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W3ydensr B3auMoneHcTBHA 3-amii- ©W - 3-METaUII-5,5-TUMeTHII-2-THOKCO-
2,3,5,6-terparuapobenso[h]xunazonun-4(1H)-0HoB ¢ a30TcoAepKAIUMU COSTUHEHUSI-
MHU. BBISBJIEHO, YTO peaKIIMK yKa3aHHbIX THOKCOOEH30XMHA30JIUHOB ¢ N30BITKOM THIpa-
3WH THApaTa MPOTEKAIOT HOPMAIBHO - C 00pa3oBaHUEM 2-THIpasHHMII-5,5-1uMeTwiI-3-
arumi(2-metrnaminn)-5,6-guruapobensol hxunazonuu-4(3H)-oHoB. AHanoruvHsie pe-
aKIMU ¢ 2-3TAHOJAMUHOM U 3-MPOMAaHOJIaAMHHOM TPOTEKAIN aHOMAIBHO - ¢ 00pa3oBa-
HueM 2-(2-ruapoKCcUITUIN)aMuHO-5,5-uMeTri-5,6-nuruapodenso| h]xunazonuu-4(3H)-
oHa wu 2-(3-ruapokcunpomnmt)aMuno-5,5-mumetri-5,6-nuruapobensol h|xuHazonuH-
4(3H)-ona cooTBeTcTBEHHO. B3anmopeiicTBUe yKka3aHHBIX THOKCOOCH30XHHA30JIMHOB C
OCH3UIIAMUHOM, UTPAIOIIUM POJIb KATAIU3aTOpa, MPHUBOIUIO K BHYTPUMOJIEKYISPHON
UKIM3AAN UCXOIHBIX THOKCOCOEAUHUI ¢ oOpasoBanueM 6,6,10-rpumerwin-9,10-auru-
npo-5H-6en3o[h]trazono[2,3-b]xunazonun-7(6H)-ona u 6,6,10,10-rerpamernin-9,10-
nuruapo-5H-6enso[h]ruaszono[2,3-b]xunazonun-7(6H)-oHa cOOTBETCTBEHHO.

bub. ceeutok 22, cxeM. 3.

Knrouesnvie cnosa: 3aKOHOMEPHOCTH, aHOMAJIbHOC, TUAPO3UHOIIPOU3BO-
AHBIC, HUKIU3alrd, paClICINICHUC, aMUHOAJIKAHOJIbI.

HI/ITepaTypHBIe JaHHBIC TMOKAa3bIBAKOT, YTO IIPOU3BOAHBIC 6eH30[h]XI/IHa-
30JIMHAa HNPOSABIIAAIOT IPOTUBOOITYXOJICBYIO, aHTI/I6aKTepI/IaJ'IBHy}O, IIpOTUBO-
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rpUOKOBYIO, TIPOTHBOBUPYCHYIO, TICUXOTPOITHYIO U JPYTHE MOJIC3HbIE CBOM-
ctBa. [1-9]. Panee mpoBenéHHbIC HAMU WCCIICIOBAaHUS B 00JIACTH 2-THOKCO
5,5-mu3aMeniéHHbIX Oen3o[h|xuHa30MuMHOB M 2-THOKCOOEH30[h]XHHAa301IH-
HOB CITUPOIUKIINYECKOTO CTPOCHHS TTOKA3aIIH, YTO YKa3aHHbBIC COCIUHEHHUS,
COJIEpIKAIIFe B TPETHEM TOJIOKCHUH PA3INYHBIC 3aMECTUTEIH (KPOME aJLIH-
Jla ¥ MeTaJTIa) PU B3aMMOJCHCTBHH C THIPA3HHOM W aMHHOCOCTUHCHHU-
SIMH 00pa3yrOT COOTBETCTBYIOIIUE 2-THAPA3UHO- U 2- aMHUHO3aMEIIEHHbIC
npousBoHbie Oen3o[h]xunazomuuos [10-19].

B npezcraBnenHoi paboTe MPUBOIATCS JaHHBIE O HEKOTOPBIX MPEBpa-
HICHUAX 3-aJUTWI- U 3-MeTauTwi-5,5-muMernn-2-tnokco-2,3,5,6-retparum-
po6enso[h]xunazonun-4(1H)-0HOB B3auMoaeiicTBHEM C a30TCOAEPKAIIUMU
coenuHeHusIMH. Peakim 3-ammmi-5,5-mumeTin-2-tuokco-2,3,5,6-terparu-
po6enso[h]xunazonmuu-4(1H)-ona (1) u 3-(2-meTwnammun)-5,5-1umernn-2-
THOKCO-2,3,5,6-TeTparuapodenso[h]xunazonun-4(1H)-ona (2) B u30bITKE
THIpa3iHa 3aBEPIIATKCh B TCUCHHE 4 4acOB ¢ 00pa3oBaHHEeM 2-THAPa3HHHUII-
5,5-mumerni-3-(2-metunamimi )-5,6-quruapooenso[ h|xunazomun-4(3H)-
ona (12) ¢ Beixomamu 77% u 88% cooTBeTcTBEHHO (cxema 1).

