pBle KOHTPOJMPYIOT XeMO- M PETHOCEIeKTUBHOCTH 00pa-
30BaHUSI HOBBIX TeTeponuKiIoB. IlomoOpaHsl ycrmoBus st
CEJIEKTUBHOTO MOJIY4YeHHs THA30J10-, THA3UHONUPUMHUANHOB
Y HEKOHJICHCUPOBAHHBIX I'€TEPOLUKINYECKUX CUCTEM, KOTO-
pble pacmupsAT BO3MOXKHOCTH L[EICHAIPABICHHOIO CUHTE3a
(YHKITMOHAIBHO 3aMENIEHHBIX COSIMHEHUH 3aJaHHOTO CTPO-
€HHs C TOTEHI[HAJbHO OWOJIOTMYECKOH aKTHBHOCTBIO.

SUMMARY. On the bass of eectrophilic intermole-
cular cyclization preparational methods of synthesis of cor-
responding thiazolo-, thiazino[3,2-b]pyrimidinium tribro-
mides and triiodides and bi-, tricyclic non-condensed hete-
rocyclic systems were elaborated. Main factors, which go-
vern the chemo-, regiosdectivity of formation new he
terocycles, were determined. Conditions in order to obtain
thiazolo-, thiazinopyrimidines and non-condensed hetero-
cyclic systems which will increase opportunities of purpo-
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HOBI ®YHKIIOHAJII3OBAHI MMOXIAHI 1-(2-TTA3OJILJNITIIPA30JIY

Bcranosneno, mo N-(2-tiazonin)rinpasonn ¢eHin(rerapuia)MeTHIKETOHIB TpHU il peareHTy BinbcMeitepa—Xaaka
MUKII3YIOTBCS 10 €TUIOBUX ectepiB 2-(4-popmimmipazon-1-in)-1,3-riazomin-4-kap6G0HOBUX Ta OITOBUX KHCIOT, SIKi

JIETKO MOJHU(DIKYIOTHCS Yy BINMOBIMHI KUCIOTH, OKCHMHU Ta HITPUIIH.

TiazonbpHUM MUK € TUTIOBUM OiodopHUM (par-
MEHTOM, HasBHICTb SIKOTO B CTPYKTYpi OpraHIYHUX
CIIOJIYK YacTO 3YMOBIIOE NMOSIBY (papMaKoOJIOTIUHOT aK-
TUBHOCTI, HAIPUKJIA, aHTUMIiKOOakTepianbhoi [1, 2],
anTunapasutaproi [3], anruimemiunoi [4], kapmio-
npotekTopHoi [5, 6], anTuokcumauTHoi [7] Tomo. 4
3aMileH] MOXiHI Mipa30ly TaKOX XapaKTepU3yIThb-
Csl BUPaXKEHOI0 (hapMaKOJIOTIHHOO Ta (Pi310JI0TTUHOIO
niero [8]. B ocranHi pokH B JiTepaTypi 3'sBUIACh ce-
pist mybmikamiii [9—13], mpucesiuenux mpobaemi iH-
KOPHOPYBaHHS Tia30JbHOTO IIUKIY B Mipa30JIbHE SIM-
po. Takoro pomy mia3oibHI aHCaMOJIi BUAIOThCS 0CO-
0JIMBO MPUBAOJMBUMH AJISl PaliOHAJIBHOTO Jpar-Iu-
3aiiHy, 30KkpeMa, IJIsl KOHCTPYIOBaHHS cKa(oJAiB Ipu
CTBOPEHHI (POKYCOBaHUX KOMOIHATOpHUX 010Ti0TEK.

