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CUHTES | PEAKUII N{5-R-EEH3UN-2-TIA30M11)-2-XTOPALLETAMIAIB

Cepeql OpraHiuHHX CIIONVK, $Ki MICTSTh aMIHOTIA30MBHMI ¢parMeHT, 2HANNEHO PpeUOBHHH 3
Timoane preHHHMH [1], TIMOTeH3HBHEMI [2], IpOTH3AIATLHIMH Ta aHATTeTHUHMHE [3, 4], aHTHOAKTepialhHIMH
1 ITPOTHIPHOKOBHMH [6] BIACTHBOCTAMH. J{OCHTE ITePCIIEKTHBHHMH JJI IIOIIYKY HOBHX GlONOTiUHO aKTHBHHX
CTIONYK, alle HeMOCTATHhO IOCTIKEeHHMH, € 2,5-mp3aMiledi Tiazomu [1, 5]. Ymmamo GiONOTIUHO aKTHBHHX
CTIONYK BHABIEHO Cepell aMilie 2-aMiHOTiaz0my [6], IMO CIPHIIO Po2polIl MPelapaTHBEHHX MeTOMAIR CHHTe?Y,
AKI mapamH 0 3MOTY CTBOPIOBATH GiOMIOTEKH TAKHX PEUOBHH M4 CKpPHHIHTY. OFHH 3 KIACHUHHX METOJIB
CHHTE3Y 2,5-H3aMilleHHHX Tia30MiB, IPYHTYEThCH HA LHKIL3ANii ¢-TaloreHanbAeTiiB IIpH BAeMOMii 3 S,N-
HyKIeodizamm [5].

Pamire mokazafo [7], Mo peakiis XIOPOAPHIIOBAHH AKPONeiHy apHIIiaz0HIeBHMH COILIME € 3PYLUHHM
MeTOJOM CHHTE3Y 2-XIIOPO-3-apHIIPOIaHANIB, 3 AKHX JNeTKO ONepAYBATH BiIIOBIMHI 2-amMiHOTiazomH (1) 3
OeH3HIbHAM 2aMiCHHKOM y IIONOXeHHI 5. Y mpamdax [7, 8] HaBe[deHO IPHKIAIH AlHIYBAHHS CIIONYK (1) 3a
YUACTI0 aMiHOT'PYITH, SKi BiJKPHBANTE IIDIAX A0 MOOYIOBH KOMOIHATOPHMX GiCmioTeK amMiiB A GiOTOTIUHIX
TOCTIIAKeHb. Y IHOMY TOBIIOMIEHHI MH JOCTI THITH AMHTYBAHHSI aMiHOTIaz0miB (1a-d) XIoparieTHI XITOpHIOM.
3’AcoBaHO, IO pPeakIifd IPOXOAHT: B M AKHX YMOBAX (IIPH OXONOMEEHHI) Ta Oe3 YTBOPEHHA TOGIUHHX
NIPOAYKTIB. B pe3ybTarTi arfilyRaHHs 3 BACOKHMH BHXOJAMH OJepxanH aMiay (3a-d):
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ATOM XIopy B XIopameramijax (3a-d) e JOCHTE PyXIHBHM i IIeTKO BCTYIIAE B peakuil HyKIeodilbHOTO
3aMIlleHHA, IM0 POCHTH iX 3pYUHHMH peareHTaMH MId CHHTe3Y. MH [JOCHimpis peakIifiHy 3OaTHICTh
Xnopaneramifie (3a-d) B peaxiiga HyKIeo(dinTbHOro 3aMilleHH 3 Je SKHMH aMiHaMH Ta (e HOIaM.

Pearinig xmoparetamifin (3a-d) 3 aMiHAMIK BiAGYBAETE CA IIPH HATPIBAHHI 3 TOARIHHHM HATHIIKOM aHLTIHY
B JIOKCAHi 1 2aKiHUyeThCA uepe? 3 rof. BHXOOM CIONYK S BHCOKI, a YTROpPeHHS IOOIUHIX IIPOAVKTIE He
criocTepiramH. B peakuiax xmopameramifie (3a-d) 3 deHomavu HyKIeodiTbHe 3aMIlleHHA BiIOyBaeThCH Ie
JeTIle, peakiid NPOXONHTs B CIHPTOBOMY PO3UHHI Vv IIPHCYTHOCTL OFHOTO €KBiBAleHTY OCHOBH. [IpHKIamH
TAKIX pPeaKIif:
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ExcnepaMeHTalIbHA YaCTHHA