Cxema 1

H
H O N, _SH O N._N.
O N_S g NHoNH; S UNH,
o = :
" L I8
(6] k OR OR

1,2 34

R=H (1,3), CH;(3,4)

TuokcoOeH30X1MHA30IMHBI 1,2 OBUTH MMOCTABJICHBI 110 B3aUMOICHCTBUE C
2-3TaHONIAMMHOM H 3-TIPOMIAHOJIAMHUHOM TMPU TEMIIEpaType KHUIECHUS IMO-
CIICIHMX, OJJHAKO BMECTO OXKHIAEMBIX 2-(2-THAPOKCHITHI)aMHHO- u 2-(2-
THIPOKCHUITPOTTHILT)aMUHOCOEIMHEHUH 5,6 ObUIM TOTy4eHBl MPOIAYKTHI OT-
HICTUICHHS AJUTMIBHON M METAILTHIBHOM TPYIII - 2-(2-THAPOKCHUITUIT)aAMUHO-
5,5-mumerni-5,6-auruapodenso[h]xunazonun-4(3H)-ou (7) u 2-(3-rumpo-
KCHITPOIIHJI)aMHHO-5,5- nuMetrin-5,6- quruapobensol h | xunazonun-4(3H)-on
(8). Coenunenue 7 HamMu paHee OBUIO TOJYYEHO KOHJACHcalmen 5,5-mume-
TUI-2-THoKCc0-2,3,5,6-Tetparuapobdenso[ h]xunazonuu-4(1H)-ona ¢ 2-3taHo-
namuroM [20]. C uenbio cuHTe3a 2-0eH3MIaMUHO-3-a T (2-Me THITAILITHI ) -
5,5-mumeTni-5,6-muruapoodenso[ h]xunazonun-4(3H)-onos 9,10 coenune-
Hus 1,2 BBeNM B peakuuio ¢ M30bITKOM OCH3MJIaMHMHA MIPHU TEMIIEpaType Ku-
NEHHUs TOCJIETHET0, OJTHAKO BMECTO OXKUIAEMBIX 2-OCH3MIAMHHOCOEIMHE-
Huit 9,10 ObUTM TOMyYeHBI MPOAYKTHl BHYTPHUMOJICKYJISIPHON IHKJIN3AIUH
HCXOIHBIX THOKCOOCH30XMHA30JIMHOB - 6,6,10-Tpumernin-9,10-murumnpo-SH-
oen3o[h]ruazomno|2,3-b]xunazonun-7(6H)-on (11) u 6,6,10,10-teTpameTn-
9,10-auruapo-5H-6en3o[h]ruazono[2,3-b]xunazonun-7(6H)-on (12). Iloc-
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KOJIbKY B KOHEYHBIX mpoaykTax 11,12 OGeHswsibHas Tpymma OTCYTCTBYET,
MOJKHO TPEATIOIOKHTb, YTO B TIOCICIHUX CIydasX OCH3WIAMUH UTPAET POJIh
karanu3aTopa (cxema 2). Mcxoas u3 BBIIIEH3IIOKEHHOTO CIIEIyeT, 4To Gop-
MaJbHO MPOMCXOAUT BHYTPUMOJEKYISIPHOE MPUCOEIUHEHUE TUOKCU-TPYII-
bl K JBOMHOM CBSI3M MOA00HO MpaBmily MapkOBHHUKOBA (BOJOPOA MpUCOE-
JTUHSIETCS K HanOoJiee THAPOTeHU3NPOBAHHOMY aTOMYy YTiIepo/ia)