© M.K. Bparenko, H.B. [Tanacenxo, M.B. Bosk, 2010
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Cepen HaiiBaXJIHUBIIIKX BUMOT JI0 TaKUX CKa(OIIIB €
HasIBHICTh B HUX CXMJIBHUX JI0 XIMIYHOT Moaudikarii
¢yHKLIIOHANBHUX Tpyn. BracHe Takii yMoBi Biamo-
BifaroTh moxinui 1-(2-tiazonin)mipasoiny, B SIKMX Tia30-
npHe AApo (yHKIIOHANI30BaHE E€TOKCHUKapOOH1Ib-
HOI0 200 €TOKCHKapOOHUIMETUIBHOO, a Mipa30JbHE
— aJNBJCTITHOIO TPYNaMH, OTPUMAHHS SKUX CTAJIO
MPEIMETOM MOJAHOT0 J0CTIIKEHHS.
EKCHHEPUMEHT | OBI'OBOPEHHA PE3YJIb-
TATIB. 3 1i€l0 METOI01 BUXIIHUMH 00’€kTaMu Oynu
obpaHni Tiocemukap6asonu aneropenony (I a), 2-(5-
metin)pypunmernnkerony (I 0) Ta 2-rieninmernike-
tony (I B). Ix KoHaeHcamicio 32 TaHueM 3 eTHIOBUM
ecrepom O6pomoripysatroi kuciaotu (I1 a) abo 4-x70-
poamneroorrrosuM ectepom (IT 6) omepxani 3 BUxoaa-
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mu 73—90 % N-(2-riazonin)rigpasouu (IIT a—¢). ITo-
Ka3zaHo, 10 ocTaHHi, moaioHo no N-apuirinmpa3onis
arnerodenony [14], B ymoBax peakuii Binbcmeiiepa—
Xaaka MiAJAI0ThCS BHYTPIIIHbOMOJICKYISPHIA IUK-
Ji3anii 3 HacTynmHUM (POPMUTIOBaHHSM 1 YTBOPEHHSIM
eTunoBux ecrepiB 2-(4-popminmipason-1-im)-1,3-ti-
asouin-4-kapOooHoBux Ta orrosux kuciaotr (IV a—e) 3
Buxonamu 66—78 %. Cronyku tumy IV € opurinans-
HUMH CHUHTETHUYHMMHM OJOKaMH, MOTEHILIAN SIKUX BU-
3HAYA€ThCA PI3HOMAHITHUMM NEPETBOPCHHSIMHU aJlb-
nerinHoil Ta ectepHoi rpyn. Ha mpukmagax peaxuii
TipoJIi3y Ta OKCHUMYBAaHHS HaMH NPOJEMOHCTPOBA-
Ha ix Jierka moauikaiist 8 kuciaotu (V a,06) ta oxcu-
mu (VI a—n). Cmonyku VI a,r npu 06po61i xmopuc-
THUM TIOHITOM JIerKO TepeTBopioThes B HiTpunu (VII
a,0). 3po3ymisio, 0 CHHTETHYHI MOKJIUBOCTI €CTEPiB

I: Ar = Ph (a), 5-merundypun-2 (6), tienin-2 (8); Il: Hal = Br,
R=C(O)OEt (a); Hal=Cl, R=CH2C(O)OEt (6); IlI,1V: Ar=
=Ph, R=C(O)OEt (a), CH2C(O)OEt (6); Ar = 5-meTmndypuin-2;
R = C(O)OEt (8), CH2C(O)OEt (r); Ar = rienin-2, R =
=C(O)OEt (n), CH2C(O)OEt (e); V: n=0 (a), 1(6); VI: Ar=
= Ph, R = C(O)OEt (a), CH2C(O)OEt (6); Ar = 5-mermndy-
pun-2; R = C(O)OEt (B); Ar = rienin-2, R = C(O)OEt (r),
VII: Ar=Ph, R=C(O)OEt (a); Ar=

CH2C(O)OEt (n);
=rienin-2, R = C(O)OEt (0).
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anpjaerigokuciaor tumy IV Habarato mmpmii i npu
noTpedi BOHU MOXYTh OyTHU BUKOPHUCTAHI AJIS CIPsi-
MOBAHOTO ()OPMYBaHHsS PI3HOMAaHITHUX KOMOIHaTO-
pHUX O0i0mioTeK.

