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BzaumopeiictBuem 1-amuno-3,3-AusTrin-2-nuaHo-3,4-gurugporHadranavHa ¢ XJI0paHTHAPULOM XIOPYKCYCHOM KHCIO-
THI TOJlydeH MOHO3aMeIeHHBIN aMu/, UMKIN3AIHUs KOTOPOTO JAeT 5,5-AusTHiI-2-XJI0pMeTuI-4-0kco-3,4,5,6-TeTparuzpo-
6Genso[h]xunasonus. KonpeHcauyeil nociesHero co BTIOpUYHBIMY aMUHAMY ¥ IIPONIAHOJIOM CHHTE3UPOBAHBI COOTBETCTBEH-
HO 2-aMHUHOMeTHJI3aMelleHHbIe- ¥ 2-IIPONOKCUMeTIUI3aMelEéHHbIN Gen3o[h]xuHasonunbl. CHHTE3UPOBaHBI TAKKe 2-MeTHII-
cynbpbaHUIIPON3BOgHbIE 5,5-nuaTNI-4-0KC0-3,4,5,6-TeTparnzpobensoh|xnHazonuHa, cozepiKalyie XHHA30JUHOBBIE K
Genso[h]xuHasonnHOBbIe 3aMecTHTeNnH. MEXMONEKYIAPHOM IUKIOKOHAEHCAMEeR 5,5-AUaTHiI-2-XI0pMeTHI-4-0KCOo-
3,4,5,6-rerparuzgpobensoh|xunasonnna cuHTesupoBaH 6uc-(5,5-austmi-4-okco-3,4,5,6-rerparugpobersolh|xunasonn-
Ho)[a,d]nunepasun. M3ydeHsI IPOTHBOOITyXOJI€Bble U aHTHMMOHOAMHHOKCHZA3HBIE CBOMCTBA CHHTE3UPOBAHHBIX COELUHE-

HUH.

Bub. ccoutok 13.

JlurepaTypHble JaHHbIE CBUAETEIBCTBYIOT O TOM, YTO OE€H30XMHA30IUHOBbBIE COeTUHEHUA
006J13aI0T IICUXOTPOIIHBIME U IIPOTHBOOIYXOJIeBbIMU cBoiictBamu [1-5]. Hamu yxe coobma-
JIOCh O CHHTe3€e ¥ GMOJIOTMYeCKUX CBOMCTBAX HEKOTOPBIX IPOM3BOAHEIX GeH3o[h|xuHazonnHOB,
COZep>KalllUX pa3IHYHbIe 3aMeCTUTENH B moJokeHuax 2 u 3 [6-12]. I[Ipencrapisiocs uHTEpeC-
HBIM CHHTe3UPOBAaTh IIPOHM3BOJHBIE OeH30[h]|XMHA30IMHOB, cofepXKaliye BO BTOPOM IIOJIOXKe-
HUM 3aMelleHHBle aMUHOMETHJIbHBIe TpPYIIE, JJIA M3y4YeHHd HX (apMaKOJOTHIeCKHX
cBoiicT. C 3TOM Ierpio B3auMogelcTBreM 1-aMuHO-3,3-ausTnin-2-nuano-3,4-guruaponadra-
snuHa (1) [13] ¢ xIopaHruapHUIOoM MOHOXJIOPYKCYCHOM KHUCIOTHI HOXy4eH 3,3-auaTui-1-xmopa-
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neTwIaMrHO-2-nraHo-3,4-gurugponadranus (2). CoeguneHne 2 B MPUCYTCTBUU XJIOPUCTOTO
BOZOPOZA OY€Hb JIETKO II0/IBEPTaeTCs IUKIU3AIUH ¢ 00pa3oBaHueM 5,5-auMeTHI-2-XI0pMEeTHI-
4-0xco-3,4,5,6-rerparuzapobenso| h|xunasonuHa [3]. BsanmogeiictBriem mociesHero co BTOpud-
HBIMU anr(aTUIeCKVMHU U IUKINIeCKUMHU aMUHAMY C XOPOIINMY BbIXOZAMY CHHTE3UPOBAHEI
2-3aMeleHHbIe aMuHOMeTHITeTparuApobensoh]xunasonuusr 4-9. VsydeHo Takxke B3amMO-
IelicTBYe XJIOPMETHIXHMHA30IMHA 3 C IPOIaHOIOM U HEKOTOPBHIMU 2-THOKCOXMHA30IUHAMU U
2-tuokcobenso[h|xunasonuHamMu. B pesypraTe mosyueHsI HOBBle IIPOH3BOAHBIEe Genso[h]xu-
HasonuHoB 10-14, cozmeprkaiiye pasgudIHbIe 3aMEeCTUTENN BO BTOPOM IOJOKeHuu. [Ipu B3au-
MOZeHCcTBAY coefuHeHHI 3 ¢ PeHOIOM B IPUCYTCTBUU €AKOTO KaIu BMecTO (eHuI0Boro 3du-
pa 6GeH30XMHA30IMHOBOTO PsAfa OBLT BeIe/IeH IPOAYKT AuMepusanuu 15.
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4. R=CH;, 5. R=GHs, 6. R=CH7, 7. R=C4Hy, 8. R=-(CH,)4-,
9. R=-(C|'bCH20)2-, 11. R1=CH3, 12. R1=C2H5, 13. R1=CH2CH=CH2