CxeMma 2
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[lepBoii oOmiel cragueil Bcex IpeBpalleHHUM, OYEBUAHO, SBISETCS
npucoeanHeHne aMuHa 10 cBsi3 C=N THOJIEHOTO Tayromepa COoeauHe-
Huit 1,2. JlanpHeimas cyap6a anaykra onpeaensercs Npupoaon 3aMec-
TUTENS y atroma azorta. Jliis rujapa3uHa 3T0 3aMellleHne THOJIbHOU TpyI-
TIBL, JUTS aJ/TyKTa ¢ OCH3MIIAMHHOM C Han0oJee OCHOBHBIM aTOMOM a30Ta
N1 3T0 BHYTpHMOJEKYJSIpHAS MUKJIA3AIMS C TOCICAYIONINM OTIIeIlIe-
HUEeM OCH3MIIaMHMHA, BBICTYMAIOIIETO KaK KaTaiau3aTop, a A7 aaJayKTOB C
aJIKaHOJIAMHHAMH, B KOTOPBIX BO3MOXKEH MEPEHOC IPOTOHA OT TUAPOKCH-
na Ha atoM azoTta N1, peamusyercss mepecTpoiika ¢ MOCIEAYIOIMUM pas3-
peiBoM cBsizeii C—S m C—N1 u ormemienneM THOM300yTHpAIbICTH 1A
WM MPOJYKTOB €ro pacmaja, U, mociae TayTOMepH3alui, 00pa3oBaHueM
npoaykros 7,8 (cxema 3).
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Takum 00pazoMm, M3y4eHO B3auMMOJEHCTBHE 3-ajuTnia(MeTasuiui)-0eH-
30[N]XUHA30IMHOB C THAPA3HH MMIPATOM, 2-3TAHOJAMHHOM M 3-ITPOIMaHoJIa-
MUHOM. B mepBoM ciyyae MpoucXOAuT oOpa3oBaHUE 2-TUAPA3HHOIPOU3-
BOJIHOTO C COXpPaHEHUEM AJUTMJIBHOM MM METWIAJUTMIIBHOW TPYIIHPOBKH, B
TO BpeMs, KaK peakius ¢ aMHHOAJKaHOJIaMH MPOUCXOAUT aHOMAJbHO, C
pacierieHueM YKa3aHHbIX Tpymi. Peakius THOKCOXWHA30JIMHOB ¢ O€H3H-
JJAMHHOM TaK)Ke MPOTEKaeT aHOMAJbHO - BMECTO 00pa3oBaHMs 2-OeH3MIIb-
HOTO MPOU3BOTHOTO MPOUCXOIUT UKIM3ALIMS COTJIACHO NpaBmity MapKOBHU-
koBa. Cpenu CHHTE3MPOBAHHBIX COCAMHEHUH BBISABICHBI OT/AENIBHBIC MPOH3-
BOJIHBIC C BBIPQKCHHBIM aHTUOAKTEPHAJBHBIM JCHCTBUEM, OJM3KHM K aK-
TUBHOCTH TpenapaTa cpaBHeHUsI — (ypa3onuaoHy, YTO yKa3bIBaeT Ha Iielie-
CO00pa3HOCTh MPOJIOJKCHUS TTOMCKa B TaHHOM psiay [21,22].

3KCHepHMeHTaJILHaH HacTb

UK cnextpsl caAThl Ha cnekTpodoromeTpe «FT-IR NEXUS» B Bazenu-
HoBoM Macie, criektpsl AMP 1H (300 My, DMSO-d6/CCl4 1/3) u 13C (75
MTIy, DMSO-d6/CCl4 1/3) 3apeructpupoBaHbl Ha mnpuoope «Varian
Mercury-300», Bayrpennue cranaaptsl — TMC umun 'MJIC. TCX nposeze-
Ha Ha riacTuHKax «SilufolR», nposiButens — nmapsl oxa.

3-ANTWI-2-THAPA3ZMHII-5, 5-1uMeTHII-5,6-1uruapooenso[h]xuHaso-
muH-4(3H)-on (3). Cmech 4.48 2 (15 mmonv) THOKCOOEH30XHMHA30IMHA 1
[21] u 15 2 (30 mmonp) THAPA3HH THApPATA KHUIATHIA ¢ OOpaTHBIM XOJIO-
TIbHUKOM B TeueHue 4 u. K peaknuonHoi cmecu nobasisum 30 wa nens-
HOUW BOJBI, BBIMABUIMNA OCaI0OK OT(GUIBTPOBHIBAIIN, IPOMBIBAIIA BOJIOH U Tie-
pekpucraum3oBbiBaiy u3 70% stanona. Beixon 3.4 2 (77%), T. . 166-168
°C, Rt 0.64 (xnopodopm-meranon, 1:10). UK-crektp, v, enmt: 1604 (cC=cC
apom.), 1640 (C = 0), 3100-3320 (NH, NHy). Criextp SIMP *H: 1.30 ¢ (6H,
5-Me,), 2.71 ¢, (2H, 6-CHy;), 4.25 w1, (2H, NHy), 4.56 ar, (2H, J=5.4, 1.5,
=CHy), 5.13 nar, (1H, J=10.2, 1.6, 1.5, =CHy), 5.21 nmar, (1H, J=17.2, 1.6,
1.5, =CH,), 5.82 aur, (1H, J=17.2, 10.2, 5.4, =CH), 7.08-7.13 m, (1H,
apom.), 7.19-7.23 m, (2H, apom.), 7.95 m, (1H, NH), 8.11-8.18 ™, (1H,
apom.). Crextp SIMP 3C: 26.1 (5-Me,), 32.7 (5-C), 40.9 (6-CH,), 44.8
(NCHp), 114.3, 116.4 (=CH,), 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. C;;H,0N,4O. Beruucneno, %: C 68.89; H 6.80; N
18.90.