Cknang ta crpykrypa npombkHux III a— Ta
uitboBuX [V a—e cromyk, a TakoX MPOJIYKTIiB iX me-
perBopens (V a,6, VI a—x, VII a,6) mixTBepakeHi pe-
3yJAbTaTaMHU €JIEMEHTHOTr0 aHalli3y, XpoMmaToMac-
criektpiB (ra6m. 1), T9- ta AMP H criektpiB (TabI1.
2). 3okpema, s cnoayk IV a—e, V a,6, VII a,6 mpo-
TOH y TOJOXEHHI 5 Tia30JpHOTO LHKIY MHPOIHCY-
€ThCS CHHIJIETOM Y piama3oni 8.24—8.53 m.u. y pasi
ecTepiB Tia30IKapOOHOBUX KUCIOT 1 7.36—7.44 M.u.
— vy pasi ecrepiB TiazodinoutroBux kucior. Ha in-
TepBall MOTJMHAHHS MPOTOHA B MOJOXEHHI S mipa-
30JIFHOTO LMKJIY MPAaKTHYHO HE BIUIMBAE MPHUPOIA 3a-
MmicHuKa R y TiazonpHOMY sipi i BiH dikcye-
Thes mpu 9.12—9.46 Mm.u. AnpjerigHa rpymna
cnoayk 1V a—e, V a,06 ineHTHdiKyeTbcs CUHT-
JIETHUM CHTHAJIOM Yy BY3bKii oOumacri 10.01—
10.09 m.4. B cBoto uepry, ans okcumiB VI a—n
CIIOCTEPIraeThCs MOJBOEHHS MPAKTHYHO BCIX
CUTHAJIB, 1[0 MiATBEP/KYe iX ICHyBaHHS Y
BUIIAAI cymimi Z,E-i3omepiB, HaWBiporia-
Hillle, i3 TepeBakaluuM BMICTOM OLTbII CTa-
6inpHOrO E-130Mepa.

IY-cnextpu cnonyk y KBr 3amucani Ha
npuiani UR-20. Cnextpu SIMP H y AMCO-
dg BumipsHi Ha crektpomerpi Bruker Avan-
ce DRX-500 (500 mI'), BHYTpimHil craH-
napt — TMC. XpomaToMac-CIeKTpH OTpHU-
Mani Ha npunani PE SCXAPI150EX, nerek-
topu UV (250 um) Ta EL SOJ.

Emun 2-{ 2-[ 1-penin( cemapun) emunioen] -
ciopaszuno}-1,3-miazon-4-xapooxcunamu (111 a,
6,0) ma emun(2-{2-[ 1-gpenin( cemapun) emun-
ioen] ciopasuno}-1,3-miason-4-in) ayemamu
(1 6,e,e). Cymim 0.06 Mo Tiocemukapba-
30Hy (I a—8) Ta 0.06 MOJIb ETHUIIOBOTO ecTepy
(Il a) a6o ameroornrosoro ecrepy (Il 6) ku-
' stunn B 40 Mt eranony npotsarom 1.5 rox
1 0XO0JIOJKYBallM 10 KIMHATHOI TeMIepaTy-
pu. YTBOpeHuil ocan BinduibTpyBamy, mepe-
"Hocunu B 50 ma Boau, noxasanu 50 M Ha-
cuuenoro po3uuHy Na,COgs, mepemimnryBanu
BIIPOJIOBXK 20k, BiADIIBTPOBYBaNIM ocaf,
MPOMUBAJIM BOJIOIO, CYIIMIN HA MOBITPI 1 KpHU-
CTaJli3yBaju 3 €TaHOIYy.

Emun  2-[ 4-gpopmin-3-penin( cemapun) -
1H-nipazon-1-in] -1,3-miazon-4-xapboxcunamu
(1V a,8,0) ma emun {2-[ 4-popmin-3-¢penin( ce-
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Taonummomsa 1

