2U8UUSULP ZULMUMESNREBUL 2PSNRE3NRLLED
UQaushu UUUEURU

HAITMOHAJIBHAA AKAJIEMUA HAVK PECITYBJIMKHA
APMEHUA

Zuywunwtih phthwljuwh hwinbu 63, Ne2, 2010 Xumudeckuii xypHaa ApMeHUH

KPATKHE COOBIIEHWA

VK 547.816+822.2

CHUHTE3 HOBBIX KOHJEHCHPOBAHHBIX 3-AMUHOITUPA30.IO-
[3,4-b]IMPUIMHOB

B.B. JABAEBA u A. C. HOPABSAH

Hay4Ho-TeXHOIOrMYeCKHil LIeHTPp OPraHUYeCKOi U dhapMalleBTUIeCKOH XUMUK
HAH Pecmy6nuku ApmeHus
WHucTuTyT TOHKO# opranndeckoi xumuu uM. A. JI. MEmpK0AHA
Apwmenus, 0014, Epesan, np. Azaryras, 26
E-mail: noravyan@mail.ru

IToctymuio 11 VI 2009

Ha ocHoBe 7,7-gumerni-2-xmopo-3-muaHo-7,8-gurugpo-5H-nupano(ruonupaso)[4,3-blnupuansos u 6,7,7-rpume-
THJI-2-XJI0pO-3-11aHo-5,6,7,8-rerparuzpo[ 1,6 |HagTrpuanHa CHUHTE3UPOBAaHBI HOBBIE 3-aMHHOIMPas30so[3,4-blmupuanmsr,

KOHZEHCHPOBaHHbBIE C TETPArUAPONNPAHOBBIM (TI/IOHI/IPBHOBLIM) Y IMUIIEPUANHOBBIM KOJIbLIAMH.

Bubn. cepuiok 3.

Panee Hamu GBLIO COOOLIEHO, YTO KOHIEHCHPOBAHHBIE IPOM3BOLHBIE HAQTUPULUHOB U
VX aHAJIOTOB TPOABJIAIOT LeHHbIe GHoIoTnYecKue couctsa [1,2].

Llesbi0 HACTOSIIETO MCCIELOBAHUSA ABJISAICA CUHTE3 HOBBIX KOHIEHCUPOBAHHBIX 6,6-7113a-
MeLIEeHHBIX 3-aMUHONKPa30io[3,4-b|IupraiHOB, KOHAEHCHPOBAaHHBIX C TETPArUPONUPAaHO-
BBIM (THONIMPAHOBBIM) U MHUIIEPUANHOBBIM KOJIBIAMHY, U U3ydeHNEe UX OMOJIOTMIeCKON aKTHB-
HOCTH.

[lns aTOTO 2-X7IOPIPOM3BOSHbIE KOHIEHCHPOBAaHHbIX MUPUANHOB la-c [3] GbLu BBeEHBI
BO B3aMMOZENCTBYE C IMPAaTOM TIHPasyHa, a IONyIeHHbIe B Pe3yJIbTaTe BHYTPUMOIEKYJIIIP-
HOM UMKJIM3ALUK aMHHOIUPA30Jibl 2a-C 06paboTKOM 3GUPHBIM PACTBOPOM XJIOPHCTOTO BOZO-
POZa IepeBeieHsl B TUAPOXIOPHUAEL 3a-C.
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1,2a: X=0; b: X=S; c: X=N-CHs; 3a: X=0, n=1; b: X=S, n=1; ¢: N-CH3s, n=2;

WccnenoBanme GHOIOrMYecKO aKTUBHOCTH CHHTE3HPOBAHHBIX COEAMHEHHI II0Ka3alo
HaJIHM4¥e JIMWG c1aboi KOpOHApOpacIIUpSIome aKkTUBHOCTH Y coelMHeHU# 2a u 3a, ocTaib-
HbIe CHHTE3UPOBAHHBIE BElleCTBA ITOJIHOCTHIO JTUIIEHEI ee.