2-T'mapasuHui-5,5-1umMeTnii-3-(2-MeTuiaanimi)-5,6-TuruApooenso-
[h]xunazoaun-4(3H)-on (4). Ananoruuno u3 9.4 2 (30 mmons) 5,5-nume-
tui-3-(2-metunammn)-2-Tuokco-2,3,5,6-rerparuapodenso h|xunazonun-
4(1H)-ona (2) [22] u 50 mn ruapasus ruapaTa noayqunau 8.2 2 (88%) coenu-
Henus 2, T. mn. 214-216 °C, R; 0.51 (meranon-6enson, 1:1). UK cnextp, v,
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em: 1604 (C = C, apom.), 1631 (C = N), 1663 (C = 0), 3150-3330 (NH,
NH,). Criextp SIMP *H, §, m.1.: 1.30 ¢, (6H, 5-Me,), 1.76-1.78 m (3H, CHj),
2.72 ¢ (2H, 6-CHy), 4.21 m.c (2H, NH,), 4.47-4.51 m (1H, =CH,), 4.76-4.79
M (1H, =CH,), 7.08-7.13 M (1H, apom.), 7.20-7.29 m (2H, apom.), 7.8 11.c
(1H, NH), 8.11-8.17 M (1H, apom.). Crrextp SIMP 3C, &, m.1.: 19.8 (CHy),
26.1 (5-Mey), 32.7 (5-C), 43.7 (NCH,), 44.7 (6-CHy), 109.3 (=CHy), 114.3,
125.0 (CH), 125.6 (CH), 127.0 (CH), 129.0 (CH), 132.6, 136.5, 138.8,
151.6, 153.9, 160.3 (CO). Haiimeno, %: C 69.79; H 7.02; N 18.21.
C18H2»N4O. Brrunciteno, %: C 69.65; H 7.14; N 18.05.

2-(2-T'uapoxcusaTiin)aMuHo-5,5-1umeTnin-5,6-muruapodenso[h]xuna-
301uH-4(3H)-oH (7).

Cnocoo a. Cmecnw 4.48 2 (15 mmonv) THOKCOOEH30XMHA30aMHA 1 1 20.4 2
(30 Mmonb) aMUHOATAHOIA KUTSITWIN C OOPATHBIM XOJOAMIBHUKOM B TE€Ye-
Hue 20 vy, oxmaxaanu, nooasmsuia 100 sz Boapl. Beimasmime KpucTamibl OT-
(GUIBTPOBBIBAIM U NepeKpUCTaIIN30BbIBaIN U3 60% 3Tanona. Beixox 2.0 2
(47%), 1. mn. 170-172 °C, R 0.68 (xnopodopm-meranon, 6:1). UK-ciextp,
v, em-: 1604 (C = C apom.), 1640 (C = 0), 3100-3400 (NH, OH). Criextp
SIMP 'H: 1.28 ¢, (6H, 5-Me,), 2.66 ¢, (2H, 6-CH,), 3.49 xt, (2H, J=5.3, 5.0,
NHCH,CH,0H), 3.62 T, (2H, J=5.0, NHCH,CH,OH), 4.64 w1, (1H, OH);
6.21 ymt, (1H, J=5.3, NHCH,), 7.03-7.08 m, (1H, apom.), 7.16-7.23 M, (2H,
apom.), 7.99-8.04 m, (1H, apom.), 10.38 ur, (1H, 3-NH). Crextp SIMP *C:
26.4 (5-Me2), 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. Haiimeno, %: C 67.19; H 6.55; N 14.89. CigH19N30s.
Beruncieno, %: C 67.35; H 6.71; N 14.73.

Cnocoé 6. Cmecsh 3.12 1 (10 mmoub) 2-tuokcoben3o[h]xuna3omnuHa 2 u
15 mu1 amuHOSTaHOIa KUIsITHid B Tedenue 20 9 u godasisiin 100 M1 BOIEL.
BrimaBmie KpucTayuibl OTGUIBTPOBBIBATH M MEPEKPUCTAIUIN30BBIBAIH U3
60% stanona. Beixon 1.5 ¢ (44%). Temneparypsl miasienus, MK-crnekrpsi,
SIMP *H, u SIMP 3C criekTps! coenunenus 7, noaydeHHbie 0G0MMH CIIOCO-
0aMu MJICHTUYHBI.