Buxoau ta koncrantu cnoayk III a—e, IV a—e, V 2,6, VI a—1, VII 2,6

3HageHo

, %
g;&- BI/LXiZ[, Tglg ) Dopmyna pPO3paxoBaHO [M+1]+
% C H N

III a 91 7677 C4H5N50,S 58.02 512 14.48 290
58.11 5.22 14.52

0 89 105-106 Cy5H7;N30,S 59.17 5.58 13.69 304
590.38 5.65 13.85

B 79 81-82 Ci3H15N305S 53.08 5.11 14.27 293
53.22 5.15 14.32

r 83 115-116 Cy4H7;N305S 54.48 541 13.42 308
54.71 5.57 13.67

bi 85 122123 C,H3N30,S,  48.62 4.37 14.17 295
48.79 4.44 14.23

[§ 90 98-99 Ci3H15N30,S, 50.29 4.77 1341 310
50.46 4.89 13.58

IV a 78 112-113 Cy4H13N305S 58.51 3.92 12.63 328
58.70 4.00 12.84

0 73 92-93 Ci7H5N305S 59.99 4.37 12.41 348
50.81 4.43 12.31

B 66 152-153 C;5H3N30,S 54.11 3.80 1251 332
54.37 3.95 12.68

r 67 133-135 Cy4H5N30,S 55.82 4.54 12.32 346
55.64 4.38 12.17

I 72 166-167 Cy4H{1N305S, 50.16 3.17 12.47 334
50.44 3.33 12.60

e 78 162163 C;5H3N,05S, 52.07 3.83 12.31 348
51.86 3.77 12.10

Va 81 219220 C 4,HgNZ05S 56.12 2.94 14.17 299
56.18 3.03 14.04

0 88 192-193 C;5H1N305S 57.74 3.68 13.30 314
57.50 354 13.41

VI a 92  205-207 CygH14N,O3S 56.27 4.21 16.52 343
56.13 4.12 16.36

0 89 182183 Cy;HgN,O05S 57.11 4.42 15.59 357
57.29 4.52 15.72

B 89 234-236 CysH4,N,O,S 51.79 4.20 16.23 347
52.01 4.07 16.17

r 94 201-203 Cy4H,N,405S, 48.43 3.52 16.24 349
48.26 3.47 16.08

I 95 175177 CysH4N,05S, 49.58 3.79 1531 363
49.71 3.90 15.46

VII a 89 167-168 C.gH,N,0,S 59.07 3.62 17.08 325
59.25 3.73 17.27

0 85 179-180 Cy4H(N,40,S, 50.98 3.19 17.07 331
50.89 3.05 16.95

mapun) -1H-nipazon-1-in] -1,3-miazon-4-in} ayemamu
(IV 6,2e). o 20 mn IM®A npu mepemirryBasHi i
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oxonomxkenni (0—5 °C) nonapamu 131
(0.08 moss) POCI33 Takoro mBuaki-
cTio, MO0 TemIeparypa He MepeBu-
urysana 10 °C. Uepes 20 xB 10 cyMmi-
mi pomaBanmu 0.03 Monw TimpasoHy
(11l a—e), mepemimryBaau, HOCTYMOBO
nigHiMaroun temnepatypy ao 70 °C,
i BUTpUMYBaJIN TIpH Hiil 2ron. Pe-
aKUiHY CyMIilI OXOJOJKYBalu J0
KIMHATHOI TeMIepaTypH, BHJIUBaIU
B 200 My KpuxKaHOi BOAM, HEHTpa-
nizysanu Nay,CO3 no pH 7.5—8. Ot-
puMaHuil ocaa BiAGinbTPOBYBAIH,
MPOMHUBAJIA BOJOIO, CYIIMIU Ha TO-
BITP1 Ta KPUCTANI3yBajlu 3 €TAHOILY.
2-(4-Dopmin-3-¢henin-1H -nipason-
1-in) -1,3-miason-4-xapbonosa (V a) ta
2-(4-popmin-3-penin-1H-nipazon-1-
in) -1,3-miazon-4-in] oymosa (V 6) xuc-
nomu. JJo cycnensii 0.003 mob ecte-
py (IV a,6) B 50 Mt Boau gomaBanu
0.25r (0.006 moss) NaOH i mepe-
mimysamu npu 50 °C Brponosx 24
rof. YTBOpeHUH po3uuH (GiALTPY-
Bayy, pinsrpat minkucmosanu 10 %10
COJITHOIO KHCIIOTOIO, Ocaj BiAdinbT-
pOBYBaIH, MPOMUBAIH BOJOIO i KPHU-
CTaJIi3yBaJjX 3 OLTOBOI KHCIIOTH.

Emun (24 (2idpoxcuimino) me-
mun] -3-gpenin( cemapun) -1H-nipason-
1-in}-1,3-miazon-4) -xapbokcunamu
(VI ae) ta emun (2-{4-[ (2iopoxcu-
imino) memun) -3-penin( 2-mienin) -
1H-nipazon-1-in}-1,3-miason-4-in) aye-
mamu (V1 6,0). Cycnensiro 0.001
mouis anpraeriay (1V a—s,m,e), 0.0015
MOJIb TIAPOXJIOPUAY TiApOKCUIIAMI-
my ta 0.12r1 (0.0015wmoms) rimpo-
KapOoHaTy HaTpil0 B 5 MIJ eTaHOIy
HarpiBajiu J0 KHWIiHHS, OXOJIOKY-
Balld 10 KIMHATHOI TeMIepaTypH,
YTBOPEHUH ocaja BiA(pUIBTPOBYBAIU
1 KpHCTAJII3yBaJH 3 €TAHOITY.

