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HoBuii meroa cuHTE3Y

trerparigpobenzodypol2’,3':4,5][1,2]| niazeninoxinazoniuis,
terparigpobensorieno2’,3":4,5][1,2]niazeninoxinazoninis,
rerparigpoinmgoino|2’,3':4,5][1,2| siazeninoxinazosinis
(IIpedcmasaeno axademivom HAH Yrpainu B. 1. Kyrapem)

Pospobaero apyunuti odnocmaditinut memod curnmesy mempaziopobensogypol2’,3':4,5](1,2]i-
a3entHOTIHA30AIHIB, mempa2i0p06eH30mi6H0[2' ,3’:4,5] [1,2] diaseninozinasoninis, mempaziopo-
indoao[2',3":4,5][1,2] diaseninoxinasoninis, sacwosanuli na peaxyii 3-amino-2-(3-6enzofb]dy-
puAMEMUA ) TiHa3000H-4 (3H )-ony,  3-amino-2-(3-6ensofblmiecniamemun)rinasonin-4(3H)-ony,
3-amiro-2- (3-indoniamemuan)rinazonin-4 (SH)-ony 3 aavdezidamu 6 kucaomy cepedosuisi.

[Moxinui 2,3-6eH30/1ia3€11iHy — HEPCIEKTUBHI BUXIIHI CIOJIYKU, 3aBISAKUA SKUM MOXKHA OTPUMa-
TH CydJacCHI IpenapaTu JJisi JiKyBaHHS HelipojaereHepatuBaux posiauis [THC, Bxirouatoun XBo-
pobu Ilapkincona rta Agbureiimepa [1]. TerepokonsencoBani 1,2-miazeninu, Ha BiaMiHy Big ix
OeH30aHAJIOTB, € PAPUTETHUMHU CIIOJIyKaMU; B JITepaTypi 3a3HAYEHO KiJIbKa MOCUIAHb Ha 1X CHH-
re3 [2-5|. Tak, 3H-[1,2|xiazenino|5,6-b|inaoim orpumano rukIizanieo erunosoro edipy 2-dop-
Mij(arermn)ingouin-2-orrosol kucsaotu rigpasunrigparom [1-3]. 5H-Bensotrieno|2,3-e|niazeninn
BIepIie OyJi OTpUMaHi perukiizanieo 1,3-usamimennx coseit 6enzorieno|2,3-c|uipuiito rigpa-
sunrizparom |[5].

Hamwu pozpob.ieno HOBHUiT MeTO CUHTE3Y IIOJIINeTEePOIUK/IIYHAX a30TOBMICHUX cucTeM 3 1,2-mi-
azeniHoBUM KijiblleM — Terpariapobenzodypol2’,3':4,5][1,2|niazeninoxinazoninis 4a—c, rerpa-
rizpobensorieno|2’,3":4,5]|1,2] niazeninoxinazoninis ba—c, Terpariapoinmono|2’,3":4,5||1,2] niazeri-
HOXiHA30J1iHIB 6a,b, sikuil rpyHTYeThCs Ha B3aeMojil 3-amino-2-(3-6ensol|b|dypuimvern)xina-
zosin-4(3H)-ony (1), 3-amino-2-(3-6emnso|b|rieninmerwn)xinazonin-4(3H)-ony (2), 3-amino-2-(3-
inromiaverwn)xinazomnin-4(3H)-ony (3) 3 apomarnaHuME, reTepOIUKIIHIMA ab0 astidaTHaHn-
MM aJIbJerifaMu B COJIsHiN ab0 TpudTOPOOITOBiit KHCI0T, TOOTO B yMOBaX, AHAJOTTIHIX PEAKIIT
[Mikre-IlInenrnepa. Buxoau kinnesux npoaykris 4—5 (a—c), 6a,b cranosssite 50-90%. Beranos-
JIEHO, IO PeakIlisd aMiHOCIIOIyK 1—3 3 agidaTuaauMy Ta apOMAaTUIHIME AJIbJIETTaMU 1a€ Kparri
BUXOJIU JIIA3€IiHIB ¥ pa3i BUKOPUCTAHHS COJITHOI KUCJIOTH. AJie Npu peaxifil aMiHOCIIOIYK 3 I1a-
padopMOM y COMSHIT KUCTOTI yTBOPIOBAJIACS 3HAYHA KIJIBbKICTh IMOJIMEPHUX MTPOILYKTIB 1 BUXO/IH
BianoBigENX npoaykTie 4a, Sa me nepesuntysaim 40%. Ilpn Bukopucranui TpudTOPOOITOBOT
KHUCJIOTH BHXOOM IPOLYKTIB 4a, 5a cranosmau 58, 60% BimmosigHo:

