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YK 547.771+547.789.3

CUHTES 3-[(AUMETUNAMIHO)AIKIN]-2-(4-NIPA30MNIN)-1,3-TIA30NIANH-4-
OHIB TA IX COJIEM

OyHKIIOHABHI TOXIAHI Mipa3oiy € MEepCHeKTHBHUMH 00 €KTaMH JJs TOUIYKY CTPYKTYp 3 BHPaKEHUMHU
OloyoTiyHUMH BIIacTUBOCTAMU [1]. B ocraHHil gac yBary JoCiIiTHHKIB IPUBEPTAIOTH OIreTEPOIMKITIYHI CHCTEMH 13
Mipa30JbHOTO Ta Tia30JLHOTO IHKIIIB, 0E3MOCEPEeIHBO 3B’SI3aHUX Mik CO00K [2] a00 pO3MUICHUX a3WHOBHM
(dparmenToM [3], SKi BUSIBIAIOTH BHPAXEHY OaKTepUIMAHY aKTUBHICTh. HemomaBHe [4] TecTtyBaHHS cepii
TIOX1THUX 4-Tia30JIiIMHOIIPAa30IIy MOKA3aI0 X BUCOKY MPOTH3ANMAIBHY Ta MPOTUMIKPOOHY mifo. BapTo 3a3HaunTH,
IO TaKUH pe3yNbTaT 3HAYHOI MipOl0 00YyMOBIICHHH CHHEPTiYHAM (apMakKoJOTiYHHM e(PEKTOM Mipa3oibHOTO Ta
Tia30JiINHOBOTO (parMeHTiB. 3 BpaxyBaHHSM TOTO, IO CYTTEBA POJb B MPOSBI TaKOro POAy aKTHBHOCTEH
3aJeKUTh BiJl CTPYKTYpH Tia30JIiJMHOBOTO LMKIY [5-7], BHZABaJOCh MOLINBHUM 3AIHCHUTH CHHTE3 HOBHX
nipasounin-1,3-riazonianHiB, GpyHKIIOHATI30BAHMX B TIOJI0XKEHHI 3 3aMiCHUKAMH OCHOBHOT IIPUPOJTH, CXHIBHUMH J10
e(eKTHBHOTO 3B’SA3yBaHHS 13 BiAMOBITHUMH O1OMIILICHSIMHU.

BracHe Takum BUMOTram BiNOBinarOTh (4-mipasonin)-1,3-TiazoniauH-4-0Hu 3 3-ialiKilaMiHO3aMiCHUKAMH,
0a30BUMHU 00’ €KTaMH IS OJIEP’KaHHS SKUX € MIpenapaTuBHO qocTymHi [8] 3-apmi-1-denin-4-bopminmipazonn (1 a-
e). Ix xomnencamiero i3 N,N-1umerunaminoasikinaminamu (2 a,0) B KHIUITIOMY TOJNYOJi CHHTE30BaHi albIiMiHHU
(3 a-x) 3 Buxogamu 65-81%. CTpyKTypa OTPHUMAHHX CIIOIYK y3TOIKyeThcsa 3 nanumu SIMP 'H crexTpiB, B SKHX,
TOpsi]] i3 CHTHAJIaMH BCiX 3aMICHHKIB, MICTSTBCS XapaKTepPHI CHHIJIETH a30METHHOBUX MPOTOHIB B MinsHII 8.37-
8.02 M.u.

Imian (3 a-5k) TIamKo pearyioTh 3 TIOTUIKOJIEBOIO KHCIIOTOIO TPW HAarpiBaHHI B TOJYOJi 3 YTBOPCHHSAM 3
Buxojamu 52-80% HoBuX 3-[(auMeTniaMiHo)ankin]-2-(4-mipazomnin)-1,3-Tiazonigua-4-oHiB (4 a-3kK), CKJIaJ SKUX
MiATBEPDKYETHCSl  AHATITUYHUMH JAaHMMH Ta XpOMaToMac-CIEeKTpaMH, a OylnoBa — CIEKTPaJIbHUMHU
xapakTepucTukamMu. 3okpema, B IU crekTpax HasBHI cMyTrH morauHaHHSA Tpynu C=0 Tia30iiIdHOBOTO IHUKIY B
minsami 1695-1685 cm™ Crexrpu SIMP 'H Bim3sauarotbes cuHrieramu mpoTonis H? TiazomizmHOBOro smpa B
nmiamazoHi 6.27-5.79 m.4. Pe3ympraToM iacTepeOTONMHOTrO XapakTepy €HIO- Ta EeK30IUKIIYHUX METHICHOBUX
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MPOTOHIB € CYTTEBE YCKIAOHEHHS iX CIEKTpPaJbHUX KapTWUH, B SKUX OJHAK, ISl CIONYK (4 e-3K) BIA€ThCS
ineaTudikyBatu AB cucremy TiazomiguHoBux CH,- mpoToHiB.