Emun 2-[ 4-yiano-3-penin( 2-mi-
enin) -1H-nipazon-1-in] -1,3-miason-4-
xapboxcuramu (VI a,6). o pos-
uyuHy 0.0015 monb okcumy (VI a,r) B
10 My METHIICHXJIOPHIY J0JaBalu
0.4r (0.003 mouib) TiOHITXIOPHIY,

nepemimysanu npu 40—45 °C BrpooBxk 2 T0j1, 0X0-
JIOJKYBaJM O KIMHATHOI TeMmepaTypH, ocaj Bif-
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Taobnwumuosda
I4- ta SIMP-cnexrpu cnoayk III a—e, IV a—e, V a,6, VI a—1, VII 2,6

2

Cro- I4-cnextp, 1
nyxa KBr, oL Coektpu IMP "H, d, m.u., J, T
Mla 1665 1725 1321 (3H, CHy J=75), 228 ¢ (3H, CHy), 4.25 s (2H, CH,, J=7.5), 7.34-7.39 m (3H, ),
7.66 ¢ (1H, H ), 7.70-7.75 m (2H,,, ), 11.03 ¢ (1H, NH)
6 1660, 1725 1241 (3H, CHg J=72), 229 ¢ (3H, CHy), 357 ¢ (2H, CH)), 411 ke (2H, J=72), 656 ¢
(IH, H>y0,), 733740 M (3H,,,,) 7.75 1 (2H,,,,, J=7.5), 11.09 (1H, NH)
B 16651730 11871 (3H, CHy J=7.2) 234 ¢ (3H, CHy), 237 ¢ (3H, CHy), 415 ks (2H, J=7.2), 634 ¢
(IH o). 891 ¢ (IHy0), 7.56 ¢ (IH, HO ), 11.05 ¢ (1H, NH)
r 1660, 1730 126t (3H, J=7.5), 230 ¢ (3H, CHy), 2.35 ¢ (3H, CHy), 367 ¢ (2H, CH,), 4.15 ks (2H,
J=75), 619 ¢ (1H,,,,,). 668 ¢ (IHy, ), 683 ¢ (1H, H>;,, ), 1110 ¢ (IH, NH)
A 1665, 1720 1257 (3H, CH J=72), 246 ¢ (3H, CHy), 234 ¢ (3H, CHy), 413 ke (2H, J=72) 711 1 (IH 5540,
3=30), 741 ¢ (1H, H®,,..), 7.20 ¢ (IHj040,). 808 11 (2H oy J=30), 10.98 ¢ (1H, NH)
¢ 1660, 1720 1261 (3H, CHy, J=72), 247 ¢ (3H, CHy), 377 ¢ (2H, CH), 414 ks (2H, CH, J=72),
6.85 ¢ (1H, H ), 7.08 1 (TH 040 » 9=33), 7.56 ¢ (H,joqe0): 762 1 (TH 00 I=3.3),
11.12 ¢ (1H, NH)
IVa 1695 1725 1351 (3H, CHy J=7.0), 433 kb (2H, J=7.0), 747 m (34 n W) 790 1 (H, ., J=75), 853
¢ (IH H®, ) 93l c (IH, H% ), 1001 ¢ (1H, CH=O)
6 1695 1730 1287 (3H, CHy J=68), 338 c (2H, CH,), 416 xa (2H, J=6.8), 7.4 ¢ (IH, H, .., 751
M (3H,p0) 798 M (2H, (), 9.22 ¢ (1H, H® ), 10.02 ¢ (1H, CH=0)
B 1700, 1725 137 1 (3H, CHy, J=7.0), 242 ¢ (3H, CHy), 434 n (2H, J=7.0), 625 1 (1H,, . I=3.0),
7.45 1 (Hy, . 3=80), 837 ¢ (IH H°, . ), 931 ¢ (1H, H° . ), 1001 ¢ (1H, CH=0)
