{UsUUSULL LULAUMNGSNME3UL GhSARF3NFLLELR
U2a-U3hL UUUAGURU
HAIIMOHAJIBHASI AKAJEMUSA HAYK PECITYBJIUKUN APMEHUSA
NATIONAL ACADEMY OF SCIENCES OF THE REPUBLIC OF ARMENIA

{wjwuwmwbh phihwlw hwlnbu
XUMUYECKHH )KypHaT ApMEHUU 74, Nel-2, 2021 Chemical Journal of Armenia

YK 547.652+547.856

CHUHTE3 U ITPEBPALIEHMS 3-(2,2-TUMETHJITETPATUJIPO-2H-
MUPAH-4-UT)-2-THOKCO-2,3- TUT UAPO-1H-
CIUPO[BEH30[h|XMHA3O0JIUH-5,1"-IIUKJIOMEHTAH]-4(6H)-OHA

A. 1. MAPKOCIHIH, C. A.TABPUEJIAH, C. C. MAMSIH,
X. C. AKOIISIH u P. C. CYKACSIH

Hay4no-TexHOTOTHYECKHIT IEHTP OPTaHUYECKON U (hapMaeBTHYECKON XUMUH
HAH Pecny6imku ApmeHust
Apwmenns, 0014, Epean, mip. AzatyTsH, 26
E-mail: ashot@markosyan.am

Bsanmoperictenem atun 4'-aMmuHo-1'H-cnupo[umknoneHTan-1,2"-HadtanuH]-3'-kapbokcunara ¢
4-n3oTroumaHaTo-2,2-gumeTunrteTparnapo-2H-nmpaHom paspabotaH metop cuHTesa 3-(2,2-gumve-
TunteTparnapo-2H-nupan-4-un)-2-Tmokco-2,3-aurnapo-1H-cnmpo[6eH3o[h]xmHazonuH-5, 1'-umnkro-
neHtaH]-4(6H)-oHa (TnokcobeHso[h]xuHazonuH). AnKMnNMpoBaHMEM MNOCnedHero ankuiranoreHu-
OaMu pasnuyHoOro CTPOEHUsI MOMydeHbl 2-ankuntuosamelléHHble 3-(2,2-gumeTunTteTparngpo-2H-
nupaH-4-un)-3H-cnupo[6eH3o[h]xmHa3onuH-5,1"-umknoneHTaHn]-4(6H)-oHbl.  TrokcobeH3o[h]xuHa3zo-
NVH nNepeBeféH B 2-rmapasuHun-3-(2,2-gumeTtunretparnapo-2H-nupax-4-un)-3H-cnvnpo[6enso[h]xu-
Ha3onuH-5,1"-umknoneHTaH]-4(6H)-oH, KOTOPLIV B MPUCYTCTBMM LLLENOYY NOABEPrCS rmapas3viHoOnuay,
obpasya 3-(2,2-aumeTunTteTparnapo-2H-nupax-4-un)-3H-cnmpo[6eH3o[h]xnHazonuH-5,1'-umknoneH-
TaH]-4(6H)-oH. Ucxoas 13 rmapasuHun 6eH3o[h]xmHa3onuHa cMHTE3npoBaHbl 4-(2,2-guMmeTnnTeTpa-
mapo-2H-nupat-4-un)-4H-cnupo[6eHso[h][1,2,4]Tpuasono[4,3-a]xnHa3onumH-6,1'-umknoneHTaH]-
5(7H)-0Hbl. M3y4eHa aHTMMOHOAMUHOKCUAA3HAs aKTUBHOCTb CUHTE3UPOBAaHHbBIX COEANHEHNIA.

Tabn. 1, 6ubn. ccbinok 23.

Nurepec k cunTe3y 6eH30[N]XMHA30IMHOBBIX COCANHEHUI B TIOCIICTHIE
rOJIbl 3HAUYUTENILHO BBIPOC, YTO O0YCIOBIIEHO UX HEHHBIMU OMOJIOTHYECKUMU
cBoiictBamu [1-9]. UccnenoBanusi, npoBei€HHbIE HAMU paHEE, MOJITBEPIK-
JIAFOT 1IEIeCO00Pa3HOCTh UX MPOJIODKEHHs B 00sacTu OeH30[ h|xuHa3onuHoB
cnuponukianyeckoro psaa [10-20]. B nHacTosmemM cooOleHun mpuBOIsSTCS
JaHHbIe O CUHTe3e OeH30[Nh]XuHA30IMHOB, CTUPOKOHICHCUPOBAHHBIX B Iisi-
TOM TIOJIO)KCHHU C IMKJIONCHTAHOBHIM IIMKIIOM WM COJEP)KAlINX B TPEThEM
MOJIO’KEHUU TEeTParuapoOnupaHoBeld 3amectutTenb. C 3Toi nenbo tun 4'-
amuHO-1'H-crimpo[uuknonentan-1,2'-nadranuu]-3'-kapookcmwiatr (1) [21]
BBEJIEH BO B3aUMOJICHCTBHE C 4-H30THOIMAHATO-2,2-THUMETHITETPAruapo-
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2H-nuparom (2) u nonyuennsiii tun 4'-[3-(2,2-numerunrterparuapo-2H-
nupan-4-un)ruoypenio]-1'H-cnupo[uukionenran- 1,2 -nadranun]-3'-kap-
ookcuiiat (3) 6e3 BbIICICHHS U3 PEaKIIMOHHOM Cpeibl UKIM30BaH B 3-(2,2-
JUMETHATeTparuapo-2H-nmupan-4-nmn)-2-truokco-2,3-quruapo-1H-cou-
po[6en3o[h]xunazonun-5,1"-nuknonenran]-4(6H)-ou (4). [locnenuuii B npu-
CYTCTBHMHU THIPOKCH/IA KaJIHsI BBEIEH B PEAKIMIO C alIKWITAIIOTCHUIAMH pa3-
JMYHOTO CTPOCHUSI, YTO TMPHUBEIO K MOJYYCHHIO 2-THO3aMEIIEHHBIX 3-(2,2-
aumetunrerparuapo-2H-nupan-4-mn)-3H-cniupo[ 6en3o[ h]xunazonuu-5,1'-

mukionenrad]-4(6H)-onos (5-16).
COOEt Q COOEt

1. KOH 2; RX
O \(’2

4 5-16
R=CHz (5); CiHs (6); CsH; (7); CHCH=CH, (8); C4Hg (9);
4-BrCgHsCOCH, (14); CHsNHCOCH, (15); 4-CH3CeHsNHCOCHS (16).

1.KOH; 2.HC1

2-Tuokcobenso[h]xunazonun (4) B pacTBope rujapara ruapasuHa mnepe-
BenéH B 2-ruapasuHui-3-(2,2-numerwiterparuapo-2H-nupan-4-wn)-3H-
crupo[6en3o[h]xunazonun-5,1'-nuknonenran]-4(6H)-ou (17). Tocneauuii B
NPUCYTCTBUM IICJIOYH TOABEPTajics CIOHTAHHOMY pPACHICIUICHUIO (THapa-
3WHONN3), B pe3yybTare 4ero ObLT BbIAEeH3-(2,2-mumeTnnrerparuapo-2H-
nupaH-4-ui)-3H-ciimpo[6en3o[ h]xunazonuu-5,1'-nuknonenran-4(6H)-ou
(18). Konpaencarmeii 2-ruapasunodenso[h]xunazonuna 17 ¢ 3THI0BbIM 3¢u-
pPOM OpPTOMYpPaBbHUHOM KHCIOTHI M CEPOYIJIEPOJOM CHHTE3UpOBaHbI 4-(2,2-
auMeTtunterparuapo-2H-mupan-4-nn)-4H-criimpo[6enso[h][1,2,4]tpua3zo-
no[4,3-a]xunazonun-6,1"-uuknonenran]-5(7H)-on (19) u 4-(2,2-
auMeTtmiteTparuapo-2H-nupan-4-un)-1-mepkanto-4H-crimpo[ 6en-
30[h][1,2,4]rpuazono[4,3-a]xunazonun-6,1"-uknonenran]-5(7H)-on  (20),
COOTBETCTBEHHO.
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HC(OE),

—

KOH

18

20

VccnenoBaHo BIIMSHHE HEKOTOPBIX CHHTE3MPOBAHHBIX COEJUHEHUM Ha
aKTUBHOCTh MOHOaMHMHOKcHIa3bl (MAQO) B ombiTax in Vitro. Mctounukom
¢depmenTa ciyxun 50% romoreHaT Mo3ra KpbIC, IOJIy4€HHbIH TyTeM roMo-
TeHU3UPOBaHMUS MO3ra B CTEKJIIHHOM I'OMOTI'€HHU3aTOpE C PaBHBIM 00BEMOM
2.5% pactBOpa neteprenra «apkonam». AkTuBHOCTE MAO ompenensuin B
nonydyeHHoM 50% romoreHare mMo3ra B IMpOLEHTax K KOoHTpoiw. 3a 100%
IIPUHATA UHTEHCUBHOCTh Ae3aMuHUpoBaHus 5-OT B KOHTPOJIBHBIX Mpodax.
CpenHue 3HaueHUs M CTaHJAPTHbIE OIMOKH BbICUMTaHbI U3 3-4 onbITOB. Pe-
3ylbTaThl OMBITOB oOpaboranbl mo metonxy CrhiogeHTa-®Oumepa [22,23]