B omsITax in vitro usy4eHo BIuAHME COeAMHEHHUH 2-9 Ha aKTHBHOCTH MOHOAMUHOKCHA3EI
Mo3ra KphIC B KOHIIEHTPAlMK 5 MKMOJI5/MJI, B KadeCcTBe CyOCTpaTa MCIIONB30BaH CEPOTOHHUH.
YcTaHOBIEHO, UTO coeuHeHN 7 1 8 0071a/jatoT yMepeHHOM aHTUMOHAMUHOKCHIA3HOH aKTHB-
HOCTBIO (YTHeTeHUe Je3aMUHUPOBAaHUA CEPOTOHUHA COOTBETCTBeHHO Ha 55 u 49%, P<0,05).

Ha Mopenax mpuBuBaeMBIX OIyXOJeil MBIl — acCIUTHOM KapiuHoMe JDpiuxa (AKD) u
capkome 180, ncciez0BaHBI MX IIPOTHBOOIYXOJIEBbIe CBOMCTBA. BrIaBIEHO, YTO CoemHeHN 2-
4 u 8 ob6najaoT c1abbIM IPOTHUBOOIIYXOJIEBBIM AelcTBUeM (MHrHOMpOBaHUE POCTa OIyXOJei
Ha 30-51%, P< 0,05).
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BKCHepI/IMEHTaJIBHaSI 4aCTh

VK-coextpsr cHATH B BasennHOBoM Macie Ha mpubopax “UR-20” u “FT-IR NEXUS”.
Cnexrpsr AMP 'H sapeructpuposans Ha npubope “Mercury-300” 8 DMSO, macc-crieKTpsr —
Ha npubope "MX-1321A”(CCCP) ¢ ucnoas30BaHrEeM CHCTEMBI IIPAMOTO BBOZa 06pasiia B HOH-
ubri ucrounuk. TCX mposezena Ha maactuakax “Silufol UV-254” B cucreme xnopodopm-arie-
TOH, 4:1, IpoABIeHUe — MapamMu Hoza.

3,3IuyTna-1-xaopanerwiamuao-2-uuano-3, 4iuruaponapramun (2). Cmecs 56 r
(0.025 morg) 1-amuno-3,3-guaTnia-2-uaHo-3,4-guruaponadranusa (9), 100 a7 abconrorHOTO
6emsorna u 2.8 r (0.025 mo/zg) xIOpaHTUAPUAA XIOPYKCYCHOM KHUCIOTHI OCTABIAIOT IIPU KOM-
HATHOH TeMmepatype Ha 24 g, 3aTeMm kunarar 7 7. [locie ypaneHus pacTBOpuTeIsS Ha BOASHOMN
GaHe OCTaTOK IePeKpPUCTA/IIM30BBIBAIOT U3 cMecH aTaHoin-Boga (2:1). Ilomywator 5.7 r (75%)
amuga 2 c t.122-124°C. Rr 0.68. VK-cmextp, V, ev’s: 1600 C=Cypon); 1619 (C=C); 1686
(C=0); 2203 (=N); 3241 (NH).Cnextp SIMP 'H (JIMCO-s, 5, m.x., Iy): 0.95 [, 6H,
(CHCHg),, J=7.4]; 1.57, 1.63 [k, 4H, (CHCHj3),, J;=14.0,3,=7.4]; 2.85 ¢, 2H, 4-CH): 4.22
(c, 2H, CHCI) 7.14-7.34 f1, 4H, apom), 10.07 ¢ur.c, 1H, NH). Haiineno, %: C 67.40;H 6.42;
Cl11.90; N 9,38. GH;1,CIN,O. Beruaucneno, %:C 67.43; H 6.32; Cl 11.71; N 9.25.

