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129.19 (C8,), 129.51 (CHgpon), 135.00 (C4,), 143.99 (C1), 172.81 (C=0).
Haiineno, %: C 74.89; H 8.08; N 8.12. C,,HxsN,O,. Brrumcneno, %: C
74.97; H 8.01; N 7.95.
2,2,2-Tpuxiop-N-(2-umano-3,3-numMeTii-3,4-muruaponadraiun-1-
uia)aneramun (5). Cmech 3.96 2 (0.02 mons) amunonutpuna 1, 3.64 2 (0.02
Mmojs) TpuxyopaneTwixiopuaa B 40 mr abc. OeH301a KUTIATAT ¢ 00paTHBIM
XOJIOAUIBHUKOM B TeueHue 4 u. [locie ynaneHns: pacTBOPUTENSI OCTATOK TIe-
pexpuctaum3oBbiBatoT U3 70% stanona. Berxox 4.5 2 (65%) coenunaeHus 5,
T. 1. 244-246°C. R; 0.38 (6enzon-rekcan, 7:1). UK-cnektp, v, en’t: 1600,
1617 (C=C apom); 1702 (C=0); 2206 (C=N); 3264 (NH). Crexrp SIMP 'H,
9, m.a.: 1.26 ¢ (6H, C3-(CHs),), 2.88 ¢ (2H, C4H,), 7.20-7.39 M (4Hapow.),
10.78 ym.c. (1H, NH). Crextp SIMP °C, §, m.1.: 25.81 (C3-(CHs),), 32.84
(C3), 41.30 (C4), 92.31 (CCljy), 114.62 (C2), 117.25 (C=N), 123.68 (CH,.
pon)> 126.48 (CHapow), 128.02 (CHapow), 128.50 (C8,), 130.10 (CHapow),
134.86 (C4,), 142.34 (C1), 159.78 (C=0). Haiineno, %: C 52.49 ; H3.74 ; N
8.19. C15H13C3N,0. Beruncneno, %: C 52.43; H 3.81; N 8.15.
2,2,2-Tpuxiop-N-(2-unano-3-3tua-3-merni-3,4-murugpoHad rain--
1-un)aneramua (6). Ananorunyno u3 4.3 2 (0.02 mons) amuHOHUTpHIA 2 U
3.64 2 (0.02 mons) Tpuxnopaneruiaxiopuaa B 30 mrz abc. 6eH301a MOaydaroT
5.5 2 (76%) coequnenus 6, T. . 215-216°C. Ry 0.31 (Gen3zon-rekcan, 5:2).
HK-crnektp, v, cm'1:1615 (C=C apom); 1711 (C=0); 2208 (C=N); 3301(NH).
Crnektp SAMP H, 8, M., I'y: 0.95 T (3H, C3-CH,-CHjs, J=7.47), 1.28 ¢ (3H,
C3-CHj), 1.42-1.71 m (2H, C3-CH,-CHj3) 2.85 1 (1H, C4H,, J=15.95), 2.92
1 (1H, C4Hy, J=15.95), 7.18-7.36 M (4Hapown.), 10.77 ymr.c. (1H, NH). Cnexrp
SIMP 2C, §, m..: 8.27 (C3-CHy-CHg), 23.91 (C5-CHs), 30.97 (C3-CH,-
CHj3), 35.97 (C3), 38.74 (C4), 92.37 (CCl3), 115.02 (C2), 116.52 (C=N),
123.71 (CHapow.), 126.38 (CHapow), 127.91 (CHapou), 128.61 (C8,), 130.06
(CHapow), 134.99 (C4,), 142.85 (C1), 159.73 (C=0). Haiineno, %: C 53.68;
H 4.29; N 7.91. C1H;5CI3N;O. Berauciieno, %: C 53.73; H 4.23; N 7.83.
2-(2,2-Iumernanrerparuapo-2H-nupan-4-ui)-5,5-1umerni-3,4,5,6-
terparuapodenso[h]xunazonun-4(3H)-on (7). Yepes pactBop 6.3 2
(0.0186 mons) coequnenust 3 B 40 mz abc. STaHONA MPH MEPEMEITUBAHUN H
HarpeBanuu 10 70°C mpoImycKaioT TOK CyXOro XJOPHCTOTO BOAOPOIA /10 Ha-
CHIIICHUS. 3aTeM PEaKIMOHHYI0 CMECh KHISATIAT C OOPATHBIM XOJIOJUIIbHU-
KOM B TeUeHHE 3 y, oXJIakAaroT U J100aBiusatoT 30 mz Boabl. Belmasmimii oca-
JI0K OT(UIIBTPOBBIBAIOT, IIPOMBIBAIOT BOJIOW U MEPEKPUCTAIUIN30BBIBAIOT U3
80% »stanona. Beixon 6 2 (95%) coemunenus 7, 1. . >250 °C. R 0.65 (6en-
som-3tanon, 10:1). UK-cnektp, v, e 1080 (C-0O-C); 1585, 1600 (C=C
apom); 1644 (C=0); 3100-3300(NH). Crextp SIMP *H, 3, m.1.: 1.20 ¢ (3H,
C2'-(CHjy)a), 1.24 ¢ (3H, C2'-(CHa)p), 1.34 ¢ (6H, C5-(CHz)y), 1.62-1.98 m
(4H, C3'H,, C5'Hy), 2.72 ¢ (2H, C6H,), 2.88-3.01 m (1H, C4'H), 3.60-3.78 m
(2H, C6' Hy), 7.07-7.14 m (1Hapon.), 7.19-7.30 M (2Hapow.), 8.06-8.13 M (1H,.
pow)> 12.06 yurc. (1H, NH). Criekrp SIMP *C, §, m.i.: 21.32 (C2'-(CHs)a),
25.54 (C5-(CHs)2), 29.06 (C5'), 31.15 (C2'-(CHj3)p), 32.75 (C5), 35.95 (C4Y),
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39.98 (C3'), 44.17 (C6), 59.86 (C6'"), 70.40 (C2"), 123.40 (C10,), 125.37
(CHapow.), 125.86 (CHgypou.), 127.06 (CHapow.), 129.27 (CHapow), 132.20 (C6,),
136.06 (C4,), 153.08 (C10y), 161.20 (C2), 162.05 (C4). Haiineno, %: C
74.43; H 7.69; N 8.21. Cy;H2N,0,. Beranciieno, %: C 74.52; H 7.74; N
8.28.