r 1700, 1730 1251 (3H, CHy J=7.0), 240 ¢ (34, CH,), 380 ¢ (2H, CH,), 415 ks (2H, CH,, J=70), 624 ¢
(IH o). 7:36 ¢ (IH H®, ), 7.38 ¢ (IHy, ), 9.12 ¢ (1H, H5, . ), 1007 ¢ (IH, CH=0)
A 1695 1720 1381 (3H, CHy J=7.0), 435 ks (2H, CHy, J=7.0), 7.07 1 (IH iy, I=30), 763 1 (IH o,
J=30), 824 1 (IH ., J=30), 838 ¢ (IH, HO . ), 940 ¢ (1H, HY, .., 1009 ¢ (1H, CH=0
e 1700, 1725 1257 (3H, CH, J=70), 380 ¢ (2H, CH)), 412 ks (2H, CH,, J=7.0), 716 1 (1H, 5.,
J=30), 742 ¢ (IH, H,,,,). 763 1 (1H 4, I=30), 819 1 (TH ., J=30), 928 ¢ (1H,
H® ason) 1005 ¢ (1H, CH=0)
Va 1690, 2550-2980 7.40-751 m (3H, ), 7.91-7.94 m (2H, ), 824 ¢ (IH, H°, . ), 935 ¢ (IH, H°, .. ),
10.05 ¢ (1H, CH=0), 1224 m. ¢ (1H, COOH)
5
6 1600, 2580-3010 374 ¢ (2H, CH)), 741 ¢ (1H, H’y,,, ). 749 M (3H,,.), 793 m (2H,,,,), 924 ¢ (IH,
H pason) 1003 ¢ (IH, CH=O0), 12.39 m. ¢ (1H, COOH)
Via 1655 1720, 3410 138 1 (3H, CHy, J=6.0), 434 ks (2H, CH,, J=60), 7.43-7.70 m (6H 5H,,, +CH=), 8.12
¢, 831 c (IH, H,, ), 872 ¢, 921 ¢ (IH, H° . ), 1122 ¢, 12.06 ¢ (1H, OH)
6 1650, 1715, 3440 123 1 (3H, CHy J=65), 377 ¢, 379 ¢ (2H, CHy), 412 xe (2H, CH,), 7.71-808 m (7H,
5H oy + CH= +HC ), 861 ¢, 919 ¢ (1H, H®, ... ), 1114 ¢, 11.93 ¢ (1H, OH)
B 1650, 1720, 3420 137 t (3H, CH,, J=7.0), 435 k8 (2H, CH,, J=6.0), 6.24 ¢, 6.28 ¢ (1H, ), 69Lc, 7.04 ¢
(IH, o) 782 ¢, 830 ¢ (IH, CH=), 832 ¢ (1H, H°,, ), 869 ¢, 9.25 ¢ (1H, H>, . ),
11.25 ¢, 11.08 ¢ (1H, OH)
r 1645, 1715, 3430 138 1 (3H, CH, J=65), 434 ks (2H, CH), J=65), 7.17-7.76 m (4H, 3,5, +CH=),
829 ¢, 831 ¢ (IH, H°,, ), 875 ¢, 9.21 ¢ (IH, H°; . ), 11.27 ¢, 12.08 ¢ (1H, OH)
A 1650, 1715, 3425 1.26  (3H, CH,, J=65), 379 ¢, 381 ¢ (2H, CH,), 7.17-7.79 m (4H, 3H ;. +CH=), 8.25
¢ (IH, H°;,,.,). 866 ¢, 9.15 ¢ (1H, H .. ), 11.25 ¢, 12.02 ¢ (1H, OH)
Vila 1725 2230 137t (3H, CH, J=65), 435 ks (2H, CH,, J=65), 7.57  (3H,,,,), 7.96 1 (2H,,,,
J=7.0), 842 ¢ (1H, H° ;). 945 ¢ (1H, H°, . )
6 1725, 2235 1381 (3H, CHy J=7.0), 436 xB (2H, CH,, J=7.0), 7.26 1 (1H, 04, » J=4.0), 7.75 1