(Tabi.).
Tabruya
JlaHHBIE 0 AHTHMOHOAMHHOKCH/IA3HOH aKTHBHOCTH
HEKOTOPBbIX CHHTe3MPOBAHHBIX COEMHEHMUIH
Ha akTuBHOCTL MAQ B ycJoBusX in Vitro
Coennnenne 3amecTuTeNb Nurubupos. MAO, % | lo3a, mxmonv/mn
4 H 27+7 5
5 CH,3 3343 5
6 CyHs 34+4 5
7 CsHy 0 5
8 CH,CH=CH, 43+5 5
9 CsHg 62+6 5
10 CH,C(CH3)=CH, 40+3 5
11 CH,COOEt 60+5 5
12 CH3CgH4 50+6 5
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3KCHepI/IMeHTaﬂbHaﬂ 4acThb

HK-cniextpsl cHATHI Ha cnekTpodoTomerpe «FT-IR NEXUS» B Bazenu-
HOBOM Macie, criektps SIMP *H u **C — na npu6ope «Varian Mercury-300»,
¢ yactoTtoil coorBeTcTBeHHO 300.8 U 75.46 MIYy, BHyTpeHHUN CTaHIApT —
TMC unmu I'MJIC, pactBopurens: DMSO/CCl, — 1/3. TCX npoBenena Ha
mnactunkax «Silufol®», mposuTens — maps foxa.

3-(2,2-IumeTuarerparuapo-2H-nupan-4-mn)-2-Tuokco-2,3-1urua-
po-1H-cnupo[6en3o[h]xunazonun-5,1"-uukiionenran]-4(6H)-on 4).
Cwmecp 2.71 2 (0.01 mons) stun 4'-amunHo-1'H-criupo[uukionenran-1,2'-
nadranun]-3'-kapookcunara (1), 1.73 2 (0.01 mons) 4-usorHonuanato-2,2-
aumetwiteTparuapo-2H-mupana [17] u 20 mz 3TaHONA KUIATIT ¢ 0OPATHBIM
XOJNOAWIbHUKOM B TeueHue 20 u. mobOaBistoT pactop 1.12 2 (0.02 mons)
ruapokcuna kaust B 10 mz BOABI U CMECh KUILITAT B TeYeHUE S5 y. OxXiax-
JAI0T U NpU nepeMenuBaiuu noakucisitor 10% consnoit kucinoroit 1o pH
3.0-3.5. OOpa3oBaBimecss KPUCTALIBI OTQHIBTPOBBIBAIOT, IIPOMBIBAIOT BO-
J0M ¥ MEepeKpPHUCTAUTU30BBIBAOT U3 dTaHona. [lomyuaror 1.75 2 (44%) 2-
tHOKcoOeH30[h|xunazomuua 4, 1. wr 194-196°C, R 0.78 (sTmnamerar-
HonaH, 2:1). MK-crextp, v, cn:1089 (C-O-C); 1600 (C=C apom); 1629
(C=C); 1666 (C=0); 3400 (NH). Cnextp SIMP *H, m.x., I'y: 1.22 (c, 3H,
CHgs trm), 1.31 (c, 3H, CH3 trm), 1.31-1.42 (M, 2H, muxnonenTan), 1.49-1.60
(M, 2H, trm), 1.61-1.75 (M, 2H, muknonentan), 1.78-1.94 (M, 2H, nukionex-
taH), 2.02-2.20 (M, 2H, nmknonenran), 2.55 (1, 1H, J=12.6, trm), 2.75 (c,
2H, C6H,), 2.76 (nar, 1H, J=18.3, 12.1, 6.1, trn), 3.69 (ar, 1H, J=12.1, 2.3,
trn), 3.76 (nan, 1H, J=12.1, 6.1, 1.7, tro), 6.14 (rt, 1H, J=12.6, 4.0, Trn),
7.14-7.19 (m, 1H, apom.), 7.24-7.38 (m, 2H, apom.), 7.92-7.97 (m, 1H,
apom.), 11.95 (¢, 1H, NH). Crextp SIMP 2C, 5, m.i1.: 21.6 (CHsyp), 25.4
(2XCH2uHKHOHeHTaH)l 274 (CHZTrn)a 314 (CH3TFH)! 349 (CHZL[HKnoneHTaH)v 352
(CHawsonerran)s 37-3 (CHa), 42.2 (C6Hy), 43.0 (C5), 55.7 (CH.y), 60.7
(CHam), 72.2 (Ci), 118.7 (C4.), 124.6 (CHapow), 125.5 (Cypon), 126.2
(CHapow), 127.8 (CHgpow), 130.4 (CHapow), 136.7 (Copon), 142.3 (C10p),
159.7 (C4), 176.5 (C2). Haiineno, %: C 69.82; H 7.20; N 6.94; S 8.15.
Ca3H2sN,0,S. Beruncneno, %: C 69.66; H 7.12; N 7.06; S 8.09.

2-Tnozamemennbie  3-(2,2-mumernarerparuapo-2H-nupan-4-ui)-
3H-ciupo|6en3o[h]xunazonun-5,1"-uukiaonenran]-4(6H)-on (5-16) (06-
1asi MeTOAMKA). B peakiimoHHy10 KoJI0y ¢ 0OpaTHBIM XOJIOIMIHBHUKOM TI0-
memnart cmech 1.98 2 (0.005 mons) 2-tnokcobenso[h]xunazonuna 4, 0.34 2
(0.005 moxns) rumpoxcuna kanus, 30 Mz aOCOFOTHOTO ATaHOA U KUIATAT 10
mun. 3ateM no6asisttot 0.005 mons ankuiaranoreHuaa U MpoJoDKAIOT KUTIS-
yeHue eule 12 y. PeakmoHHyI0 cMech OXJlaxkaaroT, pa3dasistor 20 mr Bo-
1l [TosrydeHHBIH 0caJ0K OT(GUIBTPOBBIBAIOT U MEPEKPUCTAIUIU30BBIBAIOT U3
3TaHOJA.
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3-(2,2-AumeTnarerparugpo-2H-nupan-4-ui)-2-merTuirno-3H-
cnupo[oen3o[h]xuHa3zoaun-5,1"-uukiaonenran]-4(6H)-on  (5). Brixox
192 (93%), 1. mn. 218-219°C, Rf 0.72 (stunaunerar-nonan, 2:1). K-
criektp, v, et 1085 (C-O-C); 1605 (C=C apom); 1654 (C=0). Cuekrp
SIMP H, m.1., Iy: 1.25 (c, 3H, CH3 tro), 1.30 (c, 3H, CH3 trm), 1.34-1.48
(M, 2H, muknonenTan), 1.49-1.61 (M, 2H, trm), 1.62-1.76 (M, 2H, mukmonen-
tan), 1.79-1.95 (M, 2H, muknonenran), 2.07-2.30 (M, 2H, nukimoneHTan),
2.68 (¢, 3H, S-CHy), 2.74 (1, 1H, J=12.6, Trn), 2.78 (c, 2H, C6H,), 2.94 (nar,
1H, J=18.3, 12.1, 6.1, Tro), 3.66 (ar, 1H, J=12.1, 2.3, tro), 3.81 (oun, 1H,
J=12.1, 6.1, 1.7, Trm), 4.56 (ur.c., 1H, 1rm),7.09-7.14 (m, 1H, apom.), 7.20-
731 (v, 2H, apom.), 8.01-8.06 (M, 1H, apom.). Crextp SIMP C, §, m.a.:
148 (S_CH3)1 212 (CH3TFH)5 253 (CHZLIHKnoneHTaH)x 254 (CHzLII/IKJ'IOHCHTaH)’ 275
(CH2TFH)1 31.0 (CH3TFH)1 35.1 (CHZHHKnoneHTaH)n 35.4 (CHZHHKnoneHTaH)v 37.5
(CHypy), 42.1 (C6Hy), 43.2 (C5), 54.8 (CHyy), 60.2 (CHapy), 71.7 (Cir),
122.0 (C4,), 1246 (CHayon), 1259 (CHgpon), 127.2 (CHgpow), 129.3
(CHapow.), 132.0 (Cypon), 136.4 (Cypon), 150.2 (C10y), 157.9 (C2), 160.8 (C4).
Haiineno, %: C 70.37; H 7.53; N 6.94; S 7.94. Cy4H3yN20,S. Beruucieno,
%: C 70.21;, H 7.36; N 6.82; S 7.81.

