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CHHTE3
1,4-TATAAPOUMMIA3O[S,1-c]-1,2,4-TPHA3ZUH-4-OHOB
N UMMIA30IS5,1-c}-1,2,4-TPUA30JIOB

AsocoeqyHeHus, NOMyJCHHBIE COYETAHAEM S5-AHA30AMUAA30I0B ¢ JAITHIOBEIMI
shupaMu HUTPO-, XJI0p-, OPOM- ¥ aeTHIAMHHOMATIOHOBEIX KHCIIOT HPA OCHOBHOM
Karanmse UMKIH3YIOTCA B 1, 4-murunpommmnaso[s,1-c}-1,2,4-rpuasur-4-oup mim
mMuAaso[5,1-c}-1,2,4-Tprasonsl. B momydeHHRIX GHIMKIAX XTOp-, ODOM- ¥ HETpPO-
IPYNIBI JETKO 3aMEMIAIOTCA MOX AeficTBheM Hyxineodwnos. IIpu B3aamMoneificTeHM
XJIOPUCTEIM THOHHIOM WM Okcoxmopunom (ochopa MMHNA30TPHASHHOHEI IIpe-
BPAINAIOTCS B XIOPHMUHA30TPHA3HHEL

Ilpu codeTanMm QUAa30a30JI0B C NPOH3BOAHBIMK LHAHYKCYCHOTO, MaJIOHO-
BOTO, AalETOYKCYCHOTrO 3(QHPOB M aleTWIALETOHa OOpa3yloTCs THIPa3OHEL,
KOTOpHIE B 3aBHCHMOCTH OT YCHOBHM IMKIH3yIOoTCS B azonofs,1-c¢]-1,2,4-
TpHasuHel MO0 a3ono[5,1-c]-1,2,4-Tpuazonel. OTH peaknuu XOPOIMO H3yYECHBI
JULA TIPOM3BOAHBIX mmpasona, 1,2,3- u 1,2,4-tpuaszona [1-3]. B npomomxense
pabotel [4] mo MONYYeHMIO WMHOAa30TPUA3HHOB ¥ H3YYEHMIO HMX CBOMCTB
NPEACTABIIAET HHTEPEC CHHTE3 STHX OHIMKINYECKUX IPOYKTOB, COMCPIKAINIX
HMTpO-, XJIOp-, OpOM-, MEpKalTO-, THAPasHHO- H aleTHIaMHHOTPYIILI B
TPHa3HHOBOM KOJIBIIE.

3agava HacToAmed paboTHl COCTOSUIAa B IOJMYYEHHMH HOBBIX IPOH3BOMHBIX
amuaasofs,1-c}-1,2,4-rpuazun-4(H)-ona (I) u stunmoBoro sdupa mmupasols,1-
c]-1,2,4-tpuason-3-kapbonoBoit kmcnoter (II) kak wmoreHuMansHO GHOIO-
THYECKY aKTUBHBIX COCAMHEHHH.
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14,6 R =CONH, aR' =NO,, 6 R' = Cl, ,r R =CONHMe, B R: =NO2, rR}*=Cl,
7—3 R =COOEt, 1R =NO;, e R' =Cl, %« R! = Br, 3R =NHCOMe, B—1 R =NO;, uR' =Cl, k R' = Br,

1R =NHCOMe, M R = COOH, R! =NO»;
I aR = CONHMe, 6 R = COOEt, 8 R=NO,

11 BHIIOTHEHHs MOCTABICHHOM 33a7aty 10 OIMCAHHBIM PaHee METOTHKAM
[6—14] ObimM CHHTE3UPOBAHBI H3BECTHBIC 3aMEIMIEHHBIE S-HHA30AMEAA30IBL
la—n. B ycnoeusax, OMHCAaHHBIX B cTarhe [4], IPOBEACHO a30COYETaHHE
coequaeHnd Hla—n ¢ DpoW3BOOHBIMH  MaJOHOBOM KHCHOTHL IVa—T.
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ITonyuennsle asocoemuuenns B 1% crmpropom KOH muximsyiorcs B
pMuna3oTpuasuHonsl la—wm. [Ipy mpoBeneHuH MUKIM3AIMH COCOUHEHMA VM
Habmofaics THAPONM3 KapOOKCasHOHOW Tpyrsl W OBUI BBIZENEH Kap6-
OKCHHMMMIA30TPHA3AHOH IM.

