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Ha Tenepimniii 9ac icHye BenWKa KilbKiCTh NMPOTHTPHOKOBHX 3aco0iB, aie Ciig
3ayBa)KUTH, L0 JOCHUTH YacTO MOCTAa€ MpobiieMa PELMAMBIB IPH JIIKYBaHHI AEPMAaTOMIKO3iB.
Buxozns4u 3 11poro BaXIMBOIO TPOOIEMO0 HUHI € TONTYK HOBHX HPETapariB Ii€l rpynu, ToMy
L[{JIEHANIPABICHUH CHHTE3 MOJICKYJ 3 BHPAKECHOIO MPOTUTPHOKOBOIO MI€I0 € BAXIHBOIO
3a7ay4ero.

3 METOI0 CHHTE3y HOBHMX PEYOBHH 3 NMPOTUTPUOKOBOIO Ji€r0, Hamu Oyna mobynoBaHa
(dokycoBaHa OiOTIOTEKHM CIOMYK 3 3a3HAYCHOK OIOJNOTIYHOI AKTHBHICTIO, VIS I[HOTO
BHKOPHCTAHO CTPATETiio MOETHAHHS B O/IHIM MoJekyii ¢pparMenTiB 6erzodypo|3,2-d]mipumi-
JHMHY 3 IMiJa30JbHUM 3aJIUIIKOM.

T'0JIOBHUM KpHTEpieEM UIS TIOJANBIIOTO CHHTE3Y Ta BUBUCHHS 010JIOTTYHOT aKTUBHOCTI
OyB iHTerpanbHuil NokasHUk «drug-likenessy, skuii BUpakae 3aralbHUil (papMaKoIOTIYHUH
MOTCHIIAJI CHOJIYKH, BHXOJSYM 3 LIbOrO CHHTE30BaHO HAOUIbII HEPCIIEKTHBHI CIIOIYKH.
IIpoBeneHo psin meperBopeHs mis cuHTE3y 3-[2-(1H-imimasosn-2-im)-anxin]-2-Tiokco-2,3-
nurigpo[1]6en3odypo[3,2-d]nipuminun-4(/H)-onie  3{1-10} (cxema 1). KouneHcauiro
eTUIIOBOTO ecTepy 3-izoriomiaHato-1-6enzodypan-2-kap6onoBoi kucimotn 2 3 2-(o,f,o-
aminoankin)imigazonamu 1{1-10} npoBoquiIM MpU KUIT'SITIHHI Y TPOMAHONi-2 B IPUCYTHOCTI
eKkBiBasieHTHOI KinbkocTi 50 % po3unny KOH. YTBOpeHHS NpoayKTiB peakiii KOHTPOIIOBAIH
merozxom THIX.

Cxema 1

R,=H, CH{CH,),, CH,, CH,CH(CH,)., CH{CH, N C;H,), CH,C.H; R,=H, Br; n=0;1,2, 3

CTpyKTYpY OJIepIKAHUX 3-[2-(1H-imina301-2-in)-ankin]-2-Tiokco-2,3-
muriapol 1]6en3odypo[3,2-d]mipmvimun-4( H)-onis 3{1-10} mixrBepmxeno narumu ‘H IMP-
cextpockomnii. B 'H SIMP-cmextpax cromyk 3{1-10} HasBHi cMrHATM MPOTOHIB GeH30-
(ypaHOBOrO KUNBLS Yy BHNIAAI JBOX MAYOJNETHHX CHTHATIB MPOTOHIB B Jiala3oHax
8 7.68 —7.80 m.u. (H-6) Ta 6 7.99 — 8.16 m.u. (H-9) Ta 1BOX TPUILIETHUX CHTHAJIB IPOTOHIB B
niamasonax 8 7.58 — 7.74 m.u. (H-7) ta 8 7.38 — 7.50 m.u. (H-8). Curnanu nporonis CH-rpyn
iMi/1a30JTy 3HAXOIATHCS Y BUTILINI CHHTIIETIB ripu 6 7.10—7.28 m.u. ta 6.80-6.94 m.u. CurHan
npotoHy NH mipuMiIMHOBOro LUKy NpPOSBISETHCS Yy BUIVIAAI YIIMPEHOTO CHHIVIETY IIpU
6 13.76 — 13.88 m.u. Curnan npotony NH iMiga3oiiHOr0 LUKy PEECTPYETHCS Y BUIIAL
yHIpeHoro cuuriery npu 6 13.78 — 14.16 m.u.

CHHTE30BaHO HHU3KY HOBHX MOXIIHHX iMiZa30iy, NEpPCIEKTHBHUX PEYOBHH 3
TIPOTUTPHOKOBOIO AKTHBHICTIO.
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