5,5-AmyTua-2-xaopmerui-4-oxco-3,4,5,6Terparuapodenzo[h]xunazonnn  (3). 3.02 r
(0.01 arozg) amuza 2 B 50 a7 aGCOTIOTHOTO CIUPTa IpX IepeMenrBaHuy Harpesaior g0 70°C u
MIPOITyCKAIOT TOK CYXOTO XJIOPHCTOTO BOJOPOZa B TeueHwe 2 ¥. [locie oXIaXAeHUs 0CafioK OT-
GUABTPOBBIBAIOT, IIPOMBIBAIOT BOZOH U IepeKPUCTaIM30BEIBAIOT U3 aTaHoa. [lonyyator 2.6
(86 %) xunasonuua 3 c r.aur. 238-240°C. Rr 0.60. UK-cuextp, v, cm 1. 1585 C=Capon); 1620
(C=N); 1635 (C=Cc=0); 3280 (NH).Cuextp SIMP H (IMCO-0s, 5, m.1., Iy): 0.78 r, 6H,
(CH.CHy),, J=7.4]; 1.48, 2.15 [k, 4H, (CHCHj3),, J;=13.5,3,=7.4]; 2.82 ¢, 2H, 6-CH); 4.42
(c, 2H, CHCI). 7.10 (1, 1H, 7-CH); 7.22%, 1H, 8-CH); 7.26, 1H, 9-CH); 8.10 Ax, 1H, 10-
CH, J,=7.3, 3,=1.9); 12,42 yui.c, 1H, NH). Haiineno, %: C 67.48;H 6.45; Cl 11.79; N 9.08.
C17H1sCIN,O. Brruucneno, %: C 67.43; H 6.32; Cl 11.71; N 9.25.

2-AMuHOMeTHIICAMeleHHbIe 5,5 THI-4-0KC0-3,4,5,6TeTparuapodenszo[h]xunazomnn-
Hbl 4-9.Cumech 3.022 (0,01mony) xunazonuna 3, 50.m1 abcontotaoro stanosna u 0.08 mozg coor-
BETCTBYIOILIETO aMHHa cJlab0 HAarpeBaioOT B TeYeHUe S MuH W OCTABISIOT IIPU KOMHATHOHN TeMIie-
parype Ha 48 u. Cmech pazdasisror 1007 BOBI, BRINABIIHA O0CaI0OK OT(QUIBTPOBBIBAIOT U Tiepe-
KPHUCTATM30BBIBAIOT U3 3TAHOJA.

2-Tumernnamunomernin-5,5-1u3tnia-4-oxco-3,4,5,6rerparuapodenso[h] xunazomun (4).
Boixox 83%, 1.1w1.192-195C. R; 0.60. UK-crektp, V, cv™: 1585 C=Cypov); 1620 (C=N); 1636
(C=C-C=0); 3140 (NH).Cnextp SIMP ‘H (IMCO-ds, &, m.x., I'y): 0.78 [, 6H, (CHCHy)o,
J=7.4], 1.47, 2.15 [2«k, 4H, (CHCHa),, J;=13.5,3,=7.4,], 2.36 §, 6H, N(CH),], 2.81 ¢, 2H, 6-
CH,); 3.38 ¢, 2H, NCH); 7.10 m, 1H, 7-CH,J;=6.9,J3,=1.9 ); 7.20 4, 1H, 8-CH); 7.25x, 1H,
9-CH); 8.09 fu1, 1H, 10-CH,J;=7.3, J,=2.0); 11.48 yui.c, 1H, NH). Haiineno, %: C 73.21;H
8.12; N 13.55. GH»sN30. Berumcneno, %:C 73.27; H 8.09; N 13.49.

150



2-ImTunamuHoMeTu-5, 513 Tiii-4-okco-3,4,5,6rerparuapodenso[h] xunazoaun  (5).
Boixox 76%, 1.m1.132-134C. R; 0.62. UK-crektp, V, cv™: 1580 C=Cypov); 1642 (C=CE=0);
3140 (NH).Cuextp IMP H (JIMCO-ds, 8, m.1., I'y): 0.78 [r, 6H, (CHCHjy),, J=7.4], 1.09 f,
6H, N(CHCHs),, J=7.1], 1.47, 2.15 [2nk, 4H, (CHCHy),, J1=13.4, J,=7.4], 2.69 L, 4H,
N(CH,),, J=7.1], 2.81 ¢, 2H, 6-CH); 3.54 ¢, 2H, NCH,); 7.09 1, 1H, 7-CH); 7.20 %, 1H, 8-
CH); 7.24 {1, 1H, 9-CH); 8.06 £n, 1H, 10-CH,J,=7.3,J,=1.9); 11.06 yur.c, 1H, NH).Haiineno,
%: C 74.32;H 8.78; N 13.50. &H»oN3O. Beruncieno, %:C 74.30; H 8.61; N 13.28.