O

1: X=0, R,=6-CH,
N 2: X=8, R,=5-CIH,
R,CHO | ' ! ’
2 3: X=NH, R,=H;
HCI N™ o 4: X=0, a: R,=H, b: R,=4-OMeCH,,
abo \ NH c: R,=Pyridyl-3
CF;COOH  R; X 5: X=S, a: Ry=H, b: R,=C,H.,
4a—c, ba—c, 6a,b 2 c: R,=4-Br-Trienyl-2;
6: X=NH, a: R,=C,H,, b: R,=4-Cl-Ph.
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BynoBy rerepokonnencoBanunx miazeninis 4—6 goBeaeno 3a jgonomoroio AMP crekTpockorrii.
Oco6amsicrio crekrpis IMP 'H cronyk 4-6 e xapaxrepni ay6iern CHa-rpymu giaserninoBo-
ro Kinbitst B gt 4,00-4,85 M. 9. 3 KOHCTAHTOIO CHiH-cIiHOBOI B3aemomii 13,2-15,2 T'm, 1o
CBiMUTH IPO HemuIommHNy Oya0By AiaserinoBoro mukiay. B crekrpax IMP 'H crocrepiraers-
cd TOABifiHUI HaAbIp cUTHAJIB yCixX HMPOTOHIB, SKuil BKasye Ha HagBHICTH kondomepis A i B.
3a jaHUMU iHTErpaJibHUX IHTEHCUBHOCTEH, cIiBBijHOIIeHHs: KoHpOpMepiB A i B He piBHOIIH-
He. B inrepBasii Temmneparyp 293-363 K y crekTpax crocrepirarorhCsi 3HAYHI 3MiHU, OB’ si3aHi

3 BHYTPIIIHBOMOJIEKYJISIPHOIO JMHAMIKO0 (nepexin A < B):
(0]

ExcriepumenTtanbaa dactuHa. Crexrpu IMP 'H samumcani ma npmiani Bruker Avance
IT 400 (400 MI'u) — posunanuk DMSO-Dg, BuyTpimmuiit crammapr TMC.

BarajibHa MeTOJUKa OTpUMaHHs TeTparigpobenzodypol2’,3':4,5][1,2]aiazeninoxi-
HazoiHiB 4a—c, Terparigpobenszorieno|2’,3:4,5][1,2]aiazeninoxinazoninis 5a—c, Ter-
parigpoingono|2’,3':4,5][1,2| niazeninoxinazoninis 6a,b. Cymim 1 MMo/Ib BimoBiaHOT ami-
Hocrosyku (1-3) i 1 MMouib KapGOHIIBHOT CHIOJTYKU B 4 MJI COJISIHOT KUCJIOTH TI€PEMIIIyBaJIU [IPU
80-90 °C: 4 rog — mj1g apoOMaTHYHUX aJbIerimip, 6-8 rom — i TeTepOUUK/IIYHIX ajlbIeriIiB
ta 1 rog — gy amidaruaaux ajabaerigiB. s Kpaoro po3unHeHHsT BUXiTHUX CIIOJIYK T0/IaBa-
Ju 1-2 MJ CBI2KOIIEpPErHAHOTO JiOKcaHy. PeakIliiiny CyMiln OXOJI0/I2KyBaJii, PO3BOIMIN BOIOIO it
neiirpaizyBagn 10%-M BOIHEM PO3YMHOM aMiaky [0 CJIAOKOJYZKHOI peakiil. 3aaulnaan CyMilt
Ha 1 roj, moTiM KpucTajau BiadiibTpoOByBau i MPOMUBAIN BOIOIO.

MeTto/uKa OoTpUMAaHHsI CHOJYK 4a, 5a 3 BUKOPUCTAHHAM TPU@TOPOOIITOBOI KUC-
goru. Cywmimr 2,5 MMoJib BianoBigHOl aMminocmoayku 1, 2 1 2,5 MMo/b napadopMy KU sITHIIH
B 4 M1 TpudTOPOOIITOBOI KUCJOTH 7 Toj. PeakmiiiHy cyMill OXOJIO/>KYBaJIu, PO3BOIUIN BOJOO
i mefirpanizysaau 10%-M BOXHEM PO3UYMHOM aMiaky J10 CJIADKOJIY?KHOI peakIlil. 3ajmimaim CyMim
Ha 1 roj, moTiM KpucTajau BiadiabTpoByBau i MPOMUBAIN BOIOIO.