3-(2,2-Iumernarerparuapo-2H-nupan-4-un)-2-3runrno-3H-
cnupo|[6en3o[h]|xunazonaun-5,1"-unkiaonenran]-4(6H)-on  (6). Brixox
192 (89%), 1. mn. 157-158°C, Rf 0.75 (stunmanerar-nonan, 2:1). UK-
criextp, v, e 1090 (C-O-C); 1664 (C=0). Crextp SIMP *H, m.11., I'y: 1.25
(c, 3H, CH3 1rm), 1.30 (c, 3H, CH3 trm), 1.34-1.48 (M, 2H, muknonenTan),
1.49 (1, 3H, J=7.3, S-CH,-CHj3), 1.49-1.61 (m, 2H, trm), 1.62-1.76 (M, 2H,
nukionenrtan), 1.79-1.95 (m, 2H, nuknonenran), 2.07-2.30 (M, 2H, nuxmno-
neHran), 2.73 (r, 1H, J=12.6, Ttrmo), 2.78 (c, 2H, C6H,), 2.93 (aar, 1H,
J=18.3, 12.1, 6.1, tro), 3.31 (x, 2H, J=7.3, S-CH,-CHj3), 3.66 (at, 1H,
J=12.1, 2.3, trn), 3.80 (mun, 1H, J=12.1, 6.1, 1.7, trm), 4.54 (m.c., 1H,
trm),7.09-7.14 (m, 1H, apom.), 7.20-7.31 (m, 2H, apom.), 7.96-8.01 (M, 1H,
apom.). Criektp SIMP B¢, s, mor: 13.7 (S-CH2-CHs), 21.4 (CHsyyy), 25.5
(CHayugronerran)s 25.5 (CHawuxnonenran), 26.4 (S-CH,-CHg), 27.7 (CHaypy), 31.2
(CH3TFH)1 35.3 (CHZHI/IKIIOHCHTS.H)I 35.6 (CHZHHKnoneHTaH)l 31.7 (CH2TFH)7 42.3
(C6H,), 43.4 (C5), 54.9 (CH,), 60.4 (CHyuy), 71.9 (Cu), 122.3 (C4,),
124.6 (CHapon), 126.1 (CHapou), 127.4 (CHgpon), 129.5 (CHypon), 132.2
(Capon.), 136.6 (Cypon), 150.4 (C10p), 157.7 (C2), 161.1 (C4). Haiineno, %: C
70.55; H 7.76; N 6.51; S 7.36. CysH3,N,0,S. Brruncieno, %: C 70.72; H
7.60; N 6.60; S 7.55.

3-(2,2-AnmeTnarerparuapo-2H-nupan-4-ui)-2-nponuaruo-3H-
cnupo[oen3o[h]xuHa3zoaun-5,1"-uukiaonenran]-4(6H)-on (7). Brixox
212 (96%), T. . 147-148°C, Rf 0.73 (srtumanerar-sHonan, 2:1). UK-
criektp, v, et 1085 (C-O-C); 1600 (C=C apom); 1662 (C=0). Crektp
AMP *H, m.a., I'y: 1.12 (t, 3H, J=7.3, S-CH,-CH,-CH3), 1.25 (¢, 3H, CHs,
trm),1.30 (c, 3H, CH3 trm), 1.34-1.48 (M, 2H, mukionenTan), 1.49-1.61 (m,
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2H, trm), 1.62-1.76 (M, 2H, uukionenrtan), 1.78-1.95 (M, 4H, CHyuyuxonenrans
S-CH,-CH,-CHj3), 2.07-2.30 (M, 2H, muxnonenTan), 2.73 (t, 1H, J=12.6,
trn), 2.77 (¢, 2H, C6H,), 2.94 (mar, 1H, J=18.3, 12.1, 6.1, Ttrm), 3.27 (ar,
2H, J=7.1, 2.9, S-CH»-CH,-CHj3), 3.67 (ar, 1H, J=12.1, 2.3, Trmo), 3.81 (nax,
1H, J=12.1, 6.1, 1.7, tro), 4.57 (m.c., 1H, Trm), 7.09-7.14 (m, 1H, apom.),
7.20-7.31 (M, 2H, apom.), 7.94-7.99 (M, 1H, apom.). Crextp SIMP 3C, 3§,
m.a.: 13.0 (S-CH,-CHs), 21.2 (CHsyy), 21.6 (S-CHp-CH,-CH3), 25.3
(CH2HHKH0H6HTaH)l 25.3 (CHZHPIKJ'IOHeHTaH)l 27.5 (CHZTFH)l 31.0 (CH31‘rn)v 33.8 (S'
%Z'CHZ'CHZ%); 35.1 (CHZIII/IKJIOHCHTaH)! 354 (CHZHI/IKHOHCHTaH)! 37.5 (CHzTFH)v
42.1 (C6H,), 43.2 (C5), 54.8 (CHy), 60.2 (CHaqp), 71.7 (Cypn), 122.1 (C4,),
124.3 (CHgpon), 125.9 (CHypon), 127.2 (CHapow), 129.3 (CHypon), 132.0
(Capon.), 136.4 (Cypon), 150.2 (C10p), 157.6 (C2), 160.9 (C4). Haiineno, %: C
71.09; H 7.62; N 6.28; S 7.35. CysH34N20,S. Boruucneno, %: C 71.19; H
7.81; N 6.39; S 7.31.
2-Annniarno-3-(2,2-numerniarerparuapo-2H-nupan-4-uin)-3H-
cnupo[6en3o[h]|xunazonun-5,1"-unkiaonenran]-4(6H)-on  (8). Brixox
1.82 (82%), 1. mmn. 125-126°C, Rf 0.75 (stunauerar-aonan, 2:1). MK-
criexTp, v, et 1088 (C-O-C); 1605 (C=C apom); 1653 (C=0). Cnektp
SIMP H, m.1., TIy: 1.25 (c, 3H, CH3, trom), 1.30 (c, 3H, CH3 trm), 1.34-1.48
(M, 2H, muknonenran), 1.49-1.61 (M, 2H, trm), 1.62-1.76 (M, 2H, nukioneH-
taH), 1.79-1.95 (M, 2H, mukmonenran), 2.07-2.30 (M, 2H, nuxioneHran),
2.73 (1, 1H, J=12.6, tro), 2.78 (c, 2H, C6Hy), 2.93 (mar, 1H, J=18.3, 12.1,
6.1, Tro), 3.66 (ar, 1H, J=12.1, 2.3, Ttro), 3.80 (mmn, 1H, J=12.1, 6.1, 1.7,
tri), 3.97 (ar, 2H, J=7.0, 1.2, S-CH,-CH=CH,), 4.54 (uu.c., 1H, Trm), 5.20
(mk, 1H, J=10.1, 1.2, S-CH,-CH=CH,), 5.38 (uk, 1H, J=17.0, 1.2, S-CH,-
CH=CH,), 6.03 (aar, 1H, J=17.0, 10.1, 7.0, S-CH,-CH=CHy), 7.09-7.14 (m,
1H, apom.), 7.21-7.32 (M, 2H, apom.), 7.97-8.02 (M, 1H, apom.). Cnektp
SMP °C, 8, Mt 21.2 (CHam), 25.3 (CHaunonemran)s 25.3 (CHaumcnonenrar):
27.5 (CHZTFH)’ 31.0 (CH3TFH)1 34.6 (S-ﬁg'CH:CHz), 35.1 (CH2HI/IKII0H€HT8.H)1
35.34 (CHauuxsonenran)s 37-5 (CHayy), 42.1 (C6H,), 43.2 (C5), 54.8 (CH,py),
60.2 (CHym), 71.7 (Ciy), 118.4 (S-CH,-CH=CH,), 122.2 (C4,), 1245
(CHapon), 126.0 (CHapon), 127.2 (CHapow), 129.3 (CHapou), 131.9 (Capon),
132.1 (S-CH,-CH=CH,), 136.4 (C,pon), 150.2 (C10,), 157.0 (C2), 160.8
(C4). Haiineno, %: C 71.62; H 7.54; N 6.58; S 7.25. CxH3,N,0,S. C 71.52;
H 7.39; N 6.42; S 7.34.
2-Byruwirno-3-(2,2-numerniarerparuapo-2H-nupan-4-ni)-3H-