2-(3-I'mapoxkcunponuii)aMuHo-5,5-1umeTHi1-5,6-nuruapodenso[h]xu-
Ha3zouH-4(3H)-on (8).

Cnocoo a. Cvecw 4.48 2 (15 mmonv) TnokcoOen3oxunazonuna 1 u 22.5
2 (30 mmonwb) 3-aMUHOTIPONIAHOIIA KUISATIIN ¢ OOPATHBIM XOJIOJUILHIKOM B
teyenue 20 u, oxnaxaanu, 1o6asasuut 100 vz Boabl. Beimasmue kpucrai-
J6 OT(GUIBTPOBBIBAIIN U NIEPEKPHUCTAILIM30BBIBAIN 13 60% sTanona. Beixon
1.5 2 (33%) coenunenus 8, 1. mwi. 82-83 °C, Rt 0.46 (xstopodhopm-MeTaHoII,
6:1). UK-criextp, v, en™: 1589 (C = C apom.), 1637 (C = 0O), 3150-3400
(NH, OH). Cniextp SIMP 'H: 1.28 ¢, (6H, 5-Me,), 1.70-1.80 M, (2H, CH,),
2.66 c, (2H, 6-CHy), 3.47-3.57 m, (4H, NCH; u OCHy), 4.30 w, (1H, OH),
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6.04 ymt, (1H, J=5.6, nucHe), 7.03-7.10 M, (1H, apom.), 7.16-7.23 M, (2H,
apom.), 7.99-8.05 m, (1H, apom.), 10.37 m, (1H, 3-NH). Crextp SIMP C:
26.3 (5-Mey); 31.8 (CH,), 32.8 (5-C), 37.2 (6-CHy), 44.9 (NCH,), 58.3
(OCHy), 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.
C17H21N30,. Beruucneno, %: C 68.20; H 7.07; N 14.04.

Cnoco6 6. Ananornyno u3 3.12 2 (10 mmons) 2-trokcoben3o[h]xuna3zo-
nuHa 2 ¥ 15 mn amunonponanosna monyuwan 1.6 r (54%) coemunenue 8.
Temnepartypsl maBnenus, MK-cnexrper, AMP 'H, u IMP BC CIIEKTPBI COe-
JTUHEHUSA 8, MoJIy4eHHbIE 000MMU CTIOCO0AMU HICHTHYHBI.

6,6,10-Tpumerna-9,10-quruapo-5H-6en3o[h]Tuazono[2,3-b]xuna3zo-
JuH-7(6H)-on (11). Cmecs 2.0 2 (6.7 mmonv) THOKCOOCH30XMHA30IMHA 1 U
21.4 2 (20 mmonw) OGeH3UIAMHUHA KUTSITWIN ¢ OOPaTHBIM XOJIOMIBHUKOM B
teueHne 18 u. [Tocne oTroHKHM M30BITKA OSH3MIAMHHA OCTATOK MEPEKPUCTAI-
nu3oBbiBaK U3 75% stanona. [omyuunu 1.2 2 (60%) coenuuenust 11 T. m.
204-206 °C, R; 0.79 (xmopodopm-merano, 6:1). UK-crektp, v, em™: 1603
(C=Capom.), 1648 (C = O). Cnextp AMP 'H: 1.32 ¢, (3H, 6-CHs), 1.34 c,
(3H, 6-CHg3), 1.58 1, (3H, J=6.4, 10-CHj3), 2.74 ¢, (2H, 5-CH2), 4.00-4. M,
16 (2H, 10-CH, 9-CHa), 4.47 an, (1H, J=11.8, 6.6, 9-CHb), 7.08-7.16 M,
(1H, apom.), 7.19-7.32 m, (2H, apom.), 7.97-8. m, 05 (1H, apom.). Crextp
SMP C: 20.5 (10-Me), 25.6 (6-Me,), 32.9 (6-C), 37.6 (10-CH), 44.2 (5-
CH,), 55.0 (9-CH,), 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. C47H1sN-OS. Bemuncneno, %: C 68.42; H 6.08; N 9.39; S
10.75.

