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5-AMUHO-2-APNJI-1,2,3-TPUA30OJIKAPBOHOBBIE KUCJIOTHI.
CHUHTE3 U ONTUYECKHUE CBOMCTBA*

KawueBble cj10Ba: Tpua3ol, KapOOHOBAs KUCIIOTA, (DIYyOPECIICHIINS, IMHUCCHS,

IIOTJIOIICHUC.

KapOoHOBBIE KUCTOTHI SBISIFOTCS OJTHAM M3 CAMBIX PACIIPOCTPAHESHHBIX KJIACCOB
OpTaHWUYECKUX COCIUHEHWH B TMpHUpoje, Owonoruu, MmeauruHe W Xumuu. OHH
SBJISIFOTCSI BAXKHBIMU OMJIIMHT-0JIOKAMH, KOTOPBIE JIETKO JAIOT TaKUe MPOU3BOJIHBIEC,
Kak dGupbl, amMuabl, THAPA3UAbl, U O0O0pa3yloT pa3IUYHbIE TETEPOIUKIBI C
OTJIMYAIOIIMMHUCS (U3NKO-XUMHUUCCKUMU M OHMOJIOTHYECKMMHU CcBoicTBamu [1-5].
CuHTEeTHYECKHE W TPHUPOAHBIC TETEPOIUKINYSCKUE TPOU3BOJHBIC KapOOHOBBIX
KHCJIOT SIBJISIFOTCS BaYKHBIM KJIACCOM OPTaHUYECKUX COSAMHEHHUH, OCOOCHHO a30JIbI U
a3WHBI, KOTOPHIC WMEIOT MHOTOUYHCIECHHBIE TIPUMEHEHUS B OHOJOTHYECKUX
UCCJIEIOBaHMIX, Menuuae u dapmakonoruu [6, 7]. Cpean 3TUX TETEPOIMKIIOB B
MocjelHee BpeMsl TOMYJISPHBIMH M TPHUBJICKATEIHBIMH  OOBEKTAMH  JUIS
opranudeckoro cuntesa cranu N(1) u N(2)-3amemniennsie-1,2,3-tpua3zosr [8, 9].

Mbl  CHHTE3MpOBAJIM HOBBIE KapOOHOBBIE KHCIOTHI 4a-I THAPOIU30M
COOTBETCTBYIOIIMNX 2-apui-1,2,3-tpuazon-4-HuTpuioB 3a-r. VcxoaHble HUTPUIIBI
MOTYT OBITh TIOJYYCHBI OJHOPEAKTOPHBIM METOJOM II0 CXeMe€ | C BBICOKHMH
Bbixogamu [10]. CTpykTypa MOJy4EHHBIX COCIUHCHHH MOATBEPKICHA KOMILICKCOM

CIICKTPaJIbHBIX MCTOIOB.

. /j)\l\l Ar RS One-pot N{N . Neom . COOH

/©/ N CN HN~R2  Pyridine ©/N‘N/ N: EtOH/H,O N\_/S\N'Ra

R 80°C,2-5h R R®  Reflux R1©/ N TR
1 Cu(OAc), 2 3 4

R' = 4-MeO, H, CI, CF4 NR2R3 = Pyrrolidin-1-yl, Pyperidin-1-yl, Azepan-1-yl,
4-Phenyl-pyperazin-1-yl, NHMe, NH-C¢H44-cyclo
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HoBble mnpousBoanbie 2-apui-1,2,3-TpuazosioB  001aJal0T  SAPKO-CHHEH
(bayopeciieHIel ¢ BLICOKUMU KBAHTOBBIMU BBIXOIaMH, OOJIBIIMME caBUTamMu CTokca
U JUIMTETBHBIM BpemMeHeM ku3Hu. Mx dorodpusznueckune u (PU3MKO-XUMHUUYECKHE
CBOMCTBA 3aBUCST OT CTPYKTYPbI U UyBCTBUTEIbHBI K MUKPOOKPYXEHUIO. TUTpoBaHue
KapOOHOBBIX KHUCJHOT 4 mpu pa3nuuHbix pH mokazano CylIeCTBEHHBbIE pa3iuyus B
KHUCJIOTHBIX CBOWMCTBaxX B PAJY HCCIEIOBAHHBIX COCIUWHEHHM, KOTOPbIE BO MHOI'OM
OTPEICIISUIUCH CTPYKTYPOU 3aMeCTUTENS B MoJokeHuu CS5 TpruazoilbHOro KoJbua. Jiis
KUCIIOT, cofiepkamux mpem-amunorpynmny, pKa=7.65-8.08. C aqpyroii ctopossl, pKa

KHCJIOT, COACPIKAIIMUX BTOPHUYHYIO AJIKHIIAMHUHOIPYIIITY, HAXOAWIINCb B AHUAIIA30HC

3.05-3.52 (pucynok 1).
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Pucynox 1. Cnektpsl duryopecueHiuu (@, C) u rpaduKi 3aBUCUMOCTA UHTEHCUBHOCTH
¢dnyopecuenimu ot pH (b, d) coenunenuii 4
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