JluMmeTnnaMiHOANKiIIBHA Tpyma Mipa30Jo0Tia3omiguHiB Ty (4) CXWibHa MO KBaTepHi3amii Mmij i€l
enekTpodinpHIX peareHTiB. Ha npukianax B3aemoii crionyk (4 a,0,r,1,K) 13 XJIOPHIHOIO KHCIOTOIO Ta HOAUCTHM
METHJIOM IPOAEMOHCTPOBAHO iX TIEPETBOPEHHS B 4YETBEPTWHHI aMoOHiliHI com (5 a-a), CTpyKTypa SKUX
MiATBEPIKYETHCS CIIEKTPATbHUMH XapaKTEPHUCTUKAMH.

HC=0 HC=N—(CH,)n—NMe,
A Ar
NS + H,N—(CH)nr—NMe, — 7
N—N=Ph N—N—Ph
1a-e 2 a,6 3 a-m
HS™ ~COOH
o 0
- . RX _
S« N—(CH,)m—NMe,RX S\ N=(CH)m—NMe,
Ar% Ar\%
N—N—Ph N—N-Ph
5a-n 4 a-k

1: Ar=Ph (a), 2-CIC¢H,4 (6), 3-CIC4H4 (B), 4-MeCgH, (1), 4-MeOC¢Hy(m); 2: n=2 (a), 3 (6); 3,4: n=2, Ar=Ph (a),
2-CIC¢H4 (D), 3-CIC¢Hy4 (B), 4-MeOCgHy (1), 3,4-(MeO),CcHy (1); n=3, Ar=Ph (e), 4-MeCsH, (€), 4-MeOCsH, (x);
5: n=2, R=H, X=Cl, Ar=Ph (a), 4-MeOC¢H, (0), 3,4-(MeO),CsH; (B); R=Me, X=I, Ar=2-CIC¢H4 (r); n=3, R=Me,

X:I, AI':4-MGOC6H4 ([[)

ExcnepumeHTa BbHA YaCTHHA
[Y-criexTpy cromyk 3amucani B Tabnerkax 3 KBr ma npunani UR-20. Crextpu SIMP 'H ta C Bumipsni B
JIMCO-d¢ na npunazni Bruker Avance DRX-500 (500 MTI'n), BHyTpimHi#i crangapt — TMC. XpoMaTomac-ClIeKTpH
orpuMaHni Ha npunani Aligent 1100/DAD/HSD/VL 119562.

N 1-[(3-Apl/l.]1-1-(l)e}li.ﬂ-IH-Hipa30JI-4-iJI)MeTI/I.]IeH]-NZ,NZ-ZII/IMeTHJIeTaH-l,Z-I[iaMiHI/I (3a-m) Ta N.N-
aumetna-N*-[(3-apui-1-¢penin-1H-nipason-4-in)mernien|nponan-1,3-xiaminm (3 e-xk)

Cywmim 10 mmons ansaeriny (1 a-x) Ta aminy (2 a,6) B 20 M1 TOJTy0JTy KHUIT SITHIIM B PEAKTOPi, 00IaqHAHOMY
Hacazakoro Jlina-Crapka, BIpojoBk 1 roa. Po3unHHUK BUTIApIOBAIU 10 TTOJMIOBHUHH 00’ €MY, IO 3aJIHIIKY JT0ABaH
2 M rekcany i 3anmmanu npu 0-4°C Ha mo0y. Teepauit ocax BiadinsTpoByBanu, npoMuBanu 20 M TeKcaHy i
CYLIMJIM Ha MOBITPi.

N]-[(1,3-I[Pl(l)eHi.J1-1H-l‘lip230.]'l-4-i.]‘l)MeTH.]1€H]-Nz,Nz-[[HMeTI/I.]IeTaH-I,Z-Z[iaMiH 3 a)

Buxin 73%, T.tomn. 68-69°C. Cnextp SAMP 'H, ,mu:2.19¢ (6H, 2CH3;), 2.42 T (2H, CH,, J 6.4 '), 3.61
T (2H, CH,, J 6.4 I'ny), 7.35-7.58 M (6Hapow), 7.78 1 (2Hapow, J 7.2 T'11), 7.99 1 (2Hapow, J 7.4 T'my), 8.37 ¢ (1H, CH=),
8.94 ¢(1H, HS). Buatigeno, %: C 75.23; H 6.98; N 17.77. CyH,,Ny4. O6uncneno, %: C 75.44; H 6.96; N 17.59.