 CooE:
MeCOONa j :
L l e \ COOEt § COOEt OH, 1an
\\

N N-= N COOEt

ila-n IVa-r V a-Mm

Vroxx -BML I a-B

III aR =CONH,, 6 R = CONHMe, 8 R = COOEf, r R=NO,, 1 R = CONj3;
IV aR!=NO,, 6 R! =Cl, s R =Br, r R! = NHCOMg;
Va6R= CONHZ, aR!'=NO,, 6 R! =C}, 8,r R = CONHMe, 8 R =NO,, rR! =C],
7—3 R =COOEt, s R' =NOQ,, e R' =CI, % R' =Br, 3 R! = NHCOMe, r—1 R =NO,, uR' = C},
k R} =Br, 1 R! = NHCOMe, M R = CON;, R! =NO,

TMpasonuNasoMalOHATIAIOTeHAABl [IPY  KUIT4eHMH B OeH3ome ¢
noDaBIIcHHEM TPHSTIIAMMHA MpPEeBpaliaroTca B IHpasoyorpuaszonsl [5]. B
aHAJOTMYHBIX YCIOBHUSAX [MKITHA3ALHS a30COeAUHeHNH VI, K, K He HaOmroaanace.
Cunres uMuIa3oTpHa3oioB [la—B ynasocs OCyMecTBHTh, XOTA U ¢ HEBLICOKHM
BBIXOIOM, TPH JUIMTEIFHOM HArpeBaHHM a30TajJloreHMaloHaTOB VIKK B
JEMeTIIGOpMaMue ¢ TPUITIIAMUHOM. IIpeBpaTHTs HHTPOIPOU3BOAHEIE V B
HMHTa30Tpra30iEl [l B TeX JKe yCIIOBMAX HE YAAIOCE.

POCI, SOCl, _Ha
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N.__NH,
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Vias )\fN O&N
k I 1
S = N 1m0 Imp
RI
Vila-B

I 5,u R =CONH,, o,p R=COOEt;
VI, VII 2,6 R' =NO,, 2 R = CONH,, 6 R = COOEt, 8 R' = NHCOMe, R = COOEt
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Tadnaumua i
XapaKrepHCTHKH CHHTE3HDOBAHHBIX COSAMHEHHUIH

Coe- Haiigero, % R

e~ Bpytro-hopmyna Bsramcrero, % (CHC];'—EtOH) T, °C Bswon, %

e c H N S/CU/Br

1 2 3 4 5 6 7 8 9

Ia CHNO, 327 | 1.7 | 379 0,35 280...281 60
32,1 | 1,8 | 375

16 CH,CINSO, 1342 | 1.8 | 327 16.5 0,23 255..257 | 70
33,7 | 1,9 | 328 16,6

I C;HgNGO, 354 |27 | 3575 0,27 298...300 | 57
353 125 | 353

Ir C;HCIN:O, [37.1 | 25 | 309 15.65 0,34 254..256 | 68
369 | 2.6 | 308 15,6

Iz CsHNsOs 380 | 2.8 | 278 0.4 269...271 56
37,9528 | 277

Ie CsH,CIN,O; {397 | 3.0 | 233 14.7 0,46 259..262 | T2
39,6 |29 | 231 14,6

Ik CH/BIN,O; (338 |25 |20.0 | 280 0,3 295..298 75
3345124 | 195 {279

Iz CioHyNsO, 1455 | 4.1 .| 267 0,17 279...281 65
453 | 4,15 | 26,4

In CH,CIN;O, 1279 | 1.2 | 327 16.7 0,25 276..277 67
278 | 0,9 | 325 16,5

Ik CsH,BIN;O; [23.5 | 0.85 | 272 | 312 0,43 254..255 65
23,1 |08 |269 |308

In CHNO, 355 | 26 | 357 0,37 186...189 58
353 |25 | 353

Im CsH:NO5 325 | 14 | 3L5 0,23 197...199 60
320 | 1,3 | 311

In CHN,O, |346 |35 | 472 0,67 268.270 | 77
34,45 3,4 | 469

Io CsH1oNO; 407 | 4.1 | 35.9 0,46 214..216 75
4034 42 | 353

In CeHsNsO,S 344 | 2.5 | 334 15.5 0,34 205..207 52
34,1 |24 | 332 15,2

Ip CsHgN,O;S 1396 | 33 | 234 13.4 0,48 197..199 52
40,0 | 3,3 1233 13,3

IIa CgH] 1N503 457 &é -30.0 0, 17 156 42
456 | 46 | 295

s CioHN,O, {479 | 49 | 225 0,2 160 45
476 | 48 | 222

IIs C,H;N;0, 375 |32 |31l 0,19 148 42
373 | 3,1 | 31,1 ‘
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OxoH4YaHue Tabnune 1