2-(2,2-Inmernarerparuapo-2H-nupan-4-ui)-5-3Tun-5-meTii-
3,4,5,6-terparuapoodenso|h|xunazonun-4(3H)-on (8). Anamoruuno u3 4.3
2 (0.012 mons) 4 B 40 mn abc. sTanona nomyyarot 3.8 2 (89%) coenunenus 8,
T. I 225-226°C. R; 0.77 (xmopodopm-aneron, 4:1). UK-cextp, v, cm™:
1080 (C-O-C); 1583, 1606 (C=C apom); 1636 (C=0); 3100-3250(NH).
Crextp SAMP H, 5, Mo, I'y: 0.80 T (3H, C5-CH,-CHjs, J=7.45), 1.21 ¢ (3H,
C2'-(CHs)a), 1.24 ¢ (3H, C2'-(CH3)y), 1.32 ¢ (3H, C5-CH3), 1.40-2.10 M (6H,
C5-CH,-CHjs, C3'H,, C5'Hy) 2.58 n (1H, C6H,, J=15.77), 2.88-3.01 m (1H,
C4'H), 2.90 n (1H, C6H,, J=15.77), 3.60-3.78 m (2H, C6' H,), 7.06-7.13 M
(1Hapow.), 7.18-7.29 M (2Hapou.), 8.05-8.14 M (1Hgpow.), 12.05 ymr.c. (1H, NH).
Cnextp SIMP BC, §, m.1.: 9.07 (C5-CH,-CHg), 21.33 (C2'-(CHa),), 24.10
(C5-CHj), 28.99 (C5"), 30.09 (C5-CH,-CHg3), 31.17 (C2'-(CHj3)p), 36.01
(C4%), 36.26 (C5), 39.86 (C6), 40.07 (C3"), 59.88 (C6’), 70.42 (C2’), 122.53
(C104), 125.43 (CHapow), 125.77 (CHapow), 127.01 (CHgpow.), 129.37 (CHa,-
pow.)s 132.23 (C6,), 136.36 (C4,), 154.02 (C10p), 161.21 (C2), 162.34 (C4).
Haiineno, %: C 74.89; H 8.09; N 7.88. CyH2N>O,. Brrumcneno, %: C
74.97; H 8.01; N 7.95.