Xnopuyemaniony (3a—d). PozwmmoTh 10 Mmols amiHoTiazony (la-d) B 20 MI [giOKCaHy i ITpH
nmepemitityBanmi  (10-25 °C), mpHKpanmyioTh 1.5 M XTOpareTHIXTOPHAY. Yepez TOMHHY peaKIiiHy CYMITIT
PO3BOINATE BOMCI0, BibiNLTPOBYIOTE TA IepeKpHCTATIROBYIOTE 3 cyMil crHpT : MDA (1:1).

N-3-Benzun-2-miazonin)-2-xnopoayemantio (3a). Brdp 80%. T. tom. 171°C. 3natigeHo, %o: C 53.80,
H 4.00, N 10.28. C,;H;;CIN;08. O6uncreno, %: C 54.03, H 4.16, N 10.50. Criekrp AMP 'H, §, mu. (J, T'm):
4.06 ¢ (2H, CHy);, 4.17 ¢ (2H, CH,Cl); 7.07 ¢ (1H, 4-H tiazom); 7.16-7.26 m (5H, C;Hs); 12.16 (1H, NH).

NA5-(2-Xnopo grenin)rmemiin-2-miazonin)-2-xaopoaemantio (3p). Bimdpg 85%. T. tomm 175°C.
3uafigeno, %: C 47.54, H 3.18, N 9.07. C;H;Cl;N,08. OOuncneno, %: C 47.85, H 3.35 N 9.30. Cuekrp
SIMP 'H, &, mu. (J, Tm): 4.17 ¢ (4H, 2CH,); 7.08 ¢ (1H, 4-H tiazom), 7.14-7.21 m (2H, C¢H,), 7.28-7.35 m (2H,
Ce¢Hs); 12.19 ¢ (1H, NH).

N-5-(3-Xnopomemunpenin)memun-2-miasonin)-2-xnopoagermanid (3c¢). Bmxig 80%. T. Tom. 120°C.
3uaiigeno, %: C47.80,H 3.21, N 9.19. C;H,,Cl;N,08. O6uncneno, %: C 47.85, H 3.35, N 9.30.

N-A5-(4-Memunhenin)menutn-2-miazonin)-2-xaopoagemantiy (3d). Buxig 85%. T. tomm. 122°C.
3matimero, %: C 55.50, H 4.45, N 9.81. C;:H,5CIN,;O8. Obwncnero, %: C 55.61, H 4.67, N 9.98. Cmekrp
SIMP 'H, &, M. (J, Tm): 2.31 ¢ (3H, CHa); 4.04 ¢ (2H, CH,); 4.22 ¢ (2H, CH,Cl); 7.01-7.15 m (5H, 4-H riazom,
C¢H,); 12.09 ¢ (1H, NH).

ARKinyeanna n-moayivuny. B xonly, 1o MIcTHTh 10 MMOIE Xnopareraminy (3) B 20 MI aleTOHITPHIY
BHOCATE 2.2T m-Tomyimmmy (4) (2 eKB.) Ta KHII'ATSTH 13 3BOPOTHHM XOTONHILHMKOM 3 Toh. Jam peakiifiHy
CYMIIII PO2BOAATE BOJIOIO, OCa[ BiA(inE TPOBYIOTE Ta MepeKPHCTATI30BYEOTE 3 cyMitm criupt : JJM@A (1:1).

NA5-Bensun-2-miasonin)-2-(d-moayiouno)ayemanio (5a). Buxig 77%. T. tonn. 218°C. 3HatineHo, %o:
C 6742, H5.50, N 12.23. CgH gN3O8. Q0umcneHo, %: C 67.63, H 5.68, N 12.45.