cnupo|[oen3o[h]xuna3zonun-5,1"-unkaonenran]-4(6H)-on  (9). Brixox
2.22 (973%), 1. mn. 125-126°C, Rf 0.76 (srunanerar-svonan, 2:1). UK-
criextp, v, et 1086 (C-O-C); 1600 (C=C apom); 1653 (C=0). Crnextp
AMP 'H, m.a., I'y: 1.01 (1, 3H, J=7.3, S-CH»-CH,-CH,-CHj3), 1.25 (c, 3H,
CHgs 1rm),1.30 (c, 3H, CH3 trm), 1.34-1.48 (M, 2H, muknonenran), 1.49-1.61
(M, 4H, CHyuyonenrans S-CH2-CH,-CH,-CH3), 1.62-1.76 (M, 2H, nmkio-
neHTan), 1.75-1.95 (M, 4H, CHayuronenran, S-CH2-CH,-CH,-CH3), 2.07-2.30
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(M, 2H, tukmonenTan), 2.73 (1, 1H, J=12.6, tro), 2.77 (¢, 2H, C6H,), 2.94
(mar, 1H, J=18.3, 12.1, 6.1, Trm), 3.28 (ar, 2H, J=7.1, 2.9, S-CH,-CH,-CH;-
CHs), 3.66 (ar, 1H, J=12.1, 2.3, Trn), 3.80 (nox, 1H, J=12.1, 6.1, 1.7, Tro),
4.57 (u.c., 1H, trm), 7.09-7.14 (M, 1H, apom.), 7.20-7.31 (M, 2H, apom.),
7.94-7.99 (M, 1H, apom.). Crextp SIMP °C, 8, m.x1.: 13.2 (S-CH,-CH,-CH,-
%3)1 212 (CH3TFH)1 215 (S'CHZ'CHz-%g‘CH:g), 25.3 (CHzLII/IKJ'IOHCHTaH)’ 253
(CHauugronerran)s 27.5 (CHay), 30.2 (S-CH,-CH,p-CH,-CHs), 31.0 (CHayy),
31.6 (S-CH,-CH»-CH,-CHs), 35.1 (CHawunonenran)s 35-4 (CHauuxnonenran), 37.5
(CHZTFH)’ 42.1 (C6H2)1 43.2 (C5), o4.7 (CHTFH)! 60.2 (CHZTrn)v 71.7 (CTFH)v
122.1 (C4,), 1243 (CHapon), 1259 (CHgpom), 127.2 (CHgpow), 129.3
(CHapow), 132.0 (Cypon.), 136.4 (Cypon), 150.2 (C10y), 157.6 (C2), 160.9 (C4).
Hatineno, %: C 71.48; H 8.19; N 6.34; S 7.24. C»;H3N,0,S. Beraucieno,
%: C 71.64; H 8.02; N 6.19; S 7.08.
3-(2,2-IumeTnarerparnapo-2H-nupan-4-ui)-2-MeTananaTuo-3H-

cnupo[oen3o[h]xuHa3zoiaun-5,1"-nukiaonenran]-4(6H)-on  (10). Brixox
2.02 (89%), 1. . 144-145°C, Rf 0.74 (stumanerar-sHonan, 2:1). UK-
criextp, v, emt: 1079 (C-O-C); 1600 (C=C apom); 1657 (C=0). Crextp
SAMP H, m.a., I'y: 1.25 (¢, 3H, CH3 trm), 1.31 (¢, 3H, CHs trm), 1.34-1.48
(M, 2H, muknonenran), 1.49-1.61 (M, 2H, trm), 1.62-1.76 (M, 2H, nukioneH-
taH), 1.79-1.95 (m, 2H, tukmonenTan), 1,.91 (1, 3H, J=1.3, CHj3), 2.07-2.30
(M, 2H, nukmonenTan), 2.74 (1, 1H, J=12.6, Tro), 2.78 (¢, 2H, C6H,), 2.94
(mar, 1H, J=18.3, 12.1, 6.1, trm), 3.67 (ar, 1H, J=12.1, 2.3, trn), 3.81 (amux,
1H, J=12.1, 6.1, 1.7, Trm), 4.00 (1, 1H, J=13.1, S-CHy), 4.05 (1, 1H, J=13.1,
S-CHy), 4.60 (m.c., 1H, Trm), 4.94 (1, 1H, J=1.3, =CHy), 5.10 (1, 1H, J=1.3,
=CHy,), 7.09-7.14 (m, 1H, apom.), 7.21-7.32 (m, 2H, apom.), 7.97-8.02 (m,
1H, apom.). Crmekrp SIMP °C, &, m.a.: 21.1 (CH3), 21.3 (CHsyy), 25.3
(CHZHHKHOHGHTaH)l 254 (CHZHI/IKJTOHeHTaH)! 276 (CHZTFH)l 311 (CH3TFH)135'1
(CHawnmonenran)s 354 (CHawncronenran)y  37.6 (CHamm), 38.8 (S-CHy), 42.1
(C6H,), 43.2 (C5), 54.8 (CH,v), 60.2 (CHu), 71.7 (Cuv), 114.9
(=CH,),122.2 (C4,), 124.5 (CHapon), 126.0 (CHapown), 127.3 (CHapon), 129.4
(CHapow), 131.9 (Cypon), 136.4 (Cypon), 138.9 (C=CHy), 150.1 (C10y), 157.2
(C2), 160.9 (C4). Haiineno, %: C 71.90; H 7.51; N 6.34; S 7.27.
C»7H34N»0,S. Beruncneno, %: C 71.96; H 7.60; N 6.22; S 7.12.