5,5-InmeTnii-2-(o-tonuni)-3,4,5,6-rerparuapodenso|h]|xuna3onnH-
4(3H)-on (9). Cmech 5.94 2 (0.03 monst) amunonutpuna 1 u 4.63 2 (0.03 mo-
Jis1) XJIOpPAHTHIIPHUIA 0-METHIIOCH30MHOM KucIoThl B 30 mz aGc. Tomyona Ku-
MATAT C 0OpaTHBIM XOJIOJMIBHUKOM B Teuenue 7 u. [locne yganenus pactso-
putelns octaTok pactBopsitor B 50 sz abc. 3TaHONA, NPU MEpeMEIINBaHUN
MPOIYCKAIOT TOK CYXOr0 XJIOPHCTOTO BOJOPOJIA A0 HACBIIICHHS U KUISITAT C
00paTHBIM XOJOJWILHUKOM B T€UEeHHUE 3 u. 3aTe€M PEeaKIMOHHYIO CMECh OX-
JaXIaoT U K Hel mo6asisitor 70 mz Bombl. Ocaok OTUIBTPOBBIBAIOT, MIPO-
MBIBAIOT BOJIOW U MEPEKPUCTAILTM30BBIBAIOT U3 ATaHoja. Beixon 4.1 2 (82%)
coeaunenus 9, T. . 247-249°C. R¢ 0.55 (tomyon-rekcan, 5:3). UK-cnexTp,
v, v’ 1580, 1600 (C=C apom); 1624 (C=0); 3100-3300 (NH). Cnektp
SMP *H, §, m.i.: 1.41 ¢ (6H, C5-(CHs),), 2.57 ¢ (3H, C2'-CH3), 2.80 ¢ (2H,
C6Hy), 7.12-7.41 M (6Hapow), 7.50-7.56 M (1Hgpou.), 8.06-8.11 M (1Hgpow),
12.27 yurc. (1H, NH). Crekrp SIMP °C, 5, m.1.: 20.18 (C2'-CHj), 25.53
(C5-(CHzs)2), 32.90 (C5), 44.18 (C6), 123.78 (C104), 125.01 (CHapow),
12525 (CHapon), 125.94 (CHupon), 127.17 (CHapow), 128.90 (CHapow),
129.20 (CHapow.), 129.31 (CHapow), 130.29 (CHapow), 132.20 (C6,), 133.23
(C1"), 136.13 (C2'), 136.30 (C4,), 152.84 (C10,), 156.02 (C2), 161.84 (C4).
Haiineno, %: C 79.78; H 6.28; N 8.78. C1HoN>O. Brruncieno, %: C 79.72;
H 6.37; N 8.85.

2-(4-Bpomdennn)-5,5-mumerna-5,6-1urnapodensoh|xunazonnn-
4(3H)-on (10). Anamorumuno u3z 5.94 2 (0.03 mons) amuHonuTpmia 1 u
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6.585 2 (0.03 moss) xmopaHruapuaa n-0poMOEH30MHOM KHUCIOTHI MOJyYaroT
3.6 2 (31%) coemunenus 10, T. mn. >250°C. Ry 0.52 (6enzon-3tanomn, 4:1).
UK-cniektp, v, cx™: 1580, 1590 (C=C apom); 1639 (C=0); 3150-3250 (NH).
Cnektp SIMP H, 8, M., I'y: 1.40 ¢ (6H, C5-(CHs)y), 2.79 ¢ (2H, C6Hy),
7.11-720 M (1Hgpom), 7.24-7.35 M (2Hgpou), 7.62 1 (2H, C3'H, C5'H,
J=8.54), 8.18-8.25 M (1H,pon ), 8.22 1 (2H, C2'H, C6'H, J=8.54), 12.47 ym.c.
(1H, NH). Crextp SIMP *3C, §, m.n.: 25.48 (C5-(CHs),), 32.92 (C5), 43.99
(C6), 124.94 (C10,), 125.19 (CHapow), 126.07 (CHapow.), 127.34 (CHapow),
129.12 (C2', C6"), 129.60 (CH,pon.), 131.06 (C3', C5"), 131.95 (C6,), 134.98
(C41, 135.30 (C1"), 136.20 (C4,), 150.84 (C10y), 154.43 (C2), 159.76 (CA4).
Haitineno, %: C 63.09; H 4.41; N 7.42. CyH7BrN,O. Brruucieno, %: C
63.00; H 4.49 ; N 7.35.