N'-{[3-(2-Xs10pdenin)-1-penin-1H-nipazon-4-in])mernaen}-N: N> -qumernieran-1,2-xiamin (3 6)

Buxin 68%, T.tomn. 73-74°C. Cnextp SAMP 'H, ,mu.:223¢ (6H, 2CH3), 2.39 T (2H, CH,, J 6.4 T'y), 3.70
T (2H, CH,, J 6.4 '), 7.37-7.61 M (THapou), 7.95 11 (2Hapowm, J 7.6 I'my), 8.02 ¢ (1H, CH=), 8.96 ¢ (1H, HS). 3HalIeHo,
%: C 68.27; H 5.89; N 15.75. CyoH,;CIN,. O6uucneno, %: C 68.08; H 6.00; N 15.88.

N'-{[3-(3-X10pdenin)-1-dpenin-1H-nipazon-4-in] )mernaen}-N>,N-numernaeran-1,2-giamin (3 B)

Buxin 76%, T.tomr. 81-82°C. Cnextp SIMP 'H, , m.u.: 2.16 ¢ (6H, 2CH3), 2.45 T (2H, CH,, J 6.2 '), 3.63
T (2H, CH,, J 6.4 T'w), 7.18-7.38 M (5Hapom), 7.90 T (1Hapow, J 7.6 I'x), 7.64 M (3Hpon) 8.22 ¢ (1H, CH=), 8.79 ¢ (1H,
HS). 3uatineHo, %: C 67.94; H 5.97; N 16.06. CyH,;CIN,.. O6uncneno, %: C 68.08; H 6.00; N 15.88.

N'-{[3-(4-MeToxcudenin)-1-penin-1H-nipazoa-4-in])mernnen}-N: N2 -qmumernieran-1,2-giamin (3 r)

Buxin 64%, T.tomn. 63-64°C. Cnektp SIMP H, ,mu:2.12¢ (6H, 2CH3;), 2.39 T (2H, CH,, J 6.0 I'r), 3.59
T (2H, CH,, J 6.0 '), 7.03 1 (2Hapow, J 7.8 T1r), 7.39 T (2Hapows J 7.6 T'11), 7.52 T (2Hapows J 7.6 T'11), 7.75 1 (2Hapows J
7.8 Tu), 7.93 1 (2Hapow, J 8.0 I'my), 8.25 ¢ (1H, CH=N), 8.83 ¢ (1H, H). 3naiineno, %: C 72.51; H 7.02; N 15.89.
C,1HyuN,O. O6uuciero, %: C 72.39; H 6.94; N 16.08.

N]-{[3-(3,4-I[PIMeTOKCH(l)eHi.J'l)-1-(l)eHi.]'l-1H-l‘lipﬂSOJ‘l-4-iJ‘l])MeTH.]'leH}-Nz,Nz-)lI/IMeTl/I.J'leTaH-l,Z-HiaMiH
3 n)
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Buxin 81%, T.tomn. 77-78°C. Crextp IMP 'H, , m.a.: 2.19 ¢ (6H, 2CH3), 2.35 T (2H, CH,, J 6.2 '), 3.54
T (2H, CH,, J 6.0 I'm), 3.72 ¢ (3H, CH30), 3.79 ¢ (3H, CH30), 7.07-7.50 M (6Hapon), 7.90 1 (2Hapow, J 7.6 T'mx), 8.29
¢ (IH, CH=N), 8.87 ¢ (1H, HS). 3natigeno, %: C 69.65; H 6.81; N 15.01. C,,H¢N,4O,. O6umcneno, %: C 69.82; H
6.92; N 14.80.

NN 1-Z[lleelem-N3 [1,3-(3,4-nudenin-1H-nipazon-4-i1)mernnen|nponan-1,3-giamiun (3 e)

Buxin 70%, T.tomn. 56-57°C. Cnektp AMP 'H, ,mu:17lm (2H, CH,), 2.12 ¢ (6H, 2CHs3), 2.26 T (2H,
CH,, J 5.8 I'm), 3.53 T (2H, CH,, J 5.8 I'r), 7.35-7.50 M (6Hapom), 7.76 11 (2Hapou, J 8.0 I'1x), 8.00 1 (2Hapow, J 8.0 T'mx),
8.36 ¢ (1H, CH=N), 8.94 c (1H, H5). 3uaiineno, %: C 75.01; H 7.18; N 17.01. C,;Hy4N4. O0uucieno, %: C 75.87;
H 7.28; N 16.85.