2-TunponuiaaMmunoMmerni-5,5au3tnn-4-oxco-3,4,5,6Terparuapodenso[h] xunazonun
(6). Beixox 68%,1.m1.113-115C. R; 0.68.MK-cuextp, Vv, cu’: 1600 C=Cypow); 1632 (C=CE=0),
3180 (NH).Cuexrtp SIMP H (AMCO-0s, 6, M.z, I'y): 0.77 [r, 6H, (CHCHjy),, J=7.4], 0.91 {,
6H, N(CH,CH,CHjy),, J=7.3], 1.51 ¢k, 4H, N(CHCH,CHa),, J=7.3], 1.47, 2.15 [2ak, 4H,
(CH,CHg),, J1=13.5,3,=7.4], 2.57 {1, 4H, N(CH,)J], 2.81 ¢, 2H, 6-CH); 3.55 ¢, 2H, NCH);
7.10 @n, 1H, 7-CH,J;=7.0,J,=1.7); 7.20 %1, 1H, 8-CH); 7.25%, 1H, 9-CH); 8.06 Az, 1H, 10-
CH, J;=7.4,3,=1.9); 11.05 gur.c, 1H, NH).Haiineno, %: C 75.22;H 9.15; N 11.28. &H33N30.
Brraucieno, %:C 75.16; H 9.05; N 11.43.

2-IubyTnnaMmuHoMeTua-5,5-1u3Ti-4-oxco-3,4,5,6rerparunpodenso[h]xunazonun (7).
Boixox 65%, 1.w1.118-120C. R¢ 0.66. UK-crextp, V, cv™: 1600 C=Cypov); 1620 (C=N); 1645
(C=C-C=0); 3400 (NH).Cnextp IMP 'H (IMCO-ds, 5, m.x., I%): 0.77 [, 6H, (CHCHy),,
J=7.4], 0.91 {, 6H, N(CH,CH,CH,CH3), J=7.2], 1.33 {1, 4H, N(CHCH,CH,CHs),], 1.45 |m,
4H, N(CH,CHy,),], 1.47, 2.15 [21k, 4H, (CHCH3),, J1=13.4,J,=7.4], 2.59, 4H, N(CH,)], 2.81
(c, 2H, 6-CH); 3.53 ¢, 2H, NCH,); 7.09 1, 1H, 7-CH); 7.19%, 1H, 8-CH); 7.254, 1H, 9-CH);
8.06 (x, 1H, 10-CH,J;=7.4,J,=1.9); 11.08 ymr.c, 1H, NH). Haiineno, %: C 75.82;H 9.32; N
10.68. GsH37N30. Beruucieno, %:C 75.90; H 9.43; N 10.62.

2-MTupponuauHomerwii-5,5au3Tmin-4-okco-3,4,5,6Terparuapodenso[h] xunazoaun  (8).
Beixon 75%, 1.m1.158-160C. Rf 0.65. UK-crextp, V, en’t 1585 C=Cypon); 1615 (C=N); 1641
(C=C-C=0); 3180 (NH).Cuextp IMP 'H (/IMCO-Gs, 8, m.x., I4): 0.78 [, 6H, (CHCHsy),,
J=7.4], 1.47, 2.15 [2k, 4H, (CHCHjy),, J;=13.5,3,=7.4], 1.83 {1, 4H, NCHCH,CHy,); 2.72 p,
2H, N(CH,),], 2.81 ¢, 2H, 6-CHy); 3.59 ¢, 2H, NCH,); 7.09 ¢, 1H, 7-CH); 7.204, 1H, 8-CH);
7.24 f1, 1H, 9-CH); 8.09 4x, 1H, 10-CH J;=7.2,J,=2.0); 11.50 Yur.c, 1H, NH).Haiineno, %: C
74.88;H 7.89; N 12.25. ¢H>gN30. Brrunciieno, %:C 74.74; H 8.06; N 12.45.