Otun  2-((2-umano-3,3-qumeTnii-3,4-muruapoHadraimH-1-ui)amu-
HO)-2-okcoanetat (13). Cmech 7.92 2 (0.04 mons) amunonutpuna 1 u 5.4 2
(0.04 mons1) MOHOXJIOpAHTHIPUIa MOHOITHUIIOBOTO (pHpPa MIABEIICBON KHCIIO-
ThI B 50 Mz abc. OeH30I1a KUTATAT ¢ 0OpaTHBIM XOJIOIWIBHUKOM B T€UeHHUE 6
y. [Tocne ynaneHus pacTBOPUTEINISE OCTATOK CyIIAT MPH MOHWKEHHOM JlaBJie-
aun (10-15 mm pm cm), npu 60°C B Teyenue 15 ymun. Ionyqaror 11.7 2 Hek-
pHUCTaIITU3YIOLIeHCS TYCTOH Macchl, KOTOPYI pacTBopsitoT B 150 mn alc.
3TaHoNIa U 0e3 JOTOIHUTENFHON OUYUCTKU UCTIONB3YIOT JUIS TOJTY4EHUs coe-
nuHenus 15.

ITHI 2-[(2-umano-3-3TI1-3-MeTHiI-3,4- TurnaponadraanH-1-n)
amMuHo]-2-okcoanerar (14). Ananorununo u3 8.48 2 (0.04 mons) aMUHOHKT-
puna 2 u 5.4 2 (0.04 mons) MOHOXJTOpAHTHAPHIA MOHOSTHIIOBOTO 3(upa mia-
BeJIEBOI KHCIOTHI nosyyatoT 11.9 e HeounmenHoro npoaykra 14 (uucrora
1o SIMP *H- 95%), KOTOpbIii HCHONB3YIOT IS HONyYEHHs COeAUMHEHHS 16
0e3 IOTOJTHUTEIBHOW OYNCTKH.

OtuioBblii 3¢pup 5,5-AMMerni-4-okco-3,4,5,6-rerparuapodensolh]
XMHA30/IMH-2-KapooHoBoii kuciaorel (15). Uepes pacreop 11.7 2 (0.039
Mons) HeouulleHHoro coeauHenus 13 B 150 mz abc. 3TaHONA NMPOMYCKAIOT
TOK CYXOTO XJIOPHCTOT'O BOJIOPOJIA 0 HACKHIIIEHH. TeMeparypy peaKkiuoH-
HOW cMmecH moBbIIAT A0 60-65°C u MpoJoIKAIOT MPOIMYCKaHUE CYXOro
XJIOPUCTOTO BoAOpoja eme 15 mun mpu 310N Temneparype. PeakimoHHYy1O
CMECh BBIJICPXKHBAIOT NMPH KOMHATHOW TeMIIEpaType B TedeHue 15 u, 3arem
nobasisitor 100 mz Boabl. BeimaBmimii ocaiok OTGUIBTPOBBIBAIOT, IPOMBI-
BaloT BOjI0#, 70% 3TaHONIOM U cymaT Ha Bo3ayxe. Beixox 9.3 2 (79%) coe-
muHerns 15, T. . >250°C. Ry 0.74 (tomyon-rekcan-stanoin, 7:3:1). UK-
criexTp, v, cm - 1580, 1605 (C=C apom); 1642 (C=0 amun); 1740 (C=0 cx.
s¢up); 3150-3250(NH). Cnexrp SIMP *H, &, m.a., I'y: 1.37 ¢ (6H, C5-
(CHs),), 1.44 T (3H, O-CH,-CHs, J=7.08), 2.78 ¢ (2H, C6H>), 4.41 x (2H, O-
CH,-CHjs, J=7.08), 7.08-7.18 M (1Hapow.), 7.25-7.37 M (2Hapow), 8.11-8.16 M
(1Hapow.), 12.46 ymc. (1H, NH). Cnextp SIMP C, 8, m.n.: 13.62 (O-CH,-
CH3), 25.21 (C5-(CHs),), 33.25 (C5), 43.78 (C6), 61.68 (O-CH,-CHy),
125.44 (CHapow), 126.13 (CHapow), 127.22 (CHgpow), 128.30 (C10,), 129.79
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(CHapow), 131.30 (C6,), 135.90 (C4,), 146.19 (C2), 153.05 (C10p), 159.68
(C4), 161.20 ((C=0)-0O-CH,-CHj3). Haiineno, %: C 68.38; H 6.15; N 9.29.
C17H18N203. BBI‘II/ICJ'IGHO, %: C 6844, H 608, N 9.39.

