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Cpenau 4-aMUHONMPA30JIOB BBISABICHBI IMPOU3BOJHBIE C IIUPOKUM CIEKTPOM OHOJIOrHYECKOTO
neiictBus.  JInsg  cuHTe3a  4-aMHUHONMPA30J0B  yIOOHBIMH  MPEIIIECTBEHHUKAMU  SIBIISIOTCS
4HUTPO30MHUPA30JIBI, TOCKOJIBKY BOCCTAHOBJICHHE HHUTPO3OTPYIIEI MOXXHO TIPOBOJHTH B MSTKHUX
YCIIOBUSIX, HE 3aTparuBas MpHu 3TOM IpYruxX (YHKIIMOHAIBHBIX TPYIII B MOJIEKYJIE.

st cuHTe3a 4-HUTPO30-3-TT0IM(TOPATKUI-5-aKII[ (TeT)apuI |Tupa3oiioB S5a-g UCIOIL30BaHO
OJTHOpEaKTOpHOE HUTpo3upoBanue 1,3-nukeToHoB 1b-d wim ux nutHeBbIX coneit 2a-d ¢ mocneayromei
00paboTkoil ruapasuHaMu. BoccTaHOBIEHHE HHUTPO30MPOM3BOIHBIX MO3BOJMIO MOIYYHTH 4-aMUHO-
3monudTOpaIKUIUPa30JIbl B BUIE OCHOBaHui 7a,b,d,e,f,g wim ruapoxnopusos 6 a,b,e,f,j k.
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X =H (1), Li (2), 1-3: R=Ph (a), Thien-2-yl (b), Fur-2-yl (c), Tol (d);
4: R' = H, R=Ph (a), Thien-2-yl (b);
5: R!' = H, R=Ph (a), Thien-2-yl (b), Fur-2-yl (¢), Tol (d); R! = Me, R=Ph (e), Thien-2-yl (f), Fur-2-yl (g)

i: 90 °C (4a) or flash-chromatography (4b)
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iz SnCl,*2H,0, HCl; ii: Na,S,04, H,0; iii: Zn, AcOH; iv: Pd/C, H,, EtOH, 8 Bar,4 h
5,6, 7: R= Ph, R'= H (a), Me (e), C4H,SO,Me-4 (j), CcH,SO,NH,-4 (k);
R = Thien-2-yl, R!= H (b), Me (f); R = Fur-2-yl, R'=Me (2);
R= Tol, R'=Me (d), C;H;SO,NH, (k)

B onbiTax in Vitro orneneHa TyOepkyinocTaTHYeCKas, aHTHOAKTepHalbHas, aHTUMUKOTHYIECKas,
AHTHOKCHUAaHTHAsA, HUTOTOKCUYUCCKAsA aKTUBHOCTH CUHTC3UPOBAHHBIX 4-HI/ITpO30- u 4-aMI/IHOHI/Ipa30JIOB.
Wx aHampreTHyeckas aKkTHBHOCTh M OCTpas TOKCHYHOCTh MPOTECTHPOBAaHA C IMOMOIIbIO N VIVO
OKCIICPUMCHTOB.

Paboma evinonnena npu gpurarncosoii noodepicke epanma PH® 16-13-10255.
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