N-A5-(2-Xnopgh enin)memun-2-miasonin)-2-(4-moayivuno) agemaniv (5b). Buxig 80%. T. tomm. 196°C.
3matimero, %: C 61.09, H 4.72, N 10.92. CH;;CIN;OS. Obuncneno, %: C 61.37, H 4.88, N 11.30. Crmekrp
SMP 'H, & mu (/, Tm): 2.17 ¢ (3H, CH,); 3.89 ¢ (2H, CH,); 4.16 ¢ (2H, CH,N), 5.63 ¢ (1H, NH); 6.45 1 (2H,
2,6-H,, MeCsH,, *J = 8,0); 6.86 1 (2H, 3,5-H,, MeC¢Hq, °J = 8,0); 7.13 ¢ (1H, 4-H Tiazom ); 7.25-7.40 » (4H,
C¢Hs); 11.85 (1H, NHCO).

NA5-(3-Xnopghenin)mermun-2-miasonin)-2-(4-monyivuno) ayemaniv (5c¢). Buxig 83%. T. tomn. 188°C.
3matimero, %: C 61.15, H 4.76, N 11.08. CygH;3CIN:OS. O6uncneno, %: C 61.37, H 4.88, N 11.30. Cmekrp
SIMP 'H, &, mu (J, [m): 2.17 ¢ (3H, CH;); 3.89 ¢ (2H, CH,), 4.07 ¢ (2H, CH,N); 5.63 ¢ (1H, NH), 6.46 1 (2H,
2,6-H,, MeCgHy, °J = 8.,4); 6.87 m (2H, 3,5-H,;, MeCsH,, °J = 8.4);, 7.17-7.30 m (5H, C¢Hs + 4 H Tiazom); 11.86
(1H, NHCO).

NA5-(d-Memunghenir)mernutn-2-mias onin)-2-(4-moayiouno) agemanio (5d). Buxig 71%. T. tomm
215°C. 3maiinero, %: C 68.17, H 5.84, N 11.81. CyH; N3OS, O0umcneHo, %: C 68.35, H 6.02, N 11.96.

Aaxiryearna n-xpesony. Mo cywimm 0.6 T KOH 1.1 T p-Kpezony (6) B 20 MI CIIHPTY BHOCATH 10 MMOTE
XnopameTamigy (3). K’ gTI15 12 2BOPOTHHM XOXOMIUILHIKOM 2 ToJ, Jlam peakuifiHy cyMIll POBOAITE BOJAOIO,
BiadinbTPOBYEOTE Ocal, AKHI ITepeKPHCTANI30BYEOTh 3 cyMilm cHpT : MDA (1:1).

N-{5-Benzun-2-miazonin)-2-(d-memutnp enoxen) agemanio (7e). Buxiny 79%. T. tomr. 151°C. 3HaliieHo,
%: C 67.21, H 5.12, N 8.01. C;;H5N,0,S. OGuncieno, %: C 6743, H 5.36, N 8.28. Cnekrp SIMP 'H, &, pru.
(J, Tm): 2.26 ¢ (3H, CH,), 4.07 ¢ (2H, CH,), 4.68 ¢ (2H, CH,0O); 6.79 1 (2H, 2,6-H;, MeCeH., *J=8,3); 7.04 1
(2H, 3,5-H,, MeCgH,, *J =8,3); 7.15 ¢ (1H, 4-H Tiazon ); 7.19-7.30 1 (5H, CsHs); 12.03 (1H, NH).

NA3-(2-Xnopgh enin)memun-2-miazonin)-2-(d-vemunernoxkci)ayermanmio (7). Buxdp 83%. T. Torwr.
157°C. 3maizeHo, %: C 59.97, H 4.46, N 7.29. CyH;CIN,;O,8. O6umcneno, %: C 61.20, H 4.60, N 7.51.
Cmextp SIMP 'H, &, mu. (J, Tm): 2.26 ¢ (3H, CH,), 4.19 ¢ (2H, CH,), 4.69 ¢ (2H, CH,0); 6.80 1 (2H, 2,6-H,,
MeCgH,, */=8,1) 7.05 1 (2H, 3,5-H,, MeCeH,, °J = 8,1); 7.15 ¢ (1H, 4-H Tiasom ); 7.22-7.40 M (4H, CH,);
12.07 (1H, NH).