OTuioBblii  3pup S-H>THI-5-MeTHI-4-0KCc0-3,4,5,6-TeTparuapodeH-
30[h]xuna30uH-2-kapooHOBOIT Kuca0THI (16). AHamormuno w3 11.9 2
(0.38 mons) Heountnennoro coequrenuss 14 B 150 mz abc. sTaHOIa TONY-
qaoT 9.9 2 (83%) coegunenus 16, T. m1. 210-211°C. R¢ 0.63 (Tomyosn-Tek-
can, 7:2). UK-ciiextp, v, cn™: 1580, 1610 (C=C apom); 1643 (C=0 ammun);
1739 (C=0 c1. ahup); 3100-3250(NH). Crrexrp SIMP *H | &, m.xx., Iy: 0.81 T
(3H, C5-CH,-CHjs, J=7.40), 1.36 ¢ (3H, C5-CHzs), 1.44 1 (3H, O-CH,-CH3,
J=7.06), 1.55 nx (1H, C5-CH,-CH3 , J=7.40, 13.55), 2.05 nx (1H, C5-CHy-
CH; , J=7.40, 13.55), 2.63 n (1H, C6H, J=15.75), 2.96a (1H, CG6Hy,
J=15.75), 4.41 k (2H, O-CH»-CHs, J=7.06), 7.10-7.17 M (1Hapon.), 7.23-7.35
M (2Hqpon), 8.12-8.18 M (1H,poy ), 12.39 ymc. (1H, NH). Crextp SIMP °C,
8, M.1.: 8.96 (C5-CH,-CHs), 13.64 (O-CHy-CHys), 23.82 (C5-CHj), 29.88
(C5-CH,-CHs), 36.83 (C5), 39.73 (C6), 61.69 (O-CH,-CHj3), 125.51 (CH,.
pon)> 126.03 (CHagpow), 127.14 (CHapow), 127.56 (C10,), 129. 83 (CHapow),
131.36 (C6,), 136.17 (C4,), 146.18 (C2), 153.90 (C10y), 159.67 (C4), 161.33
((@)-O-CHQ-CHQ,). Haiineno, %: C 69.13; H 6.55; N 8.92. C13H20N203.
Brruucieno, %: C 69.21; H 6.45; N 8.97.

5,5-Ilumernin-4-okco-3,4,5,6-rerparuapodenso[h]xuna3oyimn-2-kap-
ooruapasun (17). Cmecs 2.98 2 (0.01 mons) 15 u 3 mn ruapasunruapara B
20 mn abc. 3TaHOJNIA KUISITAT C OOpPaTHBIM XOJOIMIBHUKOM B TeUeHHUE 6 u.
Peakmonnyro cmech oxnaxmaroT u gobasnstotr 40 mz Boapl. Ocagok OT-
(GUIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOM, 3aT€M BOJHBIM 3TaHosoM (1:2) u cy-
mrat Ha Bo3ayxe. Beixox 2.5 2 (87%), 1. . >250°C. Ry 0,32 (Tomyos-3Ta-
o, 7:1). UK-cnextp, v, em’™': 1580, 1600 (C=C apom); 1653 (C=0); 3150-
3330(NH, NHNHy). Criextp SIMP *H §, m.z1.: 1.36 ¢ (6H, C5-(CHs),), 2.76 ¢
(2H, C6Hy), 5.00-9.00 m.c. (3H, NH-NHy), 7.10-7.17 M (1Hgpou.), 7.23-7.35
M (2Hapon), 8.36-8.41 M (1Hapon), 9.60-10.60 mr.c. (1H, NH). Cnekrp SIMP
B¢, 8, m.a.: 25.26 (C5-(CHs)), 33.19 (C5), 43.93 (C6), 126.07 (CHapow),
126.21 (CHapow.), 127.03 (CHapow), 127.75 (C10,), 129.67 (CHapow.), 131.32
(C6,), 135.90 (C4,), 146.77 (C2), 152.20 (C10p), 157.18 (C4), 160.22
((C=0)-NH-NH,). Haiineno, %: C 63.28; H 5.71; N 19.78. C15H16N4O,. Boi-
yuciaeno, %. C 63.37; H5.67; N 19.71.