OKcIlepMMeHTaIbHAA 9acTh

WK-cnexrtpsr cuarer Ha mpubope «UR-20» B BazenunoBom macie, IMP! H-criextpsr ( Ha
«Mercury 300» 8 IMCO-ds. Macc-criexktpsr momyduensl Ha nmpubope «MX-1320» ¢ cucremoit
mpsMoro BBoza obpasia B ucrouyHuk noHoB. TCX mposezena Ha mnactuHKax «Sulifol UV-254»
B CHCTeMax MeTaHOJI-dTwianerar, 1:5 (2a, b); nupugun—meranosn, 1:2 (2c), mposBUTeIb — Iaphl
woma.

OO6masn MeTopuka moxydeHus coegunenuii 2a-c. K pacrsopy 0.01 aozg coegunennii la-c
B 10 27 abGCOTIOTHOTO STHUIOBOTO cIHpTa mpubasiaior npu nepemenrnsanuu 1.0 r(0.02 ao.9)
85% ruppaTa ruzpasuHa ¥ HarpeBaloOT Ha KUIsinell BoAsHON GaHe 3 . BrlmaBine KpuCTasIIbl
0TGUIBTPOBBIBAIOT, IPOMBIBAIOT BOJOM, STHIOBBIM CIIMPTOM U BBICYLINBAIOT, IIEPEKPUCTALIN-
30BbIBatoT u3 aTaHona. MK-cuekTpsr, v, em™: 1600, 1630C=C, C=N); 3200-3470 (NH, NH).

3-Amuno-7,7-gumetwii- 7,8-muruapo-5H-mupano[ 3,4-€lmupa3zono[3,4-bjnupunun  (2a).
Boixon 1.72 (78.8 %),r. . 249-250°C, R0.51.Cuextp SIMP'H, 8, m. 1.: 1.20 ¢, 6H, -(CHa).);
2.80 ¢, 2H, 8-CHy); 4.66 ¢, 2H, 5-CH); 5.40 ¢, 2H, NH,); 7.66 ¢, 1H, 4-CH); 9.501. c., 1H,
NH). Macc-criextp, m/z, %: 218 (86) (M), 203 (13), 175 (5), 160 (100), 131 (7), 105 @2,(7),
77 (8), 59 (5)Haiineno, %: C 60.78; H 6.81; N 25.01.;{;4N4O. Briuucneno, %: C 60.53; H
6.47; N 25.67.

3-Amuno-7,7-gumetwii- 7,8-muruapo-5H-ruonupano[ 3,4-elnupazoJio| 3,4-b| nupuaun
(2b). Beixox 2.092 (89.6%),1. ru1. 244-245°C, R0.74.Cnekrp SIMP'H, 8, m.x.: 1.28 ¢, 6H, -
(CHa)2); 2.97 €, 2H, 8-CH); 3.82 ¢, 2H, 5-CH); 5.47 fu.c., 2H, NH,); 7.87 ¢, 1H, CH).Haiine-
Ho, %: C 56.61; H 6.33; N 24.31; S 13.914/14N,S. Beraucneno, %: C 56.42; H 6.01; N 23.92;
S 13.71.
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3-AmMuHo-6,7,7-TpuMeTnimupa3sono[ 3,4-b]-5,6,7,8-rerparuapo[ 1,6]napTupuanu (2¢).
Boixox 2.02 (86.5 %),r. 1. 254-255°C, R.56.Cnextp IMP'H, §, m. . 1.10 €, 6H, -(CHa).);
2.23 ¢, 3H, N-CHy); 2.68 ¢, 2H, 8-CH); 3.65 ¢, 2H, 5-CH); 5.60+ 4.80 u.c., 3H, NH, NH);
7.68 ¢, 1H, 4-CH).Macc-cniektp, m/z, %: 231 (15) (M, 216 (100), 200 (5), 160 (28), 108 (12).
Haiineno, %: C 62.70; H 7.12; N 30.33 4 7Ns. Beruncieno, %: C 62.31; H 7.39; N 30.28.