6,6,10,10-Terpamerna-9,10-muruapo-5H-6enszo[h]tuazosno[2,3-b]xu-
HazoumH-7(6H)-on (12). Ananoruuno u3 3.12 2 (10 mmonw) 2-TrHOKCOGEH-
3o[h]xunazonuua 2 u 15 mz O6ensuinamuna monyumnu 2.2 2 (71%), 1. mi.
178-180 °C, R;0.75 (stunanerar-6enson, 1:1). UK crextp, v, ent: 1602 (C
= C, apom.), 1638 (C = O). Crextp SIMP 'H, 5, m.1.: 1.34 ¢ (6H, 5-Mey),
1.69 ¢ (6H, (CHs),, 2.75 ¢ (2H, 6-CHy), 4.18 ¢ (2H, NCHy), 7.10-7.15 m
(1H, apom.), 7.20-7.32 m (2H, apom.), 7.99-8.04 m (1H, apom.). Criektp
AMP BC, §, m.1.: 25.6 (5-Mey), 28.3 (CHa),, 32.9 (5-C), 44.1 (6-CH,), 49.6
(NCH,), 60.3 (C), 120.8, 125.2 (CH), 125.9 (CH), 127.1 (CH), 129.5 (CH),
131.4, 136.0, 153.2, 159.4, 161.1 (CO). Haiineno, %: C 69.33; H 6.30; N
8.81; S 10.33. M" 314.14. C1gH,oN,0S. Beruncneno, %: C 69.20; H 6.45; N
8.97; S 10.26.
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GENERAL REGULARITIES OF REACTIONS OF 3-ALLYL- AND 3-
METALLYL-5,5-DIMETHYL-2-THIOXO-2,3,5,6-
TETRAHYDROBENZO[h]QUINAZOLINE-4(1H)-ONES WITH AMINO
COMPOUNDS

A. 1. MARKOSYAN, A. S. AYVAZYAN, S. H. GABRIELYAN

The Scientific and Technological Center of Organic and Pharmaceutical
Chemistry of the National Academy of Sciences of the Republic of Armenia.
Armenia, 0014, Yerevan, Azatutyan Ave. 26.

E-mail: ashot@markosyan.am

The interactions of 3-allyl- and 3-methallyl-5,5-dimethyl-2-thioxo-2,3,5,6-tetra-
hydrobenzo[h]quinazolin-4(1H)-ones with nitrogen-containing compounds were
studied. It was found that the reactions of the indicated thioxobenzoquinazolines with
excess hydrazine hydrate proceed normally, with the formation of 2-hydrazinyl-5,5-
dimethyl-3-allyl(2-methylallyl)-5,6-dihydrobenzo[h]quinazolin-4(3H)-ones. Similar
reactions with 2-ethanolamine and 3-propanolamine proceeded abnormally - with the
formation of 2-(2-hydroxyethyl)amino-5,5-dimethyl-5,6-dihydrobenzo[h]quinazolin-
4(3H)-one and  2-(3-hydroxypropyl)amino-5,5-dimethyl-5,6-dihydrobenzo[h]quina-
zolin-4(3H)-one, respectively. The interaction of the indicated thioxobenzoquinazolines
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with benzylamine, which plays the role of a catalyst, led to the intramolecular
cyclization of the initial thioxo compounds with the formation of 6,6,10-trimethyl-9,10-
dihydro-5H-benzo[h]thiazolo[2,3-b]quinazolin-7(6H)-one and 6,6,10,10-tetramethyl-
9,10-dihydro-5H-benzo[h]thiazolo[2,3-b]quinazolin-7(6H)-one, respectively.

JIMTEPATYPA

[1] Ligiang W., Yunxia L., Yazhen Li. — Synthesis of Spirooxindole-O-Naphthoquinone-
Tetrazolo[1,5-a]Pyrimidine  Hybrids as Potential Anticancer Agents //
Molecules 2018, v. 23, Ne 9, p. 2330; doi:10.3390/molecules23092330

[2] Roudbaraki S.J., Janghorban S., Ghashang M. — Green Chemistry Preparation of
thiochromeno[4,3-b]pyran and benzo[h]thiazolo[2,3-b]quinazoline derivatives using
HSBM Technique over ZnAl,O, nano-powders // Comb. Chem. High Throughput
Screening 2019, V. 22, Ne 6, p.p. 422-4217.
Doi: 10.2174/1386207322666190617164617

[8] Nowak M., Fornal E., Kontek R., Sroczynski D., Jozwiak A., Augustowska E., Warpas
A., Adamczyk M., Malinowski Z. — Synthesis of acylnaphthylamines and their
applications in the formation of benzoquinazolines. // Arkivoc. 2018, vii, p.p. 248-265.
doi 10.24820/ark.5550190.p010.739

[4] Ramadan A., Kamel G., Awad N.E., Shokry A.A., Fayed H.M. — The pharmacological
effect of apricot seeds extracts and amygdalin in experimentally induced liver damage
and hepatocellular carcinoma // J. Herb. Pharm. 2020, v. 9, Ne 4, p.p. 400-407.
Doi: 10.34172/jhp.2020.50.

[5] Pal A, Curtin J.F., Kinsella G.K. — In silico and in vitro screening for potential
anticancer candidates targeting GPR120 // Bioorg. Med. Chem. Lett., 2021, Jan 1:31:
p. 127672. Doi: 10.1016/j.bmcl.2020.127672.