5-9Tuia-5-meTnn-4-okco-3,4,5,6-rerparuapodenso[h|xunazoauH-2-
kapooruapaszua (18). Ananoruuno u3 3.1 2 (0.01 mons) 16 u 2 mr runpa-
suHTHApaTa noiydaroT 2.2 e (73%) coequnenus 18, T. mi. >250°C. R; 0.77
(6ensom-stanon, 10:1). UK-crektp, v, cv™: 1577, 1602 (C=C apom); 1640
(C=0); 3364 (NH). Cniextp SIMP *H, 8, m.x1., Iz 0.80 T (3H, C5-CH,-CHs,
J=7.42), 1.34 ¢ (3H, C5-CH3), 1.53 nx (1H, C5-CH,-CH3 , J=7.42, 13.57),
2.05 mx (1H, C5-CHy-CH3 , J=7.42, 13.57), 2.62 n (1H, C6H,, J=15.79),
2.95x1 (1H, C6Hy, J=15.79), 5.00-9.00 mr.c. (3H, NH-NH,), 7.08-7.16 m (1H,.
pon)s 1.21-7.35 M (2Hgpou.), 8.34-8.42 M (1H,poy), 9.60-10.60 mr.c. (1H, NH).
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Cnextp SIMP BC, §, m.1.: 8.99 (C5-CH,-CH3), 23.88 (C5-CHs), 29.88 (C5-
CH,-CHj3), 36.73 (CS5), 39.83 (C6), 125.97 (CHgpom), 126.24 (CHgypou.)
126.97 (CHapow), 126.97 (C10,), 129.74 (CHgpon), 131.34 (C6,), 136.18
(C4,), 146.81 (C2), 153.07 (C10y), 157.17 (C4), 160.39 ((C=0)-NH-NHy).
Haiineno, %: C 64.33; H 6.16; N 18.70. CygH1sN4O,. Beruncneno, %: C:
64.41; H 6.08; N 18.78.

5,5-IumeTnin-5,6-quruapodoensoh]xunazonun-4(3H)-on (21). Cmech
2.98 2 (0.01 mons) 15, 1.7 2 (0.03 mons) KOH, 10 mz Boxsr 1 20 Mz 3TaHO A
KHILITAT ¢ OOPaTHBIM XOJIOJWJIBHUKOM B T€YCHHUE 5 u. PeakIIMOHHYIO CMECh
OCTaBJSIIOT Ha HOYb. Ha cienyromuii 1eHb peakMOHHYI CMECh IOJKHC-
10T 10% consiHo KucnoTol. BrimaBmmii ocaiok oTUIbTPOBBIBAIOT, TIPO-
MBIBAlOT BOJIOHM M MepekpucTauIn30BbIBatOT U3 80% 3taHona. Bexox 1.7 e
(75%) coequnenns 21, . r. >250°C. R¢0.48 (stunaunerar-uonax, 3:1). NK-
criextp, v, ev™: 1582 (C=C apom); 1635 (C=N); 1700 (C=0); 3089 (NH).
Crextp SIMP 'H, &, m.x.: 1.34 ¢ (6H, C5-(CHa),), 2.74 ¢ (2H, C6H,), 7.09-
7.19 M (1Hgpou), 7.20-7.31 M (2Hapon), 7.93 ¢ (1H, C2H), 8.01-8.08 M (1H,-
pow)> 12.13 ymrc. (1H, NH). Crexrp IMP °C, §, m.n.: 25.38 (C5-(CHa)y),
32.94 (C5), 44.06 (C6), 125.23 (CHapow), 125.93 (CHapon), 126.39 (C10,),
127.11 (CHapow.), 129.31 (CHgpou ), 131.91 (C6,), 135.95 (C4,), 146.51 (C2),
153.07 (C10y), 160.44 (C4). Haiimeno, %: C 74.39; H 6.29; N 12.30.
C14H14N20. Brruucneno, %: C 74.31; H 6.24; N 12.38.