2-Mopdoannomernn-5,51udTna-4-okco-3,4,5,6rerparnapodenso[h] xunazonun (9).
Boixoa 78%, 1.m1.176-178°C. R; 0.68. MK-cuektp, Vv, cv'™: 1585 C=Cypon); 1614 (C=N); 1638
(C=C-C=0); 3180 (NH).Cuextp IMP 'H (IMCO-Gs, 8, m.x., I%): 0.78 [r, 6H, (CHCHsy),,
J=7.4], 1.47, 2.15 [2ik, 4H, (CHCHj3), J1=13.5,3,=7.4], 2.59 f, 4H, N(CH,),, J=4.7], 2.81(
2H, 6-CH); 3.43 ¢, 2H, NCH); 3.65 [r, 4H, O(CH),, J=4], 7.09 {1, 1H, 7-CH); 7.20x, 1H, 8-
CH); 7.25 {1, 1H, 9-CH); 8.07 £n, 1H, 10-CH,J3,=7.2,J,=1.9); 11.66 yur.c, 1H, NH).Haiineno,
%: C 71.30;H 7.52; N 11.72. &H»gN30O,. Beruucneno, %:C 71.33; H 7.70; N 11.89.
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5,5IuyTia-2-nponokcumeTui-4-okco-3,4,5,6rerparuapodenso[h]xunazonun (10). K 15
Mt abe. npomanona gobasiaaior 0.15 r(0,0065 mo.sz7) metannudeckoro Harpus. K monxydyenso-
My pacTBopy ankorossara npubasnsaor 1.5 r(0.005 aozg) xuHasonuHa 3 ¥ KUMATAT B TedeHUe
1 = ITocme oxnaxxgeHUs K peakIMOHHON cMecu pubasiaior 60 a7 BOABI, BBIIABIINN 0CaOK
OTGUIBTPOBBIBAIOT U NE€PEKPHCTAIM30BBIBAIOT U3 Ipomanoia. Ilomygator 1.1 r (67%) mpo-
nmokcuxuHasonuna 10 ¢ r.awr. 135-137°C. Re 0.50 (6enson-stamoi, 9:1). UK-crektp, V, em’t:
1585 C=C,pon); 1625 (C=N); 1638 (C=C=0); 3280 (NH).Cnextp SIMP H (IMCO-ds, 6, m.x1.,
I'y): 0.78 [r, 6H, (CHCHjz),, J=7.4]: 0.98 ¢, 3H, CHCH,CHs, J =7.4); 1.47, 2.15 [2ik, 4H,
(QZCH:;)Z, J1=135,J2=74], 1.66 ((T, 2H, CH)C_HgCHg, J=7.4, J2=66), 2.81 (, 2H, 6-C|‘£),
3.55 @, 2H, SCH, J=6.6); 4.33 ¢, 2H, OCH); 7.10 §, 1H, 7-CH); 7.17-7.28, 2H, 8-CH, 9-
CH); 8.08 fun, 1H, 10-CH,J;=7.3,J,=1.9); 11.72 yui.c, 1H, NH).Haiineno, %: C 73.68;H 8.15;
N 8.60. GgH»eN»Os,. Beruncieno, %:C 73.59; H 8.03; N 8.58.

2-(3-Metnia-4-okco-3,4-IUruAPOXHHA3OJIHH-2-HWICYNb(PaHuIMeTH)-5, 51mTHII-4-0K CO-
3,4,5,6Terparuapodenszo[h]xunazonnn (11). Cmecy 0.96 r (0.005 moszg) 3-merwn-4-okco-2-
tuokcoxuHasonuua, 1.5 r (0.005 mozg) 5,5-gustun-2-xmopmerun-4-oxco-3,4,5,6-rerparumpo-
6enso[h]xuuasonuna (3), 0.3 r (0.0053 moszg) egkoro xanu, u 25 ar aGC. 9TaHONA KUIATAT C
0OpaTHBIM XOJIOAMIBHUKOM B TeueHue 8 v. Oxyaxzaior, mpubasiaior 10 a7 XononHo# BOIBEL.
BemmaBuinii ocafok GUIBTPYIOT, IPOMBIBAIOT BOZOH U IepeKpUCTAaUIM30BBIBAIOT M3 STAHOJA.
[Monygaror 1.43 r (62 %) Gensoxunazonuua 11 ¢ Tt 253-255°C. R; 0,80 knopodopm-aneroH,
4:1). IK-criextp, V, cm™: 1600 C=Cypoy); 1634 (C=N); 1680¢=0). Criexrp SIMP *H (JIMCO-d,
8, m.a., I'y): 0.76 r, 6H, (CHCHa),, J =7.4]; 1.45, 2.14 [2ik, 4H, (CHCHy),, J:=13.4,3,=7.4];
2.79 ¢, 2H, 6-CH); 3.62 ¢, 3H, NCH); 4.47 ¢, 2H, SCH); 7.08 (x, 1H, 7-CH,J,=7,0,J,=1,8);
7.19 (n, 1H, 8-CH,J;=7.3, J,=1.8);7.24 tn, 1H, 9-CH,J,=7.3, J,=1.7); 7,37 fiux, 1H, 6'-CH,
J;=7.9, J,=7.0, J;=1.3); 7.58 fn, 1H, 8'-CH, J;=8.3, J,=1.2); 7.70 fux, 1H, 7’-CH, J;=8.3,
J,=7.0,J;=1.7); 8.08 fun, 1H, 10-CH J;=7.3,J,=1.9); 8.09 fin, 1H, 5’-CH,J;=7.9,J,=1.7 ); 12.32
(ymr.c, 1H, NH).Haiineno, %: C 68.28;H 5.58; N 8.69; S 7.09. £H,6N4O,S. Beruncneno, %: C
68.10; H5.71; N 8.58; S 6.99.