3-Memuan-6,7,9,15-mempazidpobenzodypol2 ,3 :4,5][1,2]diazenino[7,1-b]xinaso-
atm-9-on (4a). Buxin 58%. T.rom. 258 °C (3 JIM®A).

'H amp (m.u., J, T'u): 2,44 (3H, ¢, CH3-3), 3,92 it 4,59 (2H, x, J = 14,8 I'n, CH,-15), 4,20
it 4,50 (2H, n, J = 16,4 T'u, CH9-6), 7,04 (1H, n, J = 8,0 I'n, H-2), 7,17 (1H, ¢, NH), 7,44
(2H, m, H-11, H-4), 7,50 (1H, n, J = 8,0 I'n, H-1), 7,56 (1H, x, J = 8,0 ', H-13), 7,71 (1H,
T, J = 8,0 T'u, H-12), 8,15 (1H, x, J = 8,0 I'u, H-10).

3-Memua-6-(4-memoxcugenia)-6,7,9,15-mempazidpobensopypol2,3 :4,5][1,2]0i-
azenino[7,1-bJrinazonin-9-on (4b). Buxin 68%. T.rou. 207 °C (3 JIM®DA).

'H amp (m.4., J, T'n): 2,40 (3H, ¢, CHs-3), 3,80 (3H, ¢, OCH3s), 4,03 it 4,80 (2H, 1, J =
= 14,8 I'n, CH»-15), 5,35 (1H, ¢, NH), 6,80-7,80 (10H, m, Hapowm), 8,10 (1H, x, J = 7,80 I'n,
H-10).

3-Memua-6-(nipuduna-3)-6,7,9,15-mempaziopobensopypo[2,3 :4,5][1,2]diaseni-
no[7,1-bjxinazonin-9-on (4c). Buxin 80%. T.ron. 223 °C (3 IM®DA).

'H amMmp (M. ., J, T'n): 2,40 (3H, ¢, CH3-3), 4,04 i1 4,85 (2H, xn, J = 15,2 T'u, CH,-15), 5,51
(1H, ¢, CH-6), 7,12-8,76 (11H, m, Hapom).
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2-Memua-6,7,9,15-mempazidpobensomieno[2 ,3 :4,5][1,2]diaseninof7,1-b]zinaso-
atm-9-on (5a). Buxin 60%. T.poskir. > 260 °C (3 IM®DA).

"H AMP (.., J, T): 2,50 (3H, ¢, CH3-2), 3,10 (1H, ym. c. NH it Hy0), 4,49 (4H, yur. c.,
CHa-6 it CHa-15), 7,14 (1H, 1, J = 8,0 Ty, H-3), 7,46 (1H, =, J = 8,0 T, H-11), 7,57 (1H, x,
J = 8,0 I, H-4), 7,66 (1H, x, J = 8,0 [y, H-13), 7,68 (1H, ¢, H-1), 7,73 (1H, 1, J = 8,0 I'n,
H-12), 8,15 (1H, x, J = 8,0 ['u, H-10).

2-Memua-6-nponia-6,7,9,15-mempazidpobensol) ,5 [mieno[2 ,3 :4,5][1,2]diaszeni-
no[7,1-bjrinazonin-9-on (5b). Buxin 88%. T.ron. 178-180 °C (3 CH3COCH3).

'H aMP (m.u., J, I'n): 1,05 (3H, 7, J = 7,2 T'u, CHyCH2CH3), 1,69 (2H, m, CHoCH>CHg),
2,01 (2H, m, CH,CH,CHs), 2,53 (3H, ¢, CHs-2), 4,41 it 4,76 (2H, x, J = 14,4 Ty, CH,-15), 4,53
(1H, m, CH-6), 5,09 (1H, ym. ¢, NH), 7,13 (1H, n, J = 8,0 I'u, H-3), 7,49 (1H, 1, J = 8,0 I'n,
H-11), 7,63 (1H, x, J = 8,0 T, H-4), 7,67 (1H, 1, J = 8,0 T, H-13), 7,72 (1H, ¢, H-1), 7,77
(1H, =, J = 8,0 T'n, H-12), 8,17 (1H, x, J = 8,0 ', H-10).