5-9Tua-5-metna-5,6-nuruapoodenso[h|xunazomun-4(3H)-ou (22). Ana-
noruuno u3 6.24 2 (0.02 mons) 16, 2.24 2 (0.04 mons) KOH, 20 mz Boabl u
40 mn stanona nonydatoT 4.7 2 (97%) coemunenus 22, T. i >250°C. Ry
0.55 (Tomyon-rexcan-sranod, 7:3:1). UK-crextp, v, cm™’: 1583 (C=C apom);
1635 (C=0); 3100-3300 (NH): Cnextp SIMP *H , §, m.x., I'y: 0.79 T (3H,
C5-CH,-CHjs, J=7.45), 1.33 ¢ (3H, C5-CH3), 1.52 nx (1H, C5-CH,-CHs
J=7.45, 13.50), 2.02 nx (1H, C5-CH,-CHj3, J=7.45, 13.50), 2.59 1 (1H, C6H,,
J=15.72), 2.91n (1H, C6Hy, J=15.72), 7.06-7.16 M (1Hupon), 7.18-7.33 M
(2Hapow), 7.94 ¢ (1H, C2H), 8.02-8.07 M (1Hapow), 12.13 ymr.c. (1H, NH).
Cnextp SIMP °C, §, m.z1.: 9.04 (C5-CHy-CHs), 24.01 (C5-CHs), 30.00 (C5-
CH,-CHj3), 36.47 (C5), 39.98 (C6), 125.30 (CHapow.), 125.56 (C10,), 125.85
(CHapom), 127.06 (CHapowm), 129.38 (CHapou), 131.97 (C6,), 136.25 (C4y),
146.58 (C2), 153.95 (C10p), 160.64 (C4). Haiineno, %: C 74.91; H 6.79; N
11.58. C15H1sN,0. Beruncneno, %: C 74.97; H6.71; N 11.66.

Hccnedosanue svinoamneno npu gunarcosou noooepoicxke ' KH MOH PA
(epanm 18RF-083) u Poccuiickoco gponoa (hpyHOAMeHmManIbHbIX UCCAe008a-
Hutl (epanm 18-53-05019) 6 pamxax coemecmuvix HayuHbIX RPOSPAMM.
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SYNTHESIS AND BIOLOGICAL PROPERTIES
OF BENZO[h]QUINAZOLINE-2-CARBOXYLIC ACID DERIVATIVES

A. . MARKOSYAN? K. K. HAYRAPETYAN? S. H. GABRIELYAN?, S. S. MAMYAN?,
V. Z. SHIRINIAN?, F. H. ARSENYAN?, J. A. AVAKIMYAN! and R. E. MURADYAN?

! The Scientific Technological Centre
of Organic and Pharmaceutical Chemistry NAS RA
26, Azatutyan Ave., Yerevan, 0014, Armenia
E-mail: ashot@markosyan.am
2N.D. Zelinsky Institute of Organic Chemistry, RAS
47, Leninsky Prosp., Moscow, 119991, Russian Federation

Condensation of 1-amino-3,3-dialkyl-3,4-dihydronaphthalene-2-carbonitriles with
different carboxylic acid chlorides leads to the formation of the corresponding amides,
which in the presence of hydrogen chloride cyclize to 2-substituted 5,5-dialkyl-3,4,5,6-
tetrahydrobenzo[h]quinazolin-4(3H)-ones. A method for the synthesis of ethyl esters of
5,5-dialkyl-3,4,5,6-tetrahydrobenzo[h]quinazolin-4(3H)-one-2-carboxylic acids has been
developed. The obtained esters have been converted to 5,5-dialkyl-4-0x0-3,4,5,6-
tetrahydrobenzo[h]quinazoline-2-carbohydrazides by hydrazinolysis. It has been found
that 5,5-dialkyl-3,4,5,6-tetrahydrobenzo[h]quinazolin-4(3H)-one-2-carboxylic  acids,
unlike the corresponding esters and hydrazides, are unstable and undergo
decarboxylation to form 5,5-dialkyl-3,4,5,6-tetrahydrobenzo[h]quinazolin-4(3H)-ones.
The study of antitumor activity on the model of Sarcoma 180 showed that 5-ethyl-5-
methyl-5,6-dihydrobenzo[h]quinazolin-4(3H)-one at a dose of 140 mg/kg inhibited
tumor growth by 41%. The antibacterial properties of the synthesized compounds have
been studied based on the method of "diffusion in agar" at a bacterial load of 20 min
microbial bodies per 1 ml of medium. It is found out that the majority of the compounds
show weak or moderate activity in relation to gram-positive and gram-negative
microorganisms.
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