NA5-(3-Xaopghenin)memun-2-miasonin)-2-(4-smemungrenoxci)ayemanmiy (7c¢). Buxig 86%. T. Tomi.
156°C. 3maiizieno, %: C 61.01, H 4.39, N 7.23. C;,H;CIN,(O;S. O6umcneno, %: C 61.20, H 4.60, N 7.51.
Crextp SIMP 'H, §, su. (J, Tm): 2.27 ¢ (3H, CH;); 4.09 ¢ (2H, CH,);, 4.70 ¢ (2H, CH,0); 6.80 1 (2H, 2,6-H,,
MeCH,, *J=8,6); 7.05 1 (2H, 3,5-H,, MeC:H,, *J =8,6); 7.12-7.34 m (5H, CH, + 4-H tiazon); 12.09 (1H, NH).

N-A5-(4-Memunhenin)smemtn-2-mias onin)-2-(4-memungrenoxci)ayemamiv (7d). Buxig 75%. T. Tomi.
163°C. 3natizeno, %: C 67.92, H 5.49, N 7.81. CyxHN:0,S. Obumcneno, %: C 68.16, H 5.72, N 7.95. Cnekrp
SIMP 'H, &, mu. (/, Tm): 2.27 ¢ (3H, CH;); 2.31 ¢ (3H, CH,); 4.02 ¢ (2H, CH,); 4.69 ¢ (2H, CH,0); 6.80 1 (2H,
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2,6-H,, MeCgH,, °J = 8,3); 7.04 1 (2H, 3,5-H;, MeCsH,, *J = 8,3); 7.06-7.14 3 (5H, CsH, + 4-H tiazom); 12.09

(1H, NH).

PE3IOME
5-R-BeH3Hn-2-aMiHOoTiaz0IH pearyiTh 3 XIopalle THIIIOPHAOM, YTBOPIOKUH N-(5-R-GeH3HI-2-Tia30Mmi )-

2-xnopaneTaMifii. B3aeMOI€0 IHX CIIONYK 3 A-TONYiJHHOM Ta A-Kpe30I0M Ofep:KalH BigmoBigHO N-(5-R-

OeH3HI-2-T1a301il }-2-(4 -Tommyi MmO )areTami i Ta N-(5-R-0eH3mi-2-Tiazomin )-2 (4 -MeTHI heHOKCH Jalle Tabi JTH.

PE3IOME
5-R-BeH3Ha-2-aMIHOTHA30IEL pearHpyIoT ¢ XIopale THDIIOPHAOM, 00pasyd N-(5-R -0eH3HI-2-THa30THI )-

2-xnopaneTaMHIEL. B3anMosiel CTBHEM HOCHEJHHX C H-TOIYHMHOM H H-KPe30I0M I[IOJTYUEHEl COOTBETCTBEHHO

N-(5-R-0eH3HI-2-THAZ0IHI }-2~(4 -TOIYHHHO JalleTaMHu el B N-(5-R-0eH3HI-2-THA20IHI )-2-(4 -MeTHI(eHOKCH }-

aTle TaAMHThI.

SUMMARY
5-R-Benzyl-2-aminothiazoles react with chloroacetyl chloride to form N-(5-R-benzylthiazol-2-yl)-2-

chloroacetamides. N-(5-Benzylthiazol-2-y1}-2-(4-toluidinojacetamides and N-{5-benzylthiazol-2-y1)-2-(4-

methylphenoxy)acetamides were obtained by the reaction of N-(5-R-benzylthiazol-2-y1)-2-chloroacetamides
with p-toluidine and p-cresol respectively.
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OLEPXAHHS HOBMX AMIHOMOXIAHUX HA OCHOBI
2,4,6-TPUXJIOPO-1,3,5-TPUA3UHY

B ocraHHi poKH 23pic 1HTepec HOCTiTHUKIE A0 1,4-HadToxiHOHY 1 2,4,6-TpHXIIopo-1,3,5-TpHa3HHY Ta iX
TIOXiTHIX, AKi 3HAMIIDH IHPOKe 3aCTOCYBAHHS B Pi3HHX Taly3iX HAVKH 1 TeXHIKH, B MeJHIIHHI T4 CilhCHKOMY
rocnogapeTei [ 1-5].

Meroro pgaHoi poborm OGyma po3poSka IpellapaTHBHEX METOJHK CHHTE3Y MOHO3AMIIIEHFX,
OH3aMILIEHHY, TPHIAMIIOEHHX IOXigHHX 24,6-TpHXIopo-1,3,5-TpHasHHy, IO MICTATh PIZHOMAHITHL
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