2-(3-Orun-4-okco-3,4- FUTHPOXMHA30INH- 2 - WICY Tb(paHMIMETHT)-5,5-auaTII-4-0KCo-
3,4,5,6-rerparugpobenso[h]xunazonun (12). Anamoruuso us 1.0 r (0.005 morg) 3-3T1n-4-0K-
co-2-tuokcoxunasonutna, 1.5 r (0,005 mozg) 5,5-gustnn-2-xmopmerui-4-oxco-3,4,5,6-rerpa-
ruzapobGenso|h]xunasonuna (3) u 0.3 r (0,0053 mo.z9) egxoro xamu monyvator 1.55 r (66 %)
6ensoxuHazonuHa 12 ¢ 1.1m1. 232-234°C. Re0.75 (x1opodopm-areros, 9:1). UK-cmextp, V, em’t:
1605 C=Cypon); 1635 (C=N); 1683(=0); 3270 (NH).Cnexrp SIMP '"H (IMCO-ds, 8, M., Ty):
0.76 [r, 6H, (CHCHy),, J=7.4]; 1,41 ¢, 3H, NCHCHjs, J=7.1); 1.45, 2.14 [3k, 4H, (CHCHj3)2,
J;=13.5,3,=7.4]; 2.79 ¢, 2H, 6-CH); 4.20 &, 2H, NCH, J=7.1); 4.45¢, 2H, SCH); 7.07 (ux,
1H, 7-CH, J,=7.0, J,=1.8); 7.18 {u, 1H, 8-CH, J;=7.5, J,=1.8); 7.23 {u, 1H, 9-CH, J;=7.3,
J,=1.7); 7.36 finx, 1H, 6’-CH,J;=8.0,J,=7.0,J5=1.3); 7.56 fx, 1H, 8-CH,J;=8.2,J,=1.2); 7.69
(nmn, 1H, 7’-CH, J,;=8.2,J,=7.0,J:=1.7); 8.07 fu, 1H, 10-CH,J;=7.4,J,=1.8); 8.08 fu1, 1H, 5'-
CH, 3;=8.0, J,=1.7); 12.35ymr.c, 1H, NH). Haiineno, %: C 68.48;H 5.85; N 11.70; S 6.89.
Cy7H2eN4O,S. Brruncaeno, %: C 68.62; H 5.97; N 11.86; S 6,78.
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2-(3-Annnn-4-okco-3,4- FUTHIPOXMHA30MNH-2- WICY Tb(paHIIMETHI)-5,5 - AUaTHII-4-0KCO-
3,4,5,6-rerparugpobenso[h]xunazonun (13). Aunamoruuro u3 1.09 r (0.005 sozg) 3-anmun-4-
okco-2-trokcoxunasonuua, 1.5 r (0.005 moxq) 5,5-gustun-2-xmopmerni-4-oxco-3,4,5,6-ret-
paruzapobGenso(h(xuuasonuna (3) u 0.3 r(0.0053 mo.z49) eaxoro xanu nonyvawor 1.62 r (67 %)
Gensoxunasonuna 13. T.mr. 231-232°C. R; 0.65 knopodopm-aueron, 8:2). UK crektp, V, em™
1605 C=Cypon); 1631 (C=N); 1695(=0); 3260 (NH).Cnexrp SIMP 'H (IMCO-ds, 8, M., Ty):
0.76 [r, 6H, (CHCHy),, J=7.4]; 1.45, 2.14 [Zik, 4H, (CHCHa),, J,=13.5,3,=7.4]; 2.78 ¢, 2H, 6-
CHy); 4.45 ¢, 2H, SCH); 4.77 fur, 2H, NCH,, J;=5.6, J,=1.5); 5.26 fk, 1H, = CH, J;=10.3,
J,=1.5); 5.30 fx, 1H, = CH, J,;=17.2,3,=1.5); 5.96 far, 1H, =CH,J;=17.2,J,=10.3, J5=5.6);
7,07 @n, 1H, 7-CH,J,=7.1, J,=1.5); 7.17 tun, 1H, 8-CH,J,=7.4, J,=1.7), 7.23 {n, 1H, 9-CH,
J1=7.3, 3,=1.7), 7.37 fun, 1H, 6'-CH, J,;=8.2 , J,=7.4, J;=1.3); 7,57 fu, 1H, 8'-CH, J;=8.2,
J,=1.0); 7,70 fnx, 1H, 7-CH,J;=8.2,3,=7.1, 3=1.6); 8.05 fin, 1H, 10-CHJ;=7.5,J,=1.8); 8.09
(nm, 1H, 5-CH, 3,=7.9,J,=1.6); 12.34 yui.c, 1H, NH).Haiineno, %: C 68.27;H 5.65; N 11.42; S
6.46. GgH>gN4O,S. Beruuciaeno, %: C 69.40; H 5.82; N 11.56; S 6.62.