N N-Tumerna-N*{[3-(4-meTnadenin)-1-penin-1H-nipa3zon-4-ia]mernaen}-nponan-1,3-giamin (3 €)

Buxin 67%, T.tomn. 63-64°C. Cnektp SIMP 'H, ,mu:1.75m (2H, CH,), 2.16 ¢ (6H, 2CH3), 2.24 T (2H,
CHy, J 6.0 I'y), 2.39 ¢ (3H, CH3), 3.50 T (2H, CH,, J 6,0 I'ny), 7.25 0 (2Hapou, J 7.8 IT'rx), 7.39 T (1Hgpom, J 7.8 T'm),
7.48 T (2Hapow, J 7.8 T'mx), 7.64 1 (2Hapow, J 7.8 I'mx), 7.83 1 (2Hapon, J 8.0 I'mx), 8.30 ¢ (1H, CH=N), 8.87 ¢ (1H, H).
3uaiineno, %: C 76.43; H 7.42; N 15.98. Cy,Hy¢N4. O6uucneno, %: C 76.27; H 7.56; N 16.17.

Nl,Nl-I[nMeTnn-N3'{[3-(4-MeT0KcmpeHiJ1)-1-q)enin-lH-nipa3on-4-in]MeTmIeH}-nponaH-1,3-z[iaMiH
(3 x)

Buxin 78%, T.tomn. 57-58°C. Cnekrp SAMP 'H, ,mu:1.73m (2H, CH,), 2.12 ¢ (6H, 2CH3), 2.25 T (2H,
CH,, J 6.0 I'y), 3.54 T (2H, CH,, J 6,0 I'r), 3.82 ¢ (3H, CH30), 7.05 1 (2Hapom, J 7.8 I'mx), 7.35 T (1Hapow, J 7.6 T'my),
7.50 T (2Hapom, J 7.8 T'mx), 7.71 1 (2Hapom, J 8.0 I'x), 7.97 1 (2Hapom, J 8.0 I'nx), 8.34 ¢ (1H, CH=N), 8.82 ¢ (1H, H).
3uaiineno, %: C 72.64; H 7.34; N 15.64. C»,H»sN4O. O6uncneno, %: C 72.90; H 7.23; N 15.46.

3-[2-(IumeTmiiamino)etui]-2-(4-nipazouin)-1,3-riazonun-4-onm (4 a-1) Ta 3-[3-(AUMeTHIAMIHO)-
npomniji]-2-(nipa3ou-4-in)-1,3- Tiazoninnn-4-oun (4e-x)

Cywmimr 5 Mmoits asbaiMiny (3a-3x) ta 0.5 (5.4 MMOJIb) TIOTJIIKOJIEBOT KUCIOTH B 25 MJI TOJIYOIIY KHUIT SITHIIA
2 roJi, pO3YMHHUK BUTIAPIOBAIIN, 3ATHIIOK KPUCTAII3YBaIH 3 €TaHOMY.

3-[2-(AumeTtmiiamino)eruni]-2-(1,3-qudenin-1H-nipazon-4-in)-1,3-riazonigun-4-onu (4a)

Buxin 62%, T.romm.108-109°C. 14 cnektp, v, em™: 1690 (C=0). Cuekrp SIMP H, , mu:192c¢ (6H,
2CH;), 2.10-2.21 M (2H, CH,), 2.79 m (1H, CH), 3.69-3.80 M (3H, CH,+CH), 6.15 ¢ (1H, H’riasomizun), 7.39-
7.91 M (10Hp0n), 8.75 ¢ (1H, HSHipaSOJ'I). 3uaiineno, %: C 67.08; H 6.08; N 14.46. [M+1]" 393. C,,H,N4OS.
O6uuncneno, %: C 67.32; H 6.16; N 14.27. M 392.53

3-[2-(IumeTrunamino)erui]-2-[3-(2-xaoppenin)-1H-nipazon-4-ia]-1,3-tiazoninun-4-ou (40)

Buxin 78%, T.tomn. 119-120°C. T4 crmextp, v, cM: 1690 (C=0). Crextp SIMP 'H, , m.u.: 1.87 ¢ (6H,
2CH3), 2.14-2.25 m (2H, CH,), 2.83 m (1H, CH), 3.73-3.85 M (3H, CH,+CH), 6.07 ¢ (1H, H’riazonimun), 7.39-
7.67 M (THgpow), 7.814 1 (2Hapow, J 8.0 I'mx), 8.84 ¢ (1H, H’nipason). 3uaitneno, %: C 61.61; H 5.56; N 13.31.
[M+1]" 427. CpH;CIN,OS. O6uncieno, %: C 61.89; H 5.43; N 13.12. M 426.97.