O0was MeToAMKA MoTy4YeHHs coequHeHuii 3a-c. K pacrsopy 0.01 mozg coenunennii 2a-c
B 70 37 aGCOMIOTHOTO STAaHOIA FOGABIIAIOT IIPY IIepeMelINBaHIY dGUPHEIH PACTBOP XJIOPUCTO-
TO BOZOPOZA O KUCIOHM peakuuu. BrimaBuivie KpucTamisl OTGUIBTPOBBIBAIOT, IIPOMBIBAIOT a6-
COJTIOTHBIM (HPOM U BRICYLIMBAIOT B BAKYYM-DKCHUKATODE.

T'uppoxnopup, 3-amuno-7,7-gumernn-7,8-gurugpo-5H-nupano( 3,4-e]nupasosno|3,4-b]mu-
pumuna (3a). Beixoxm 2.3 r (90.2 %), t. mn 203-205°C. Haiimeno, %: N 21.49; Cl 13.61.
C11H14N4O-HCI. Beruucieno, %: N 22.0; C1 13.91.

T'uppoxnopup 3-amuno-7,7-gumernn-7,8-gurugpo-5H-tuonupano(3,4-eJnupasono-[3,4-
blnupuguna (3b). Berxoz 2.5 r (92.5 %), T. mn. 210-211°C. Haiigeno, %: N 21.0; Cl 13.10; S
11.80. C11H14N4S - HCI. Beruucieno, %: N 20.72; C1 13.12; S 11.89.

T'uppoxnopug, 3-amuHo-6,7,7-TpuMernimupasono|3,4-b]-5,6,7.8-rerparuapo [1,6]uadTu-
pumsuna (3c). Bexom 2.7 r (89.8 %), r. mi. 310°C. Haiizeno, %: N 23.30; Cl 23.61.
C12H17Ns-2HCI. Beraucieno, %: N 23.0; Cl 23.31.

LN 2UUTY8YUO 3-UUPLOANPULNLA[3,4-b] NP ULLECP URLETER

9.9, HWLUEYU 1 U. U. LArudsuy
7,7-"thutphy-2-pinpn-3-ghwtn-7,8-nhhhnpn-5H-whpwin(phnwyhpwin){4,3-bJyhph-
phuutph b 6,7,7-nphubkph)-2-pinpn-3-ghwun-5,6,7,8-nkwnpwhhnpn(1,6]twdphphnhutk-
nh hhtwt Jpu dowljqws tu unp lI-wdhunyhpwqnin(3,4-bJuyhphghtukp, hudwlgdws
nbknpwhpnpnuyhputth(phnwhpuh) b whwybkphghth onuljukph htwn b wnwg]ws tu

upwtg hhnpnpinphnubpp:
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The purpose of the present investigation was thahsgis of new 6,6-disubstituted 3-
aminopyrazolo[3,4-b]pyridines condensed with tegcabpyrane, thiopyrane and piperidine rings.

For that the 2-chlorine derivatives of the conddnsgidines were introduced into interaction
with hydrazine hydrate and as a result of intramabr cyclization were obtained the
corresponding 1-amino-6,6-dimethyl-5,6-dihydro-8f#gno(thiopyrano) [3,4-e]pyrazolo-[3,4-
b]pyridines and 3-amino-6,6,7-trimethylpyrazolofb}5,6,7,8-tetrahydro[1,6]naphthyridine. The
latter were subjected to the action of hydrogeoritié by the ether solution with formation of the
corresponding hydrochlorides.

JIUTEPATYPA

(1] HHaporuraua E.I., Cuparkanga C.H., Hopasaa A.C., Ilapornxaa P.I., /Draragmamge H.A. [/
Xum.-papm. x., 2001, 1. 35, Ne1, c. 9 [Pharm. Chem. J., 2001, v. 35, Ne1, p. 8].

(2] Orasncas AL, Hopasga A.C., /Draragmanga HA., Meruxga 1.1 // Xum.-bapm. x., 2003,
T. 36, N29, c. 8 [Pharm. Chem. J., 2003, v. 37, Nel, p. 13].

(3] Hurocau C.I., /labaepa B.B., Enorgr b./]., Abrapgs 5.A. // Apm. xuMm. k., 1988, 1. 41, Nel1, c.
687.

274