2-{4-Oxco-3,4,5,6-rerparuzpocnupo(6erso(h(xuHasonun-5,1 ' -uKIOreKCaH)-2-MICy Ib-
danmnmernn}-5,5-gusTn-4-okco-3,4,5,6-rerparugpobensohJxunazonun (14). AnamorumuHo
u3 1.5 r (0.005 mozg) 4-oxco-2-troxco-1,2,3,4,5,6-rexcarugpocnupo(6ensolh]xunazonvua -
5,1 "-mukiorekcana), 1,5 r (0,005 mozg) 5,5-gustun-2-xmopmerni-4-okco-3,4,5,6-rerparupo-
6en3olh]xunasonuna (3) u 0.3 r(0.0053 mozg) epxoro xanu monydaior 1.9 r(67%) Gernzoxuna-
sommHa 14 ¢ T 274-276C. R 0.55 nopodopm-aneron, 4:1). UK-cuektp, v, cn™: 1585
(C=Cypon);1634 (C=C€=0); 3280 (NH).Cnextp SIMP ' (IMCO-C, 6, m.a., [y): 0.75T [r, 6H,
(CHLCHy),, J=7.4]; 1.31 {1, 3H, uuknorekcan); 1.46, 2.13 [2ak, 4H, (CHCHz),, J;=13.5,
J,=7.4]; 1.55 {1, 4H, uuknorekcan): 1.71 1, 1H, nukiorekcan); 2.55 §1, 2H, nuxinorekcan); 2.79,
2,96¢ (06a ¢, mo 2H, 6-CH, 6'- CHy); 4.93 ¢, 2H, SCH); 7.07-7.29 §, 6H, apom); 8.12 (ux,
1H, 10-CH,J;=7.6,J,=1.6); 8.17 fur, 1H, 10’-CH,J;=7.7,3,=1.6); 12.30 Ymu1.c, 1H, NH); 12.45
(ymr.c, 1H, NH).Hatigeno, %: C 72.50; H 6.62; N 10.06; S 5.84. C34H36N4O2S. Beraucieno, %: C
72.31; H 6.43; N 9.92; S 5.68.

Buc-(5,5-ausrnn-4-okco-3,4,5,6-rerparugpobenso(h(xunasonuto)|a,djnunepasun  (15).
Cwmecs 1.5 r(0.005 morg) 5,5-gustin-2-xmopmernin-4-okco-3,4,5,6-rerparugpobensol h | xuna-
sosnmHa (3), 0.56 r(0.006 momg) benona, 0.3 r(0.0053 mo.srq) egxoro xKamu v 25 murabc. sTaHOIA
KHUILATAT ¢ 06paTHBIM X0moguasHUKOM B TedeHue 10 7. OxnaxparoT, mpubasiaior 20 427 BOZHI.
BrimaBunii 0cafox OT¢IIBTPOBBIBAIOT U IT€PEKPHCTA/UIN30BIBAIOT U3 aTaHoa. [loxyywator 1.1
r (41 %) nmunepasuna 15 c T.w1. 260-262C. R;0.83 knopodpopm-aneron. 4:1). UK-crektp, V, cm’
1: 1605 C=Cypon); 1630 (C=N); 1654 (C=C=0). Criextp SIMP "H (JIMCO-G, 8, m.1., [y): 0.80
[T, 12H, (CHCHy),, J=7.4]; 1.52, 2,18 [Zik, 4H, (CHCHj3),, J;=13.5,3,=7.4]; 2.86 ¢, 4H, 6'-
CHy 6-CH,); 5.23 ¢, 4H, NCH,); 7.14 fun, 2H, 7-CH, 7'-CH,J;=7.0,J,=1.8); 7.23-7.32\, 4H,
8-CH, 8-CH, 9-CH, 9'-CH); 8.17 f{n, 2H, 10-CH, 10-CH,J;=7.5, J,=1.8). Haiineno, %: C
736.78;H 6.98; N 10.37. 4H3¢N4O,. Beruncieno, %:C 76.66; H 6.81; N 10.52.
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5,5-YpEEPL-2-RLNNUEEPL-4-0LUN-3,4,5,6-SESUZP I NAELN[h] PLULNTLPLP
UbuLEERL Y ONNUMrUNRULENC: USUSYUO UPUSNRESNPULLENP NMT
YELUURULUYUL 2USUNPESNRLLENT