Otun 2-{[3-(2,2-numernarerparuapo-2H-nmupau-4-uwi)- 4-okco-4,6-
auruapo-3H-cimpo|[6enso[h]xunazonuu-5,1"-uuknonenran|-|-2-
wi|tuo}auerar (11). Beixon 2.1 2 (87%), 1. . 127-129°C, Rf 0.66 (3Tmi-
anerar-HonaH, 2:1). UK-cnektp, v, en™ 1090 (C-O-C); 1600 (C=C apom);
1654 (C=0); 1740 (C=0). Cnextp SIMP *H, m.x1., I'y: 1.26 (1, 3H, J=7.1, O-
CH,-CH3), 1.26 (c, 3H, CH3 trm), 1.33 (¢, 3H, CH3 trm), 1.34-1.48 (M, 2H,
nukionenrtan), 1.55-1.67 (m, 2H, trm), 1.62-1.76 (M, 2H, nuknoneHraH),
1.79-1.95 (m, 2H, nuknonenran), 2.06-2.30 (M, 2H, nukionenran), 2.73 (T,
1H, J=12.6, trm), 2.77 (¢, 2H, C6H,), 2.95 (maT, 1H, J=18.3, 12.1, 6.1, Trm),
3.70 (T, 1H, J=12.1, 2.3, trnn), 3.82 (ann, 1H, J=12.1, 6.1, 1.7, trm), 4.01 (c,
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2H, S-CHy), 4.14 (x, 2H, J=7.1, O-CH,-CHj3), 4.54 (w.c., 1H, Trm), 7.08-7.13
(M, 1H, apom.), 7.20-7.31 (M, 2H, apom.), 7.95-8.00 (m, 1H, apom.). Criextp
SIMP C, 8, m.n.: 13.7 (O-CHp-CH3), 21.2 (CHsy), 25.3 (CHawscronerras),
25.3 (CHayuyuconenran), 27.6 (CHappy), 31.0 (CHspy), 34.0 (S-CHyp), 35.1
(CHawnonerran)s 39-4 (CHownonenran)s 37.6 (CHa), 42.0 (C6Hy), 43.1 (C5),
55.2 (CHyy), 60.2 (CHaym), 60.7 (O-CHp-CHs), 71.7 (Cyy), 122.4 (C4,),
124.7 (CHapow), 125.9 (CHypom), 127.2 (CHapow), 129.4 (CHypon), 131.7
(Capom), 136.4 (Cypon), 150.2 (C10y), 156.6 (C2), 160.7 (C4), 167.0 (C=0).
Haiineno, %: C 67.32; H 7.21; N 5.94; S 6.51. C,7H3;N,0,4S. Brruucieno,
%: C 67.19; H 7.10; N 5.80; S 6.64.
2-Ben3natuo-3-(2,2-mumermwiirerparuapo-2H-mupan-4-ui)-3H-
cnupo[oen3o[h]xuHa3zoaun-5,1"-uukiaonenran]-4(6H)-on  (12). Beixon
242 (98%), t. . 161-163°C, Rf 0.80 (stmmanerar-Honan, 2:1). UK-
criextp, v, emt: 1085 (C-O-C); 1600 (C=C apom); 1661 (C=0). Crmextp
SAMP H, m.a., I'y: 1.24 (¢, 3H, CH3 Trm), 1.27 (¢, 3H, CHs trm), 1.35-1.49
(M, 2H, muknonenran), 1.49-1.61 (M, 2H, trm), 1.62-1.76 (M, 2H, nukioneH-
taH), 1.79-1.95 (M, 2H, nmknomnenran), 2.09-2.31 (M, 2H, nuknonenran),
2.74 (1, 1H, J=12.6, Trm), 2.79 (c, 2H, C6H,), 2.92 (ant, 1H, J=18.3, 12.1,
6.1, trn), 3.64 (ar, 1H, J=12.1, 2.3, tro), 3.78 (mun, 1H, J=12.1, 6.1, 1.7,
trn), 4.53(m.c., 1H, tro), 4.54 (0, 1H, J=13.1, S-CH,), 4.59 (1, 1H, J=13.1,
S-CHy), 7.10-7.15 (m, 1H, apom.), 7.20-7.35 (M, SH, apom.), 7.39-7.45 (m,
2H, apom.), 8.00-8.05 (m, IH, apom.). Cmexktp SIMP C, &, m.x.: 21.3
(CH3TFH)1 25.3 (CHZHI/IKHOHCHTaH)I 25.3 (CH2H14KJ10H6HT3H)I 27.5 (CH2Trn)v 31.0
(CH3TI‘H)1 351 (CHZHHKnoneHTaH)y 353 (CHZHHKHOHGHTaH)! 365 (S'CH2)1 375
(CHy:m), 42.1 (C6Hy), 43.2 (C5), 55.1 (CH,y), 60.2 (CHyyyy), 71.7 (Cirw),
122.4 (C4,), 124.6 (CHapon), 126.0 (CHapon), 127.0 (CHupow), 127.3
(CHapow), 128.0 (2xCHgpon), 128.7 (2XCHapou), 129.3 (CHgpon), 131.9
(Capow)s 135.2 (Capon), 136.4 (Cypon), 150.2 (C10y), 157.3 (C2), 160.8 (C4).
Haiineno, %: C 74.22; H 7.13; N 5.89; S 6.45. C3H34N,0,S. C 74.04; H
7.04; N 5.76; S 6.59.
3-(2,2-AumeTuarerparuapo-2H-nupan-4-ui)-2-[(4-xsiopoen-
3mi1)THo]-3H-cnupo[6en3o[h]|xunazonun-5,1"-unkaonenran]-4(6H)-on
(13). Beixox 2.1 2 (80%), . . 192-193°C, Rf 0.81 (srmnanerar-HoHaH,
2:1). MUK-cnextp, v, em™ 1082 (C-O-C); 1604 (C=C apom); 1663 (C=0).
Crextp IMP *H, m.i., I'y: 1.24 (¢, 3H, CHs Trm), 1.27 (¢, 3H, CHs, Trm),
1.35-1.49 (m, 2H, muknonenTan), 1.49-1.61 (M, 2H, Tro), 1.62-1.76 (m, 2H,
nuKionenrtan),1.79-1.95 (m, 2H, mukmonenTan), 2.08-2.30 (M, 2H, mukio-
nenran), 2.73 (r, 1H, J=12.6, trno), 2.79 (c, 2H, C6H,), 2.92 (aar, 1H,
J=18.3, 12.1, 6.1, trm), 3.64 (ar, 1H, J=12.1, 2.3, Tro), 3.79 (ann, 1H,
J=12.1,6.1,1.7, trn), 4.52 (1r.c., 1H, Trm), 4.54 (n, 1H, J=13.2, S-CH,), 4.59
(n, 1H, J=13.2, S-CHy), 7.11-7.16 (M, 1H, apom.), 7.21-7.33 (m, 4H, apom.),
7.40-7.46 (m, 2H, apom.), 7.98-8.03 (m, 1H, apom.). Cnektp SIMP °C, 3,
M.J.: 21.2 (CH3TFH)1 253 (CHZIII/IKJ'IOHCHTaH)’ 25.3 (CHZLIPIKJ'IOHCHTB.H)1 27.5 (CHZTrn);
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31.0 (CH3ym), 35.1 (CHamucronenran), 39-3 (CHawmconerran), 39.5 (S-CHy), 37.5
(CHyim), 42.0 (C6Hy), 43.2 (C5), 55.0 (CH,y), 60.2 (CHayy), 71.7 (Cor),
1225 (C4,), 1245 (CHuyoun), 126.0 (CHgpon), 127.3 (CHgpow), 128.1
(2%CHapow.), 129.4 (CHapow.), 130.2 (2XCHypon), 131.8 (Capon.), 132.6 (Capon),
134.4 (Cypom.), 136.4 (Cypon), 150.2 (C10y), 157.0 (C2), 160.7 (C4). Haiine-
Ho, %: C 69.02; H 6.54; N 5.44; S 6.26. C3yH33CIN,0,S. Beruncneno, %: C
69.14; H 6.38; N 5.38; S 6.15.

2-{[2-(4-Bpompenu.t)-2-0kcodITHI| THO}-3-(2,2-ANMETHITETPAT HIPO-
2H-nupan-4-un)-3H-ciimpo|[6en3o[h]xunazommu-5,1"-uukiaonenran|-
4(6H)-ou (14). Beixox 2.6 2 (88%), T. 1. 198-199°C, Rf 0.73 (stmnanerar-
HoHaH, 2:1). UK-crextp, v, cn’: 1086 (C-O-C); 1605 (C=C apom); 1659
(C=0); 1699 (C=0). Cnextp IMP *H, m.xt., I'y: 1.27 (¢, 3H, CH3, trm), 1.29-
1.43 (m, 2H, nuxnonentan), 1.35 (c, 3H, CHj trm), 1.57-1.74 (m, 4H,
CHaconenrans CH2orm)y 1.77-1.93 (M, 2H, nmknonenran), 2.03-2.26 (M, 2H,
nuKJIonenTan), 2.72 (c, 2H, C6H,), 2.75 (t, 1H, J=12.6, trm), 2.96 (aar, 1H,
J=18.3, 12.1, 6.1, trm), 3.72 (ar, 1H, J=12.1, 2.3, Trm), 3.83 (mmm, 1H,
J=12.1, 6.1, 1.7, tror), 4.65 (wr.c., 1H, trm), 4.77 (a, 1H, J=16.8, S-CHy), 4.83
(m, 1H, J=16.8, S-CHy), 6.77-6.85 (M, 1H, apom.), 7.01-7.06 (M, 1H, apom.),
7.12-7.20 (m, 1H, apom.), 7.35-7.40 (M, 1H, apom.), 7.66-7.71 (m, 2H,
apom.), 7.97-8.02 (M, 2H, apom.). Criekrp SIMP C, 8, m.1.: 21.3 (CHsqm),
253 (CH2LIHKJ'[OHCHTaH)l 253 (CH2HHKJ'[0HCHTaH)! 276 (CHZTITI)! 311 (CH3Tm)1 351
(CHZuMKnoneHTaH)a 35.3 (CHZLII/IKJ'IOHCHTaH)! 37.6 (CHzTFH)! 39.1 (S-CHg), 42.0
(C6H,), 43.2 (C5), 55.2 (CH,y), 60.2 (CHyyy), 71.8 (Cyw), 122.3 (C4,),
124.4 (CHapow), 125.6 (CHapow), 127.1 (CHapow), 127.5 (Cypon), 129.2
(CHapowm.)s 129.8 (2XCHapow.), 131.3 (2%CHapou.), 131.4 (Cypon), 134.7 (Capons),
136.2 (Capon), 150.1 (C10y), 156.7 (C2), 160.7 (C4), 190.6 (S-CH,-C(O)).
HaﬁI[CHO,%: C 6290; H 548; N 454; S 5.25. C31H338rN2038.
Brrancieno,%: C 62.73; H 5.60; N 4.72; S 5.40.