(A ji0en, I=5.0), 7.82 1 (IH i e I=5.0), 8.42 ¢ (1H, H®, ..., 9.46 ¢ (1H, H5mpa3on)
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GiTBTPOBYBAH 1 KPUCTATI3YBAIH i3 CYMIllli €TaHOI—
onrroBa kucnota (1:2).

PE3IOME. Vcraunosineno, uro N-(2-ruazomnun)ruapa-
30HBI (eHWI(reTapuia)METHIKETOHOB TMpHU JEHCTBHH pea-
reuTa BunbcMmeiiepa—Xaaka HUKIU3YIOTCS B OTHIIOBBIC 3du-
pel  2-(4-popmunnupaszon-1-nn)-1,3-tuazonun-4-kap6oHo-
BBIX M YKCYCHBIX KHUCIIOT, KOTOPBIE JIETKO MOJUPHIUPYIOTCS
B COOTBETCTBYIOIIHE KHCIOTHI, OKCHMBI U HHUTPHJIBI.

SUMMARY. Theinteraction of Vilsmeier-Haack rea-
gent with N-(2-thiazolyl)phenylhydrazone(hetaryl)methyl-
ketones are formed ethyl esters 2-(4-formylpyrazole-1-yl)-
1,3-thiazolyl-4-carboxylic and acetic acids which are easly
modified in the corresponding acids, oximes and nitriles.
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Hapiitnma 23.03.2010

CHHTE3 U MEXMOJIEKYJISIPHASA IMOJIMIUKJIN3ALIU S
N2—[4—(2—METI/[JI—3H—I/IMI/II[A3O[4,5—b]HI/IPI/II[I/IH—3-I/IJI)(I)EHI/IJI]HI/IPI/II[I/IH—2,3-I[I/IAMI/IHA

OcyIecTBiIeHa MEKMOJIEKYISIpHAST OKHCIUTEIbHAS TTOTUITUKIN3AIINS N2-[4-(2-MCTI/IJ'I-3H-I/IMI/I,IIa3O[4,5-b]HI/IpI/IﬂI/IH-
3-un)pennn|nupuanu-2,3-1naMiHa MOCPEACTBOM 3JIEMEHTHOH cepbl B MPOU3BOJAHOE MosnuMuaaszol[4,5-bjnupununa.
B KkauecTBE MCXOJHOTO COCTUHEHHS B CHHTE3€¢ NUPUIAMHIMAMHHA HCIOJB30BaH 3-HUTPO-2-XJIOPHMUPHUINH. B3anmo-
JEUCTBUEM TIOCIEAHEr0 C N-HUTPOAHWIMHOM MoJiydeH 2-(4-HUTpOdeHHI)aMUHO-3-HUTPOIMPUANH, KOTOPHIH Harpe-
BaHMEM C KOHIEHTPHPOBAHHOW MOIHCTO-BOJOPOJHON KHCIOTOH B NMPHUCYTCTBHU KpacHOTo Qochopa BOCCTAHOBICH
10 3-aMuHO-2-(4-amuHO (eHUT)-aMUHOTIMPUANHA. KHIsTueHne MUPUANHTPUAMUHA C YKCYCHBIM aHTHAPUAOM IPHUBO-
mIT K 2-Metwi-3-(4-amuHo pennn)umuaaszo[4,5-bjnupuanny. IIpu B3anMOAEHCTBHE MOCIETHErO ¢ 3-HUTPO-2-XJIOPIIHU-
pununom obpasyercst N-[4-(2-mernn-3H-umunazol4,5-b]-nupuaun-3-nn)pennn]-2-aMuH0-3-HUTPONUPHUIHH, & €rO MO-
clleflyrolee BOCCTAHOBIEHHE MOAMCTO-BOJOPOIHON KHCIOTOH B HMPHUCYTCTBHU KpacHOTO (ocdopa naer meneBoi

NUpUINHIAUAMUH I HOJIUIUKIIN3aluu.

W 3BeCTHO, UTO JIMHEHHBIE TETEPOIMKIIHIECKHE 110~
JIUMEPBI 00J1aIAF0T PSJOM MOJIe3HbIX CBOUCTB [1]. Tak,
HEKOTOPbIE M30MEphI MOJHOEH3UMUAA30a, Ui KO-
TOPBIX XapaKTEPHA BBICOKAsT TEPMOCTOMKOCTb, HAXO-
JISIT IPUMEHEHUE B KAYECTBE BBICOKOTEPMOCTONKUX
KJIGCB M CBS3YIOIIUX TS CTEKIOIUIACTHKOB H BOJIO-
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KOH B aBHAI[MOHHOW M KOCMHYECKOM TexHuke [2].
MeramiononuMepbl Ha 0CHOBE MOIHOEH3UMH1a30J1a
WCTIONB3YIOTCA U1l U3TOTOBIICHHS OPTaHUYECKHX IPO-
BOJIHUKOB, a TUIGHKH W3 HETO MPUMEHSIOT IS uib-
Tpaly HAHOYACTHI[ U B KauecTBe MeMOpaH Jis u3-
TOTOBJIEHHS TOIUIUBHBIX 3JIEMEHTOB [3—5].
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