2-Memua-6-(4-6pomomienin-2)-6,7,9,15-mempazidpobensol} ,5 [mienol2 ,3 :4,5]
[1,2]diazeninof7,1-b[xinazonin-9-on (5¢c). Buxin 65%. T.ron. 223 °C (3 JIM®A + CH3CN).

'H 9MP (.., J, Tn): 2,52 (3H, ¢, CH;-2), 4,42 i 4,70 (2H, x, J = 14,4 T, CHy-15),
6,02(1H, ¢, CH-6), 7,10 (1H, ym. ¢, H-3'), 7,14 (1H, x, J = 8,0 ', H-3), 7,23 (1H, ym. c., NH),
7,33 (1H, ym. ¢, H-5), 7,42 (1H, =, J = 8,0 [y, H-11), 7,58 (2H, 1, J = 8,0 [, H-13, H-4), 7,70
(1H, 1, J = 8,0 [y, H-12), 7,72 (1H, ¢, H-1), 8,08 (1H, 1, J = 8,0 ', H-10).

6-ITponin-6,7,9,15-mempaziopoindonol2 ,8 :4,5][1,2]diaseninol7,1-b]rinazonin-9-
on (6a). Buxing 55%. T.rom. 121-122 °C (3 poski.) (3 CH3COCHjg).

'H AMP (wm.w., J, T): 1,05 (3H, 1, J = 7,2 Ty, CH,CH,CH3), 1,63 (2H, m, CH,CH,CH3),
2,07 (2H, M, CHoCH,CH3), 3,97 it 4,65 (2H, 1, J = 14,0 'y, CHo-15), 4,42 (1H, 1, J = 6,0 I'n,
CH-6), 6,68 (1H, ¢, NH), 6,99 (2H, m, H-2,3-inzgoun), 7,23 (1H, x, J = 8,0 T'u, H-4-iunpom), 7,42
(1H, 1, J = 8,0 I'n, H-11), 7,54 (2H, x, J = 8,0 T'n, H-1, H-13), 7,70 (1H, 1, J = 8,0 [y, H-12),
8,12 (1H, n, J = 8,0 I'm, H-10), 10,82 (1H, ¢, NH-inmou).

6-(4-Xaopogpenin)-6,7,9,15-mempaziopoindonol2,3 :4,5][1,2]diaseninof7,1-b]xi-
nazonin-9-on (6b). Buxin 65%. T.poskr. > 262 °C (3 CH3CN).

'H AMP (w. ., J, Tr): 4,10 it 4,88 (1H, 1, J = 14,0 ', CHy-15), 5,52 (1H, ¢, CH-6), 6,75
(1H, ym. ¢, NH), 7,01 (2H, M, H-2,3-iugom), 7,17 (1H, m, H-4-iamon), 7,44 (1H, 7, J = 8,0 T',
H-11), 7,45 (2H, 1, J = 8,0 P, H-2',6'), 7,53 (2H, 1, J = 8,0 T, H-3',5'), 7,58 (1H, 1, J = 8,0 I’
H-13), 7,63 (1H, s, H-1-imgon), 7,74 (1H, 1, J = 8,0 I'n, H-12), 8,14 (1H, x, J = 7,6 T, H-10),
10,67 (1H, ¢, NH-ingom).
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A. S. Tolkunov, S. Yu. Suikov, S.L. Bogza

A new method of synthesis of
tetrahydrobenzofuro[2’,3":4,5][1,2]-diazepinoquinazolines,
tetrahydrobenzothieno[2’,3":4,5][1,2]diazepinoquinazolines, and
tetrahydroindolo[2’,3":4,5][1,2]diazepinoquinazolines

A convenient one-step method of synthesis of tetrahydrobenzofuro[2',3':4,5][1,2]diazepinoquinazo-
lines, tetrahydrobenzothieno[2’,3":4,5](1,2]diazepinoquinazolines, tetrahydroindolo[2’,3':4,5][1,2]dia-
zepinoquinazolines by the reaction of 3-amino-2-(3-benzo/b[furylmethyl)quinazolin-4(3H)-ones, 3-
amino-2-(3-benzob[thienylmethyl)quinazolin-4 (3H)-ones, ~ 3-amino-2-(3-indolylmethyl)quinazolin-
4(3H)-ones with aldehydes in the acid medium is developed.
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