2-{[-(2,2-AumeTuarerparuapo-2H-nupan-4-ui)-4-oxco-4,6-
auruapo-3H-cimpo[6enso[h]xunazonuu-5,1"-uuknonenran]-2-ui]Tuo}-
N-¢pennmnaneramun (15). Bexog 2.1 2 (79%), 1. mr. 215-216°C, Rf 0.68
(stunauerar-tonan, 2:1). MK-cnektp, v, en™: 1077 (C-O-C); 1602 (C=C
apom); 1654 (C=0); 3251 (NH). Cnextp SIMP *H, m.x., I'y: 1.28 (c, 3H,
CHgs trm), 1.35 (c, 3H, CH3 Trm), 1.36-1.48 (M, 2H, muxnonenTan), 1.58-1.76
(M, 4H, CHouuconenrans CHaorn), 1.79-1.95 (M, 2H, nukmonenran), 2.08-2.29
(M, 2H, mukionenran), 2.75 (¢, 2H, C6H,), 2.76 (1, 1H, J=12.6, Trm), 2.96
(muor, 1H, J=18.3, 12.1, 6.1, trm), 3.72 (at, 1H, J=12.1, 2.3, trn), 3.83 (mun,
1H, J=12.1, 6.1, 1.7, tr1), 4.12 (a, 1H, J=15.3, S-CH;), 4.17 (a, 1H, J=15.3,
S-CHy), 4.64 (mw.c., 1H, tro), 6.97-7.11 (M, 3H, apom.), 7.18-7.29 (m, 3H,
apom.), 7.57-7.64 (m, 2H, apom.), 8.03-8.09 (M, 1H, apom.), 10.14 (c, 1H,
NH). Crextp SIMP 2°C, 8, m.a.: 21.3 (CHsm), 25.3 (CHawunonenran), 25.3
(CquHKJ'IOITeHTaH)l 276 (CHzTT‘l'l)! 311 (CH3TFH)| 351 (CH2unKnoneHTaH)1 353
(CHamucnonenran), 36.9 (S-CHy), 37.6 (CHyypy), 42.1 (C6Hy), 43.2 (C5), 55.3
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(CHym), 60.3 (CHapy), 71.8 (Cim), 118.9 (2XCHypon), 122.4 (C4,), 122.7
(CHappow), 1252 (CHgpow), 126.1 (CHgpow), 127.1 (CHgpon), 128.0
(2%CHypon)s 129.2 (CHupow), 1318 (Capon), 1362 (Capon)s 138.7 (Copons)
150.4 (C10y), 157.6 (C2), 160.7 (C4), 164.2 (S-CH,-C(0O)). Haiineno, %: C
70.38; H 6.63; N 7.84; S 6.22. C3;H35N303S. Boruucneno, %: C 70.29; H
6.66; N 7.93; S 6.05.
2-{[-(2,2-IumeTnarerparugpo-2H-nupan-4-ui)-4-oxco-4,6-
auruapo-3H-cimpo[6enso[h]xunazonuu-5,1"-uuKknonentan|-2-ui]Tuo}-
N-(m-tosmn)aneramua (16). Beixon 1.5 2 (55%), 1. ur. 198-199°C, Rf 0.70
(stunauerar-uonan, 2:1). UK-cnektp, v, e 1079 (C-O-C); 1604 (C=C
apom); 1664 (C=0); 3293 (NH). Crektp IMP *H, m.x., Iy: 1.27 (c, 3H,
CHg3 trm), 1.34 (c, 3H, CH3 Trm), 1.35-1.48 (M, 2H, muxnonenTan), 1.57-1.75
(M, 4H, CHoynonerrans CHorrn), 1.77-1.93 (M, 2H, mukmnonenran), 2.07-2.29
(M, 2H, uukmnonenran), 2.30 (c, 3H, CHs-Ph), 2.75 (c, 2H, C6Hy), 2.75 (T,
1H, J=12.6, Trm), 2.96 (axr, 1H, J=18.3, 12.1, 6.1, Trm), 3.71 (ar, 1H,
J=12.1, 2.3, trm), 3.82 (muu, 1H, J=12.1, 6.1, 1.7, trn), 4.08 (a1, 1H, J=15.3,
S-CHy), 4.14 (n, 1H, J=15.3, S-CH,), 4.62 (u.c., 1H, trm), 7.00-7.11 (M, 4H,
apom.), 7.18-7.26 (M, 1H, apom.), 7.43-7.49 (M, 2H, apom.), 8.03-8.09 (M,
1H, apom.), 10.03 (c, 1H, NH). Crextp SIMP °C, §, m.x.: 20.3 (CHs-Ph),
21.3 (CH3TFH)’ 253 (CHZUMKJloneHTaH)l 25.4 (CH2um<n0neuTaﬂ)n 27.6 (CHZTrn)v 311
(CH3TFH)1 351 (CH2L1m<noneHTaH)y 353 (CHZHHKHOHeHTaH)! 369 (S'CH2)1 376
(CHaypm), 42.1 (C6H,), 43.2 (C5), 55.2 (CHywy), 60.3 (CHau), 71.8 (Cirw),
118.9 (2xCHapon), 122.3 (C4,), 125.3 (CHupon), 126.1 (CHgpon), 127.1
(CHapow), 128.5 (2xCHgpoun.), 129.3 (CHapou), 131.6 (Capon.), 131.8 (Capon),
136.2 (Capon.), 136.2 (Capon), 150.4 (C10p), 157.6 (C2), 160.7 (C4), 164.0 (S-
CH,-C(0)). Haiineno,%: C 70.81; H 6.68; N 7.87; S 6.05. C3H37N303S.
Brrancieno,%: C 70.69; H 6.86; N 7.73; S 5.90.
2-T'uapazunnia-3-(2,2-numernarerparuapo-2H-nupau-4-um)-3H-
cnupo[6enso[h]|xunazonaun-5,1"-unkiaonenran]-4(6H)-on  (17). Cwmecs
2.0 2 (005 mons) 2-tnokcobenso[h]xunazonuua 4 u 100 mz ruapaTa ruapa-
3MHA KHISTAT C OOPAaTHBIM XOJIOMMJIBHUKOM 3 u. PeaklMOHHYI0 CMeCh OX-
JaXIA0T ¥ 100aBIsA0T K Hemy 80 mz nensHON Bozbl. BeinmaBmme kpucrai-
JIbI OTWIBTPOBBIBAIOT U TIEPEKPUCTAILTU30BBIBAIOT U3 OyTaHona. [Tomydator
1.42 2 (72%) runpasuna 17, 1. wi. 196-197°C, R¢ 0.38 (stmmanerar-6eH3om,
1:1). VK criextp: v, em™: 1081 (C-O-C); 1604 (C=C Ap); 1635 (C=N); 1659
(C=0); 3330 (NHNH,). Criextp SIMP *H, m.1.: 21 (¢, 3H, CH3 trm), 1.29 (c,
3H, CH3 trm), 1.30-1.43 (M, 3H, CHauynonesrans CHrrn), 1.48-1.75 (m, 3H,
CHacnonenrans CHrrn)y 1.76-1.93 (M, 2H, nuknonenran), 2.07-2.29 (M, 2H,
uukionentan), 2.73 (¢, 2H, CgHy), 2.73-2.85 (m, 2H, trm), 3.64-3.80 (M, 2H,
tri), 4.20-5.20 (m.c., 2H, NHy), 4.44 (M, 1H, 1rm),7.05-7.10 (M, 1H, apom.),
7.18-7.27 (m, 2H, apom.), 7.90-8.60 (mr.c., 1H, NH), 8.05-8.12 (M, 1H,
apom.). Criextp SIMP 13C, o, m.a.: 21.7 (CHsyry), 25.3 (CHowugnonenran), 25.4
(CHZLIHKJ'IOHCHTHH)i 276 (CHZTFH)I 313 (CH3TFH)’ 354 (CHZHHKHOHeHTaH)1 354
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(CHawxnonenran), 41.7 (CHayy), 42.0 (C6H,), 43.5 (C5), 47.3 (CH,y), 60.0
(CHam), 72.0 (Cym), 124.9 (CHypow), 125.3 (C4,), 126.0 (CHypow), 127.1
(CHapow), 129.3 (CHapon), 132.1 (Cupon), 136.1 (Cypon), 145.8 (C2), 151.8
(C10y), 158.7 (C4). Haiineno,%: C 69.89; H 7.83; N 14.38. Cy3H3N,O..
Brruncieno,%: C 70.02; H 7.66; N 14.20.
3-(2,2-IumeTuarerparuapo-2H-nupan-4-un)-3H-
cnupo[6en3o[h|xunazonun-5,1"-unkiaonenran]-4(6H)-on  (18). Cwmecs
1.97 2 (0.005 mons) rugpasuna 17, 0.1 2 (0.002 mons) enxoro xamu, u 30 mu
90% »Tanona KUMIATAT ¢ 0OpaTHEIM XonoawibHUKOM 10 u. Tlocne ynanenus
PacTBOPUTEIII OCTATOK MEPEKPUCTAIUIM30BBIBAIOT M3 OyraHoja. [loaydaroT
1.3 2 (71%) 18, . mn.155-157°C, Rf 0.80 (3tmnanerar-6ensoun, 1:1). UK
criektp: v, cm - 1076 (C-O-C); 1606 (C=C Ap); 1666 (C=0). Crextp SIMP
1H, m.a., [y: 1.26 (c, 3H, CH3 trm), 1.35 (¢, 3H, CH3 trm), 1.38-1.49 (M, 2H,
muktonentan), 1.63-2.05 (M, 8H, 2XCHayuonerrans 2XCHorm), 2.14-2.31 (M,
2H, muknonenran), 2.80 (¢, 2H, C6Hy), 3.79 (ar, 1H, J=12.1, 2.3, Trm), 3.85
(mom, 1H,J=12.1, 6.1, 1.7, trm), 5.03 (tT, 1H, J=12.6, 4.0, Trm), 7.09-7.14 (Mm,
1H, apom.), 7.21-7.31 (m, 2H, apom.), 8.01-8.06 (m, 1H, apom.), 8.31 (c, 1H,
C2H). Crextp SIMP °C, §, m.1.: 21.3 (CHap), 25.3 (CHawusnonenran), 25.4
(CHZunKnoneHTaH)a 31.0 (CH3TFH)I 311 (CH2TFH)I 35.2 (CHZunKnoneHTau)v 35.3
(CHauunonerrran)s 37.1 (CHaypy), 42.6 (C6Hy), 43.1 (C5), 49.6 (CH,y), 60.1
(CHarm), 71.7 (Ciw), 116.7 (C4,), 124.7 (CHapow), 125.6 (CHypon), 126.9
(CHapon), 128.7 (CHapow), 132.8 (Cypon), 136.5 (Cypon), 150.6 (C2), 154.2
(C10y), 161.7 (C4). Haiineno,%: C 75.68, H 7.90, N 7.52. C,3H2sN,0,. Bri-
gucneno,%: C 75.79; H 7.74; N 7.69.
4-(2,2-Iumernarerparuapo-2H-nupan-4-uin)-4H-cnupo[oen-
30[h][1,2,4] Tpna3o.o[4,3-a]xunazonuu-6,1"-uukiaonenran]-5(7H)-on
(19). Cmechb 1.97 2 (0.005 mons) rtuapasuna 17 u 25 ma stunoBoro 3dupa
OPTOMYPAaBbUHOW KHCIIOTBI KHIIATAT C 00OpAaTHBIM XOJIOAWIBHUKOM 15 u. ITo-
clie yIaJeHHUs PacTBOPHUTENS OCTATOK MEPEKPUCTAUIN30BLIBAIOT U3 OyTaHO-
na. IMomygaror 1.0 2 (50%) 19, T. mr. 220-2210°C, Rf 0.45 (3tmmanerar-
6enson, 1:1). MK cnextp: v, em™ 1080 (C-O-C); 1617 (C=C Ap); 1654
(C=0). Cnextp AMP H, m.1., I'y: 1.27 (¢, 3H, CH; trm), 1.37 (¢, 3H, CHs,
tri), 1.38-1.45 (M, 2H, nuknonenTan), 1.51-1.64 (m, 2H, trm), 1.65-1.78 (M,
2H, nwuknonentan), 1. 83-1.98 (M, 2H, nukmonentan), 2.07-2.20 (M, 2H,
muKJonenTan), 2.76 (tr, 1H, J=12.6, trm), 2.82 (¢, 2H, C7H,), 2.93 (aar, 1H,
J=18.3, 12.1, 6.1, trm), 3.78 (ar, 1H, J=12.1, 2.3, Tro), 3.85 (mmm, 1H,
J=12.1, 6.1, 1.7, trom), 5.41 (rt, 1H, J=12.6, 4.0, tro), 7.30-7.35 (M, 1H,
apom.), 7.39-7.50 (M, 2H, apom.), 7.83-7.88 (M, 1H, apom.), 8.98 (c, 1H,
C1H). Crextp SIMP C, 8, M. 21.5 (CHsry), 25.5 (2XCHauucsonenran)s 27.5
(CH2TI‘H)1 312 (CH3TFH)1 345 (CHZHHKHOHeHTaH)I 345 (CH2unKnoneHTaH)1 374
(CHy.m), 42.2 (C7H,), 43.8 (C6), 48.8 (CH,y), 60.1 (CHypy), 71.8 (Cir),
122.8 (C5,), 124.3 (CHapow), 125.5 (Capou.), 126.8 (CHapon), 128.4 (CHapon),
130.5 (CHgpou.), 134.8 (Cypon), 136.4 (C1), 136.9 (C11y), 147.6 (C3,), 157.5
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(C5). Haiineno,%: C 71.41; H 7.14; N 13.67. Cy4H,sN4O,. Beruncieno,%: C
71.26; H 6.98; N 13.85.