[6] Gauni B., Mehariya K., Shah A. — Duggirala S.M. Tetralone scaffolds and their
potential therapeutic applications // Letters in Drug Design & Discovery, v. 18, Ne 3,
2021, p.p. 222-238. _Doi.org/10.2174/1570180817999201013165656.

[7] Bora D., Kaushal A., Shankaraiah N. — Anticancer potential of spirocompounds in
medicinal chemistry: A pentennial expedition // Europ. J. Med. Chem. 2021, v. 215,
Neo5, p. 113263. D0i:10.1016/j.ejmech.2021.113263.

[8] Luan M.Z., Zhang X.F., Yang Y., Meng Q.G., Hou G.G. — Anti-inflammatory activity of
fluorine-substituted benzo[h]quinazoline-2-amine derivatives as NF-«kB inhibitors //
Bioorg. Chem. 2023, March, p. 106360. Doi:10.1016/j.bioorg.2023.106360.

[9] Constantine V., Milyutin N., Komogortsev A., Lichitsky B.V., Minyaev M.E., Melekhina
V.G. — Synthesis of substituted 8H-benzo[h]pyrano[2,3-f]quinazolin-8-ones via
photochemical 6n-electrocyclization of pyrimidines containing an allomaltol fragment
/I Beilstein J. Org. Chem., 2023, v. 19, p.p.778-788. D0i:10.3762/bjoc.19.58.

[10] Markosyan A.l., Hakopyan Kh.S. — Synthesis and studying the biological activity of 3-
benzyl-5-methyl-5-ethyl-4-0x0-3,4,5,6-tetrahydrobenzo[h]quinazoline  derivatives //
Electronic J. Nat. Sci NAS RA, 2005, Ne 1(4), p.p. 9-13.

[11 Gabrielyan S.H. — Synthesis and some conversions of 3-furfurel-4-oxo-2-thioxo-
1,2,3,4,5,6-hexahydrospiro(benzo[h]quinazoline-5,1°-cyclohexanes) // Electronic J.
Nat. Sci NAS RA, 2008, v.2, Ne11, p.p. 51-55.

[12] Markosyan A.l., Hakobyan Kh.S., Arsenyan F.H. and Sukasyan R.S. — Synthesis,
antimonoaminoxidase and antitumor properties of the 3,5-dimethyl-5-ethyl-4-
oxobenzo[h]quinazoline derivatives. // Electronic J. Nat. Sci NAS RA, 2011, 2(17),
p.p. 21-25.

338


https://www.mdpi.com/search?authors=Liqiang%20Wu&orcid=
https://www.mdpi.com/search?authors=Yunxia%20Liu&orcid=
https://www.mdpi.com/search?authors=Yazhen%20Li&orcid=
https://dx.doi.org/10.3390/molecules23092330
javascript:ShowAffiliation('0','3')
javascript:ShowAffiliation('1','3')
javascript:ShowAffiliation('2','3')
https://doi.org/10.2174/1386207322666190617164617
http://herbmedpharmacol.com/Article/jhp-36661
http://herbmedpharmacol.com/Article/jhp-36661
http://herbmedpharmacol.com/Article/jhp-36661
https://doi.org/10.34172/jhp.2020.50
https://scholar.google.com/citations?user=Q7tiE1sAAAAJ&hl=en&oi=sra
https://www.sciencedirect.com/science/article/pii/S0960894X20307836
https://www.sciencedirect.com/science/article/pii/S0960894X20307836
javascript:void(0)
https://www.ingentaconnect.com/content/ben/lddd/2021/00000018/00000003/art00004
https://www.ingentaconnect.com/content/ben/lddd/2021/00000018/00000003/art00004
https://www.ingentaconnect.com/content/ben/lddd;jsessionid=cc16a2ky3iix.x-ic-live-03
https://doi.org/10.2174/1570180817999201013165656
https://scholar.google.com/citations?user=qjRgPtkAAAAJ&hl=en&oi=sra
https://www.sciencedirect.com/science/article/pii/S0045206823000202
https://www.sciencedirect.com/science/article/pii/S0045206823000202
https://doi.org/10.1016/j.bioorg.2023.106360
https://www.beilstein-journals.org/bjoc/articles/19/58
https://www.beilstein-journals.org/bjoc/articles/19/58
https://doi.org/10.3762/bjoc.19.58

[13] Markosyan A.l., Torshirzad N.M., Gabrielyan S.H., Papanyan N.J., Avakimyan J.A. —
Some conversions of 1-amino-3,3-dimethyl-3,4-dihydronaphthalene-2-carboxylate //
Electronic J. Nat. Sci NAS RA, 2013, v. 1, Ne 20, p.p. 17-21.