3-[2-(AumeTtminamino)eruni]-2-[3-(3-xnoppenin)-1H-nipazon-4-ia]-1,3-riazoninun-4-on (4B)

Buxin 71%, T.torm. 126-127°C. 14 cmektp, v, em™: 1690 (C=0). Cnexrp SAMP H, , mu: 194 ¢ (6H,
2CH3), 2.13-2.22 m (2H, CH,), 2.82 m (1H, CH), 3.64-3.77 m (3H, CH,+CH), 6.12 ¢ (1H, H’riazonimun), 7.34-
7.58 M (6Hapou), 7.69 ¢ (1Hapon), 7.94 1 (2Hapow, J 7.8 T'mr), 8.77 ¢ (1H, Hsnipa3on). 3narineno, %: C 62.12; H 5.56;
N 13.29. [M+1]" 427. C5,H,;CIN,4OS. O6uncneno, %: C 61.89; H 5.43; N 13.12. M 426.97.

3-[2-(IlumeTniiamino)erun]-2-[3-(4-merokcudenin)-1H-nipa3zon-4-ia]-1,3-riazoninun-4-ou (4r)

Buxin 52%, T.tomn. 128-129°C. T4 cmektp, v, cM: 1685 (C=N). Crextp SIMP 'H, , m.u.: 2.03 ¢ (6H,
2CH3), 2.18-2.3 m (2H, CH,), 2.93 M (1H, CH), 3.60-3.73 M (3H, CH,+CH), 6.17 ¢ (1H, H>riazonimun), 7.03-7.50
M (5Hapon), 7.64 1 (2Hapows J 7.8 Tr), 7.95 11 (2Hapows J 7.4 T'mr), 8.76 ¢ (1H, Hsnipa3on). 3uaiineno, %: C 65.55; H
6.09; N 13.08. [M+1]" 423. C3H,¢N40,S. O6uucneno, %: C 65.38; H 6.20; N 13.26. M 422.55.

3-[2-(Aumermiiamino)eruni]-2-[3-(3,4-numeroxcudenin)-1H-nipazou-4-in]-1,3-riazoninnn-4-on (41)

Buxin 54%, T.torm. 131-132°C. 14 cmektp, v, em': 1685 (C=0). Cnexrp SAMP H, , mu: 1.99 ¢ (6H,
2CHj3), 2.20-2.29 M (2H, CH,), 2.90 m (1H, CH), 3.51-3.69 m (3H, CH,*+CH), 3.65 ¢ (1H, CH;0), 3.72 ¢ (1H,
CH;0), 6.13 ¢ (1H, Hriasonigun), 7.10-7.47 m (6Hapow), 7.95 1 (2Hapow, J 7.8 T'm), 8.63 ¢ (1H, H’mipasonn).
3naitneno, %: C 63.88; H 6.11; N 12.19. [M+1]" 453. C,4H,sN40;S. O6uncieno, %: C 63.69; H 6.24; N 12.38. M
452.58.

3-[3-(Aumermiaamino)npomin]-2-(1,3nudpenin-1H-nipazon-4-in)-1,3-riazoainun-4-ou (4e)

Buxin 80%, T.romr. 105-106°C. 14 cnekrp, v, em': 1690 (C=0). Cuextp SAMP 'H, |, mu.: ), 1.49-1.62 m
(2H, CH,), 2.01 ¢ (6H, 2CHs), 2.47 m, 2.84 m (2H, CH,), 3.60 x. 1 (CH,, 'J 8.0 I'i, *J 4.2 T'i ), 5.96 ¢ (1H,
H2Tia3on), 7.29-7.57 M (6Hgpon), 7.69 11 (2Hgpow, J 8.2 T'm), 7.84 1 (2Hupou, J 8.4 T'm), 8.58 ¢ (1H, Hsnipason).
3naitneno, %: C 68.23; H 6.35; N 13.56. [M+1]" 407. Co3HyN,OS. O6uncneno, %: C 67.95; H 6.45; N 13.78. M
406.55.