4-(2,2-IumeTuarerparuapo-2H-nupan-4-nn)-1-mepkanro-4H-
cnupo[6en3o[h][1,2,4]Tpna3oso|4,3-a]xuna3zonun-6,1"-mukaoneHran]-
5(7H)-on (20). Cmech 1.97 2 (0.005 mons) ruapasuna 17, 10 ma cepoyrie-
pona u 10 Mz MUpUAMHA KUISITAT ¢ OOPATHBIM XOJIOJUJIBHUKOM B TEYCHHE
15 u. paz6asnsor 30 mz Boxbl M noakUcisOT 10% coyisiHOM KUCIOTOM 10
KHCIION peakiuu (yHUBepcaidbHas WHAMKaTOpHas Oymara). BeimaBmmii oca-
JI0K OT()UIBTPOBBIBAIOT, MPOMBIBAIOT BOJOHM M MEPEKPUCTAIUIN30BBIBAIOT M3
oyranona. ITomyuaror 2.0 2 (92%) 20, 1. 1. >250°C, R 0.73 (stmnanerat-
6enson, 1:1. UK cmektp: v, e’ 1084 (C-O-C); 1600 (C=C Ap); 1633
(C=N); 1658 (C=0); 3458 (NH). Cnekrp SIMP 'H, m.x., I'y: 1.24 (c, 3H,
CHj, trm), 1.30-2.20 (M, 10H, 4XCHayuxnonesrrans CHarrm), 1.32 (¢, 3H, CHg,
tri), 2.51-3.02 (m, 4H, CHyy, C7Hy), 3.72 (ar, 1H, J=12.1, 2.3, trn), 3.81
(mmm, 1H, J=12.1, 6.1, 1.7, Trmn), 5.17 (tT, 1H, J=12.6, 4.0, Trm), 7.13-7.22 (™,
2H, apom.), 7.28-7.35 (m, 1H, apom.), 7.52-7.57 (m, 1H, apom.), 13.84 (c,
1H, SH). Crextp IMP 2C, §, m.1.: 21.4 (CHapr), 25.5 (2XCHommcronerran)
27.3 (CHZTFH)’ 31.2 (CH3Trr1)l 34.3 (CH2um<noneHTaH)l 34.3 (CHZunKnoneuTau)v 37.2
(CHaypy), 42.4 (C7H,), 44.7 (C6), 48.8 (CH,py), 60.1 (CHaur), 71.8 (Cirw),
123.7 (CHapow.), 124.5 (C5,), 126.6 (CHapon), 128.3 (Capon), 129.2 (CHapon),
129.6 (CHapow.), 134.9 (Cypou), 139.5 (C11y), 144.9 (C3,), 157.2 (C1), 161.8
(C5). Haiimeno,%: C 66.19; H 6.63; N 12.65; S 7.52. Cy4H2sN,0O,S.
Brramcneno, %: C 66.03; H 6.46; N 12.83; S 7.34.

3-(2,2-+pUGE-PLSESLUNDPYLN-2H-NP U L-4-PL)-2-@-PO-LUN-2,3-
2+pNPECN-TH-UNPLA[RAEL2A[h][ P LU2NLPL-5,1-3hULNNELSUL]-4(6H)-
Nuh UPLEEQL BU PNIVULUAFULELL

U b. UELYNUBUL, U. N. QULLPEL3UTYL, U. U. UTU3UL,
fu. U. SUUNL3UL L 0- U. UNFYUU3EL

Epy 4-undpiin-1"H-wgppn gplynuyblunute1,2 i fuyis] -3~ juppopufyunnp - finfuug-
ligrefFyuits JEY by 4-pynfdfimngfuimnnn-2,2-gflFhpnbnpudpppn-2H-wppabf - e
dyuslpfby & 3-(3-(2,2-ypudbofF pymtiinpuus S poypn-2H-uypppuasts-d-y)-2-[Fropun-2,3- i/ frryprm-1 H-
uLliﬁpn[Fliiuln[h][u[ﬂuulln[ﬁil-5,1’-5[1[[[null?iluuuil]-4(6l—1)-nil[1 u[ﬂl[}[nlﬁ JIF[JHIZ_.' ll‘lipzﬁilu
snwppbp Quinncgws ply wylfySuynglisfupinpn wyhfyughlyng wngyly B 2-uyphfyfdfomb-
quilpusgfws  3-(2,2-pfullef3 bl frppn-2H-uyppruste-4-fyy)-3H-uyfipn| plitign[h] fup g n-
10,1 -gplymy bt [-4(6H)-nihibp: 2-1fopunpkign[h] fupfugnfip spnfuwpldby £ 2-
S pglrtafoy=3-(3-(2,2-frl b fpymbrunpuns & fripgrin-2 H-pfyprusti-4-fy)-3H-wag oo [ plitsgn [ 1 fufr-
Ty is=-5,1"gfplynylitnusts]-4(6H)-nbafr, npp Spudpp Uhipluyne fFyudp bufuplby § &
abimypp’  wnwughbyn - 3-(2,2-qfulbdfynbnpud fugpn-2 H-wfpi-4-)-3H-usppn| phi-
gl 1] fufiousgryfri-5,1 g ply g bt ] -4(6H)-nt: bylbyny Sfrgpusgfrionpbivgn[h] fuffosgnyf-
ipy  ufbfFbgly b 4 (2, 2-gpid bt b puypn-2H-uppuie-d-py) -2 H-uughpn| phi-
Lln[h][l ,2,4]m[1[1w11n[n[4,3—a][u[1 —ilqul[lfl—ﬁ,l '-yﬁlunuiliiluuuil]-f)'(7H)-nf;f:li[r.' NMevncdiiw-
uppifby § wfifFhgus dpugnfFyniibikpl Suljpdnlimudfilio pufipuquyfils wilyfifnyncip:
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SYNTHESIS AND CONVERSIONS OF 3-(2,2-DIMETHYLTETRAHYDRO-2H-
PYRAN-4-YL)-2-THIOXO-2,3-DIHYDRO-1H-
SPIRO[BENZO[h]QUINAZOLINE-5,1'-CYCLOPENTANE]-4(6H)-ONE