U. b. UUL4YNUBUL, U. 2. 1NNNUBUYL, d. z. ULUBL3UL L (k. U. UNPLRUUSUL

1-Udhtuin-3,3-nhkphi-2-ghwt-3,4-nhhhppnuwypwhip thnjuwqpbgnipyut dbe nuk-
I pinppugujuwpepyh pinputhhpphgh htn wnwuglty © hudwgunwuput wdhnp,
nph ghljinudp phipky £ 5,5-nhkphi-2-pinpdtph)-4-opun-3,4,5,6-ntinpuhhnpnptqnlh]up-
twgnihth  wnwowgdwup: dhpghtiu  Ynunktubind btpypnppuyhtt wdphtubph b
wnpnuwunh htwn Jbhpugdl; b 2-wdhundbphpnbnujuws- b 2-wypnwopuhub-
phintnuiuus phugn[h]juhtiwmgnipuubph: Uhuptqdt; Eu twlb 5,5-nhkph)-4-opun-

3,4,5,6-ntinpuhhnpnpkuqn{h]juhtimuqnihuth 2-Ubphjunyduthjintnuljudus
wéwbgyuiubpp, npntp ywwpnibwlnud i juhttwgnihttught b pktgqn(h]juhtiwgnihtiughte
nbknulwihsubp: 5,5-Yhkphi-2-pinputphi-4-opun-3,4,5,6-

wnbnpwhhnypnpbuqn[h]juhtmgqnihth Jhounjtynjuyhtt ghlnnuntudwt wpyniapnid
unwugybky k phu-(5,5-nhkphi-4-opun-3,4,5,6-ntnnpuhhnpnpuqn[h]juhiwqni h-
un)[a,d]Jyhwytpwght: Nunidtwuhpdws E uvnwugduws Jhugmpniiubph hwljwninmg-
puyhlt b hwjuwununudhtiopuhnuquyhtt wjnhynipniup:
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SYNTHESIS AND TRANSFORMATIONS OF 2-CHLOROMETHYL-5,5 -DIETHYL-4-
0X0-3,4,5,6-TETRAHYDROBENZO[H]QUINAZOLINES.
SOME BIOLOGICAL PROPERTIES OF THE SYNTHESIZED COMPO UNDS

A.l. MARKOSYAN, S. H. POGHOSYAN, F. H. ARSENYAN and R. S. SUKASYAN

The Scientific Technological Centre of Organic and
Pharmaceutical Chemistry
NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26 Azatutyan str., Yerevan, 0014, Armenia
E — mail: markosyan@netsys.am

By interaction of 1-amino-3,3-diethyl-2-cyano-3,dvgtronaphthalene with chloroacetic acid
chloride proper amide was obtainegiclization of which resulted in 2-chloromethyl-5,ethyl-
4-0x0-3,4,5,6-tetrahydrobenzo[h]quinazoline. Theresponding 2-aminomethyl substituted and
2-propoxymethyl substituted benzo[h]quinazolinesengynthesized by condensation of the latter
with secondary amines and propanol. 2-Methylsulfapstituted derivatives of 5,5-diethyl-4-
0x0-3,4,5,6-tetrahydrobenzo[h] quinazolines wes® aynthesized, which contained quinazoline
and benzo[h] quinazoline substituents. As a restilintramolecular cyclocondensation of 2-
chloromethyl-5,5-diethyl-4-ox0-3,4,5,6-tetrahydrake[h] quinazoline bis-(5,5-diethyl-4-oxo-
3,4,5,6-tetrahydrobenzolh]quinazolino)[a,d]pipengziwas obtained. Antimonoaminoxidaze and
antineoplastic properties of the synthesized comg@suare studied.
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