3-[3-(AumeTunamino)npomnin]-2-[3-(4-metundenin)-1-dpenin-1H-nipazon-4-ia]-1,3-tiazonigun-4-on (4¢)
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Buxin 67%, T.tomn. 113-114°C. 14 cmektp, v, cm': 1685 (C=0). Cuektp SAMP H, , mu: ), 1.39-1.50 m
(2H, CH,), 1.96 ¢ (6H, 2CH3), 2.03 M, 2.77 M (2H, CH,), 2.36 ¢ (3H, CH;), 3.65 x. 1 (CH,, '720.1 T', 2T 4.0 I’y ),
6.02 ¢ (1H, Hriasoxn), 7.34-7.59 m (THapow.)s 7.92 11 (2Hgpow, J 8.0 I'my), 8.69 ¢ (1H, H’mipason). 3uaitneno, %: C
68.27; H 6.83; N 13.51. [M+1]" 421. C,4H,sN4OS. O6uncineno, %: C 68.54; H 6.71; N 13.32. M 420.88.

3-[3-(AumeTmiiamino)npomin]-2-[3-(4-meTokcudenin)-1-penin-1H-nipazou-4-in]-1,3-tiazonigun-4-on
(4:x)

Buxin 58%, T.romm. 131-132°C. 1Y cnekrp, v, em’': 1685 (C=0). Cuextp SAMP H, , mu: ), 1.47-1.58 m
(2H, CH,), 2.09 ¢ (6H, 2CH3), 2.50 M, 2.79 m (2H, CH,), 3.66 1. 1 (CH,, 'J 17.6 T'y, 2J40Tw),3.84c (3H, CH;0),
5.91 ¢ (1H, HzTiaBOJ'IiI[I/IH), 6.98 1 2Hapows J 7.2 T'm), 7.29-7.42 M (3Hupow), 7.48 1 (2Hapow, J 7.2 T'm), 7.78 1t
(2Hapow, J 7.6 T'm), 8.51 ¢ (1H, H’mipason). 3uaiineno, %: C 65.75; H 6.31; N 12.61. [M+1]" 437. Co4,H2sN,0,S.
O0uncneno, %: C 66.03; H 6.46; N 12.83. M 436.58.

TIigpoxnopuau 3-[2-(aumerniaamino)erui]-2-(nmipazosu-4-in)-1,3-riazouninnu-4-onis (5a-B)

Cymim 1 mMons TiazoniauHOHY (4a,r,a) 1 0.1 MJI KOHLEHTPOBAHOI XJIOpUAHOI KHCIOTH B 10 M Tomyoiry
KHIT TN BOpooBX 4 Tox. Ocaf, KUl YTBOPUBCS MPU OXOJIOKEHHI, BiA(IIBTPYyBaIH, IPOMHUBAIH JTiETHIOBHM
€TEPOM 1 CYTIIHIIH.

Tigpoxaopua 3-[2-(numeTunamino)etni]-2-(1,3-nudenin-1H-nipa3on-4-ix)-1,3-riazoainun-4-ony (5a)

Buxin 46%, T.torr. 184-185°C. I4 cnektp, v, em™: 1690 (C=0), 3380 (NH). Criexrp SIMP 'H, , m.u.: 2.69
¢ (6H, 2CH3), 3.12 m (3H, CH,+CH), 3.64-3.93 M (3H, CH,+CH), 6.27 ¢ (1H, H’riasomizun), 7.36-7.94 m
(10Hgpou.), 8.78 ¢ (1H, H’mipason), 10.63 ¢ (1H, NH). 3maiineno, %: C 61.42; H 5.98; N 13.28. Cy,H,sCIN,OS.
O06uuncneno, %: C 61.60; H 5.87; N 13.06.

Tlinpoxnopun  3-[2-(numerwinamino)eruni]-2-[3-(4-meToxcudenis)-1H-nipazon-4-ia]-1,3-riazonignu-4-
oHy (50)

Buxin 32%, T.tomn. 198-199°C. 4 cmektp, v, em’: 1690 (C=0), 3365 (NH). Cnextp SAMP 'H, , m.u.:2.68
¢ (6H, 2CHj3), 3.11 M (3H, CH,+CH), 3.69-3.93 m (6H, CH,+CH+CH;0), 6.26 ¢ (1H, H*riazomizun), 7.05-7.56 M
(5Hapow), 7.62 1 (2Hapon, J 7.8 T'my), 6.98 1 (2Hapou, J 7.2 Tm), 8.75 ¢ (1H, H’mipazon), 10.73 ¢ (1H, NH). 3uaiineno,
%: C 59.85; H 6.07; N 12.40. C,3H,,CIN4O,S. O6uucneno, %: C 60.18; H 5.93; N 12.21.