[14] Markosyan A.l., Torshirzad N.M., Gabrielyan S.H., Mkrtchyan D.A., Stepanyan H.M.,
Avakimyan J.A. — Synthesis and some conversions of 9-mercapto-6,6-dimethyl-5,6-
dihydroben-zo[h][1,2,4]triazolo[3,4-b]quinazolin-7(11H)-one // Electronic J. Nat. Sci.
NAS RA, 2014, v. 1, Ne 22, p.p. 26-32.

[15] I'pucopsan H.II., Mapkocsan A.H., ITaponuksn P.I., Cyrkacsn P.C. — CHHTE3 U HEKOTO-
pBle TpeBpamieHus STWiIoBoro s¢upa 4'-ammHo- 5',.8'-mumernn-1'H-crimpo[nmk-
norekcan-1,2"-Hadranmn]-3'-kapOOHOBOH KHUCIOTH M UX aHTHMOHOAMHHOKCHAA3Has U
MPOTHBOCYIOPOXKHAS aKTUBHOCTH // XuM.-hapM. x., 2017, 1. 51, Ne 8, ¢. 3-8.

[16] Maprocan A.H., Bacoacapsu A.C., Aiieasan A.C., I'abpuensn C.A., Qanesn M.IO.,
Apaxensn A.I'. — Cunres npesparienus 5,5-/lumerun-3-nponui-2-tuokco-2,3,5,6-tet-
parunpo6enso[h]xunazonun-4(1H)-ona 1 anTHOaKTEpHATbHBIE CBOWCTBA MOJYYEHBIX
coeauHeHui // Xum. k. Apmennn, 2022, Ne 34, ¢. 294-303.

[17] Mapkocan A.U., Aiieazan A.C., F'abpuensn C.A., Mamsan C.C., Atieazan A.A., Apaxensin
A.I. — CuHTe3, HEKOTOpBIE NpEeBpalleHHs M aHTHOAaKTepuajbHas aKTMBHOCTH SH-
criupo|[6enso[h][1,2,4]tpuazono[3,4-b]-xunazomun-6, 1’ -uuknorenrau]-7(11H)-ouos //
XKOX, 2023, 1. 93 Ne 3, c. 485-494. D0i.10.1134/S1070363223030040L

[18] Markosyan A.l, Ayvazyan A.S., Gabrielyan S.A., Mamyan S.S., Muradyan R.E. —
Synthesis and antibacterial activity of new 3-benzylspiro[benzo[h]quinazoline-5,1'-
cycloheptan]-4(6H)-one derivatives // Russian J. Org. Chem.,2024, v. 60, Ne 3, p.p.
415-422. Doi: 10.1134/S1070428024030072

[19] Maprocan A.H., Aiteazsan A.C., Fabpuensn C.A., Hanean M.FO., Asaxumsn [ic.A,
Apcensn @.I. — CuHTe3 W HEKOTOpbIE MpeBpalieHus 2-xiopmetii-3H-crupo[6en-
3o[h]xunazonuu-5,1"-unknorenrtan]-4(6H)-ona // Xum.-papm. x., 2024, . 58 Ne 7, c.
17-23. Doi: 10.30906/0023-1134-2024-58-7-17-23

[20] Mapkocan A.HU., Topwupszao H.M., Iabpuensn C.A., Asaxumsn Joc.A. — Cunres u
npeBpamieHus  5,5-auMeTHI-2-Tnokco-2,3,5,6-rerparuapobenso h]xunazonuu-4(1H)-
ona // Xum. k. Apmenun, 2013, 1. 66, Ne 2, ¢. 303—-3009.

[21] Maprocan A.H., Aiisazan A.C., T'abpuersn C.A., Janean M.IO., Apaxensn A.I. —
CuHre3 M aHTHOAKTepUaibHAas aKTHBHOCTb MPOW3BOJHBIX 3-aiuiwi-5,5-mumerni-2-
THOKC0-2,3,5,6-Tetparuapobenso[h]xunazomnu-4(1H)-ona. Xum. x. Apmennn, 2023,
T. 76 (3), c. 228-238.

[22] Maprocan A.U., Aiisazan A.C., T'abpuensn C.A., Janean M.IO., Apcensn ®@.I"., Asa-
xumsin Jorc.A. — CHHTE3 U HEKOTOpPbIC 3aKOHOMEPHOCTH TpeBpalieHuii 5,5-qumeTn-3-
(2-merunanmmmn)-2-trokco-2,3,5,6-rerparuapodensol h]xunazonuu-4(1H)-ona.  AnTH-
GakTepHanbHbIe CBOICTBA MoyueHHBIX coenuneHnit. // dKOX, 2024, tom 94, Ne 3, cc.
376-384. doi: 10.31857/s004446-0x24030083.

339