A. 1. MARKOSYAN, S. H. GABRIELYAN, S. S. MAMYAN,
Kh. S. HAKOPYAN and R. S. SUKASYAN

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

Ethyl  4'-amino-1'H-spiro[cyclopentane-1,2'-naphthalene]-3'-carboxylate] ~ was
reacted with 4-isothiocyanato-2,2-dimethyltetrahydro-2H-pyran and the resulting ethyl
4'-[3-(2,2-dimethyltetra-hydro-2H-pyran-4-yl)thioureido]-1'H-spiro[cyclopentane-1,2'-
naphthalene]-3'-carboxylate without isolation from the reaction medium was cyclized in
3-(2,2-dimethyltetrahydro-2H-pyran-4-yl)-2-thioxo-2,3-dihydro-1H-spiro[benzo[h]qui-
nazoline-5,1'-cyclopentan]-4(6H)-one. The latter, in the presence of potassium
hydroxide, was reacted with alkylhalides of various structures, which led to the
production of 2-thiosubstituted 3-(2,2-dimethyltetrahydro-2H-pyran-4-yl)-3H-spiro[ben-
zo[h]quinazoline-5,1'-cyclopentane]-4(6H)-ones.  2-Thioxobenzo[h]quinazoline  in
hydrate hydrazine medium was converted to 2-hydrazinyl-3-(2,2-dimethyltetrahydro-
2H-pyran-4-yl)-3H-spiro[benzo[h]quina-zoline-5,1'-cyclopentane]-4(6H)-one. The
latter, in the presence of alkali, was exposed to spontaneous splitting (hydrazinolysis)
and formed 3-(2,2-dimethyltetrahydro-2H-pyran-4-yl)-3H-spiro[benzo[h]quinazoline-
5,1'-cyclopentane]-4(6H)-one. By ccondensation of 2-hydrazinobenzo[h]- quinazoline
with ethyl orthoformic acid and carbon disulfide, 4-(2,2-dimethyltetrahydro-2H-pyran-
4-yl)-4H-spiro[benzo[h][1,2,4]triazolo[4,3-a]quinazoline-6,1'-cyclopentane]-5(7H)-one
and 4-(2,2-dimethyltetrahydro-2H-pyran-4-yl)-1-mercapto-4H-spiro[benzo[h][1,2,4]tri-
azolo[4,3-a]quinazoline-6,1'-cyclopentane]-5(7H)-one were synthesized respectively.
The effect of some compounds on the antimonoamine oxidase activity in vitro was
studied. Some compounds showed weak to moderate activity under experimental
conditions.

JIMTEPATYPA

[1] Ebied M.Y., Zaghary W.A., Aminl K.M., Hammad Sh.F. // J. Adv. Pharm. Res., 2017,
v. 1(4), p. 216.

[2] zhao F., Jia X., Zhao P, Li, J., Huang J., Li H., Li L. // Molecules, 2017, v. 22, p. 1503.

[3] Malinowski Z., Fornal E., Warpas A., Nowak M. // Monatsh. Chem.,
2018, v. 149, Issue 11, p. 1999.

[4] Wu L., Liu Y., Li Y. // Molecules, 2018, v. 23, p. 2330.

[5] Nowak M., Fornal E., Kontek R., Sroczynski D., Jozwiak A., Augustowska E., Warpas A.,
Adamczyk M., Malinowski Z. // Arkivoc, 2018, part vii, 0-0 Free Int. J. Org. Chem. Published
on line 10-13-2018.

[6] Keshari A.K., Singh A.K., Raj V., Rai A., Trivedi P., Ghosh B., Kumar U., Rawat A., Kumar
D., Saha S. // Drug Des. Devel. Ther., 2017, v. 11, p. 1623.

[7] ShafiS.S., Kumar S.S. // Int. J. Chem. Tech. Res. (USA), 2015, v. 8 (1), p. 164.

[8] Gupta R., Chaudhary R.P. // Phosphorus, Sulfur Silicon Relat. Elem., 2012, v. 187 (6),
p. 735.

[9] Chidananda N., Poojary B., Sumangala V., Kumari Suchetha N. // Indian J. Heterocycl.
Chem., 2011, v. 20(4), p. 337.

99


mailto:ashot@markosyan.am
https://rd.springer.com/journal/706/149/11/page/1

[10] Maurya H. K., Vema R., Alam S., Pandey Sh., Pathak V., Shama S., Srivastava K. K. Negi
A.S., Gupta A. // Bioorg. Med. Chem. Lett., 2013, v. 23 (21), p. 5844.

[11] Liang J.L., Park S.E., Kwon Y., Jahng Y. // Bioorg. Med. Chem., 2012, v. 20(16), p. 4962.

[12] Ohtomo H., Tagata T., Sasaki K., Hirota T., Okuda K. // Tetrahedron, 2007, v. 63 (51),
p. 12541.

[13] Sati N., Kumar S., Rawat M.S.M. // Indian J. Pharm. Sci., 2009, v. 71 (5), p. 572.

[14] Brullo C., Rocca M., Fossa P., Cichero E., Barocelli E., Ballabeni V., Flammini L., Giorgio
C., Saccani F., Domenichini G., Brono O. // Bioorg. Med. Chem. Lett., 2012, v. 22 (2),
p. 1125.

[15] Sahoo M., Jena L., Daf S., Kumar S. // Genomics Inform., 2016, v. 14(3), p. 104.

[16] Maprocan A.U., Tabpuensn C.A., Apcensn @.I., Cyxacan P.C., Capxucan U.C. I/ Xum.-
dbapm. x., 2010, T.44, Neg, c. 7.

[17] F'abpuensn C.A., Maprocsan A.H., Cyxacan P.C. Il Xum.-papm. k., 2014, 1. 48, Ne5, c. 103.

[18] Maprocan A.H., T'abpuensn C.A., Apcensn @.I., Cykacan P.C. Il Xum.-papm. x., 2014,
T. 48, Ne12, c. 15.

[19] I'pucopsn H.II1., Maprocsan A.H., I pucopsn A.C., Cmenansan I' A., Cyrkacsan P.C., [Taponuxsn
P.I". /] Xum.-papm. k., 2017, 1. 51, Nel12, ¢. 11.

[20] Markosyan A 1., Gabrielyan S.H., Mamyan S.S., Shirinyan V.Z., Arsenyan F.H., Avakimyan
J.A., Stepanyan H.M. // Electronic J. Nat. Sci. NAS RA. 2020, v. 34, Issue 1, p. 28.

[21] Markosyan A.l., Hakopyan Kh.S., Gabrielyan S.H., Mamyan S.S., Ayvazyan A.G., Arsenyan
F.H., Muradyan R.E. // Electronic J. Nat. Sci. NAS RA. 2018, v. 30, Issue 2, p. 39.

[22] Markosyan A.l., Hayrapetyan K.K., Gabrielyan S.H., Mamyan S.S., Arsenayn F.H.,
Avakimyam J.A., Muradyan R.E. // Chem. J. Armenia, 2018, v. 71, Ne3, p. 368.

[23] Markosyan A.l., Hakopyan Kh.S., Ayvazyan A.S., Mamyan S.S., Ayvazyan A.G., Tamazyan
R.A., Arsenyan F H., Stepanyan H.M. // Chem. J. Armenia, 2018, v. 71, Ne4, p. 5968.

[24] Markosyan A.l., Ayvazyan A.S., Gabrielyan S.H., Mamyan S.S. // Chem J. Armenia, 2019,
V. 72, Ned, p. 469.

[25] Mapxocsan A. 1., Atisaszan A.C., T'abpuensn C.A., Mamsn C.C., Apcensn @.I"., Mypaosn P.E.,
Asaxumsan [Jic.A. Il Xum.-dpapm. k., 2020, v. 54, Ne5, c. 21.

[26] Markosyan A.l., Ayvazyan A.S., Gabrielyan S.H., Makaryan G.M., Mamyan S.S. // Electronic
J. Nat. Sci. NAS RA, 2020, v. 34, Nel, p. 22.

[27] Mapxocan A. 1., Kyposn P.A., Quiansn C.B. // XT'C, 1998, Ne6, c. 820.

[28] Cogpwuna 3.11., Ceipkun A.B. DKcriepuMeHTaNbHAsT OIIEHKA TPOTHBOOIYXOJIEBBIX BEIIECTB B
CCCP u CIIIA, M., Meaununa, 1980.

[29] Cmeghanosa A.B. JloknuHu4YecKue UCCICAOBAHUS JIEKaPCTBEHHBIX CPEICTB (METOANYECKUE
pexomennanun), Kues, 2002.

100