Tigpoxnopua 3-[2-(numeTnaamino)etui|-2-[3-(3,4-1umerokcudenin)-1H-nipazon-4-in]-1,3-
Tiazoaigun-4-ony (5B)

Buxin 37%, T.tomn. 113-114°C. 14 cnektp, v, em’': 1685 (C=0), 3350 (NH). Cnektp AMP 'H, ,wmu.:2.77
M (1H, CH), 3.07 ¢ (6H, 2CHj3), 3.25-4.01 m (11H, 2CH,+CH+2CH;0), 6.17 ¢ (1H, HzTiaSOJ'IiI[I/IH), 7.11-7.54 m
(6Hapow), 7.93 11 (2Hapom, J 7.6 T'my), 8.63 ¢ (1H, Hsnipa3on), 10.67 ¢ (1H, NH). 3natineno, %: C 58.67; H 6.12; N
11.62. Cy4H,9CIN4O;S. Obuncneno, %: C 58.95; H 5.98; N 11.46.

Hoanau 3-[(TpumeTnaamoniit)ankia]-2-(nipazon-4-in]-1,3-riazoniqnn-4-ouis (5r,1)

Cywmimr 1 MMonte TiazomiguHoRy (5a,%) i 0.51 (3.5MMmomb) Hoauctoro Metuiny B 10 MII TOJIyOlly KU ATHIH 8
rox. PeakriitHy CyMim 0OXOJOKyBalld, YTBOPEHHUU ocaa BiA(piIbTPOBYBAIH, IPOMHUBAIN TIECTHIIOBUM €TEPOM i
CYIIIWJIIH.

Honun 3-[2-(tpumernaamoniii)ern]-2-[3-(2-x10podenin)-1H-nipazon-4-in]-1,3-tiazoninun-4-ony (5r)

Buxin 43%, T.tomn. 273-274°C. T4 crmektp, v, cM: 1690 (C=0). Crextp SIMP 'H, , m.u.: 3.04 ¢ (9H,
3CHj), 3.15-3.99 M (6H, 3CH,), 5.78 ¢ (1H, H’ria3omizun), 7.36-7.63 M (7THapow.)s 7.90 1 (2Hapom, J 8.0 I'my), 8.83 ¢
(1H, Hsnipa3on). 3uaigeno, %: C 48.79; H 4.51; N 9.68. C,3H,cCIIN4OS. O6uuciiero, %: C 48.56; H 4.61; N 9.85.

Homun 3-[3-(rpumeTnnamonii)nponii|-2-[3-(4-meToxcudenin)-1-denin-1H-nipazon-4-in]-1,3-
Tiazonigun-4-ony (51)

Buxin 53%, T.torm. 176-178°C. 14 cmektp, v, em: 1695 (C=0). Cnexrp SAMP 'H, ,mu:3.11c¢ (9H,
3CH;), 3.21-3.98 M (11H, 4CH,+CH;0), 5.87 ¢ (1H, HzTiaBOHiﬂI/IH), 7.02 1 2Hapow, J 7.4 T'm), 7.29-7.52 M
(5Hapow), 7.48 1 (2Hgpow, J 7.4 '), 8.74 ¢ (1H, H’mipason). 3uaiineno, %: C 51.64; H 5.58; N 9.92. C,5H;,IN,0,S
O06uncneno, %: C 51.90; H 5.40; N 9.68.

PE3IOME

Po3pobiieHo eekTUBHUI METOA CHHTE3Y 3-[(IumeTHiaMiHo)aikis]-2-(4-mipa3oiin)-1,3-Tia30miauH-4-0HiB,
SIKUH TPYHTYEThCS Ha MUKIOKOHAeHcarlil N-[(4-mipa3onin)meTuieH |-N,N-TuMeTHIanKas/1iaMiHiB 3 TiOTIIKOJIEBOIO
KHCIIOTOIO.

PE3IOME

Paspabotan 3pdexTHBHBIA MeTOJ CHHTE3a 3-[(AMMeTHIIaMUHO)anKuI|-2-(4-nupa3oun)-1,3-Tua3zonuann-4-
OHOB, OCHOBaHHBI Ha NUKIOKOHJeHcanuu N-[(4-nupazonmn)merwieH |-N,N-1uMeTuIaaKkaHInaMuHOB ¢
THUOTJIMKOJIEBOUN KUCIOTOM.

SUMMARY

Hayxk. 3an. Tepuomn. Ham. nea. yH-Ty. Cep.: ximis, Nel19 (2012) 21



OPI'AHIYHA XIMIA

The effective method of the synthesis of -[(dimethylamino)alkyl]-2-(4-pyrazolyl)- 1,3-thiazolidine-4-ones
based on the cyclocondensation of N-[(4-pyrazolyl)methylene]-N,N-dimethylalkanediamines with thioglicolic acid
has been developed.
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3,4-AUT1APOIBOKYMAPUH-3-KAPBEOKCAMIAWN: CUHTE3 TA NMPOIrHO3
BIONIOIN4YHOI AKTUBHOCTI

Panime [1] HamMu 3amponOHOBaHWHM OZHOCTAMIMHUMA Ta MPOCTHH y BUKOHAHHI METOJ CHHTE3y MOXiTHHX
130KyMapuHy i 3,4-nuTiIpoi30KyMapuHYy, SIKAH TOJIATaE y KyTIpOKaTaTI THIHIH B3a€EMOJIIT
ATKOKCHKApOOHIIOCH3EHT1a30HIi OpOMIiiB 3 HEHACHYEHWMH CIIOIyKaMH, B PE3yJbTaTi sKOi BiJOyBaeThCs
IHTpaMoJIeKyJIsipHA LUKII3alis 3 YTBOPEHHSAM 3,4-IUTigpoi30KyMapuHOBOro wukimy. Llum cmocobom moxHa
oJiep’KaTh METWIOBHU ecTep 3,4-AurigpoizoKyMapHH-3-KapOOHOBOI KMCIOTH 3, SKIIO B PEakIlii BUKOPHUCTATH
nia3oHieBY citb 1 1 MeTmIakpuar 2:

i i
OMe CuBr (0]
P - T s
. _ T 7 COOMe "\ cOHO, rt,
N, Br COOMe
1 2 3

Bimomo, 1o cepea MOXiAHUX 130KyMapuHy Ta HOro JWTIAPOAHAJIOTIB € 0araTto MPUPOIHHUX Ta OI0IOTIYHO
AKTUBHUX CHONYK [2—4]. 3Baxaroun Ha JOCTYIHICTH ecTepy 3, HOro MoXHa 3aCTOCYBAaTH Y MOJEKYJISPHOMY
U3aliHI 130KyMapHuHiB. 3 II€l0 METOI0 3a HABEIACHOIO HIKYE CXEMOIO 3 ecTepy 3 oaepiKalld XJIOpaHTiIpum S,
BUKOPHUCTAHHS SKOTO JIa€ 3MOTY BBOJIUTH CTPYKTYPHHUH (parMeHT 3,4-IUTiIpoi30KyMapHHy Y MOJEKYJIH CHOIYK
PI3HUX KJaciB, HANPUKIA[, peakuisMu N-anuiaroBanHs. TakuM criocoOOM MOXHA 0JepKyBaTH 0i01i0TEKH CIIONIYK 3
3,4-nurinpoizoKyMapuHOBUM (parMeHToM. Hamu mpoanHamizoBana 0i0iioTeka amimiB 3,4-TuTiapoizokyMapuH-3-
kapOoHOBOT KucyoTh (01m3pK0 350 cronyk) Ha MPOrHO30BaHy OiOJIOTIYHY aKTUBHICTH 3a JJONMIOMOTOIO MPOTpaMu
PASS [5] Ta Ha cHOpigHEHICTh 3 BiNOMHUMH JKapChKUMH IpenapaTaMu (JiKOMOAIOHICTh), BUKOPUCTOBYIOUH,
30KpeMa, kputepii Jlimuackkoro [6, 7].
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Cuctema PASS (Prediction of Activity Spectra for Substances) mporrosye 3a CTpyKTypHOIO (HOPMYJIOI0
xiMiuHOT peuoBuHHU 1oHa 500 BUIIB 010J0TIYHOT aKTUBHOCTI, 110 JIOTIOMAra€e 3BY3UTH MEXi SKCIEPUMEHTAIBLHOTO
CKPHHIHTY JUIA BUSBICHHS CHONYK-Tiaepis [8,9]. Lli cmomyku 3BHYaiiHO TOBHHHI BIiANOBIiTaTH KpPUTEPisIM
Jlimiacekoro [6], OMHUM 3 SIKAX € JOCTAaTHSA JNO(MIUIBHICTD, SIKa XapaKTEePU3y€e 3MaTHICTh PEUOBHHU TPOXOIUTH

22 Hayxk. 3an. Tepuomn. Ham. nea. yH-Ty. Cep.: ximis, Nel19 (2012)