1 2 3 4 5 6 7 8 9

Va C;{HuNgO; |389 |43 | 249 0,76 174...177 65
38,6 | 4,1 24.6

V6 C;HiCINsO5 {40.0 | 43 | 214 10.7 0,7 159...161 74
398 |42 {211 10,7

Ve CioHigNgO; 1407 | 45 | 23.8 0,8 158...160 60
40451 45 | 23,6 _

Vr C;H6CINsOs 142.1 | 47 | 205 10.35 0,69 164...167 70
41,7 | 4,6 1203 10,3

Vo CisHiNsOg  [42.5 | 46 | 19.0 0,67 156...158 64
4205 4,6 18,9

Ve Cp3H,CIN,Os 143.0 | 4.6 | 16.0 10.0 0,87 139...141 74
433 | 4,7 15,5 9,85

Vax CisH;;BrN,Os138.7 | 44 | 13.9 19.9 0,67 - 153...155 80
38,5 | 4,2 13,8 19,75

V3 Cy;sHyNsO; (473 | 5.5 | 185 0,7 176...178 87
47,0 | 5,5 18,3

Vu CoHCINsOg 1 36.4 | 3.3 | 21.3 10.7 0,64 155...157 70
36,0 | 3.6 | 209 10,65

Vx CioH;BrNsOg {317 { 3.3 | 185 214 0,78 140...142 73
31,751 3,2 18,5 212 :

Vi CioHigNgO7 140551 4.7 | 23.3 0,64 187...189 86
40,451 4,5 | 23,6

VM CHpNgO, 1361 | 3.0 | 307 0,67 134 58
359 |33 30,4 (c pasn.)

VIa CH;CINgO; |30.0 | 1.4 | 347 14.8 0,45 248..250 60
29,7 1,2 | 34,6 14,6

V16 CH,CINsO, 135.7 | 24 | 259 12.8 0,37 235..238 62
354 |22 |[258 13,1

Vie CioH oCINsO3 142.7 | 3.2 | 249 12.85 0,39 265..268 70
42,3 | 3,5 | 24,7 12,5

Vila | CaHNOsS (298 | 1.9 | 355 12.9 0,27 238..240 58
30,0 | 1,7 | 350 13,3

VII6 | CeH/NsO,S [3595) 2.7 | 257 119 0,36 278..281 56
35,7 | 2,6 | 26,0 11,6

VIIe | CioH;NsOsS (43351 40 | 24.9 11.9 0,38 256..257 57
4277 139 | 249 114

Hurporpymma B COSHMHEHMAX Ia,i [JOCTaTOYHO MOJBIKHA W JIETKO
3aMeinaeTcs moi [eicTBHEM HyKIeodwnoB. Tak, Npu HarpeBaHHHM 3THX
COECAMHEHHH B COMPTOBOM pacTBOpe XJIOPHUCTOrO BOmopoda obpasyrorcd
XJIOpPUMHIA30TPUasHHOES! 16,6, MIEHTHUHBIC MOTYYEHHEIM IPH IUKIA3AUAA
coenusenuii VO,e (T, Ry MUK crexrp, namasie [IMP). WizpectHO, 9TO TpH
KHIIT9€HMH a30J0TPHA3MHOB B THOPA3HHTHIpPATe IPOHCXOIMT PpasIOKEHHE
TpuasuHOBOro nukia [11]. B namem XKe CIyuae TepeMeINMBaHne MPH KOMHaT-
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Tabnuua 2

CﬂeKTpaﬂbele XapaKTepHCTHKH CHHTE3NPOBAHHBIX coeUHeHU

-1
Coeu- UK cncicrp, v, oM Cricicrp TIMP, 8, m. 2., KCCB (J), 't
HEHNE
Cc=0 NH NO;
la 1650, 1700 3380...3400 1360, 1540 9,70 (1H, ¢, NH); 8,40 (1H, ¢, 6-H); 7,90 (2H, yw. ¢, CONH,)
16 1650, 1710 3350...3400 9,40 (1H, ¢, NH); 8,50 (1H, c, 6-H); 7,70 (2H, yur. ¢, CONH,)
i 1650, 1710 3370, 3410 1380, 1540 9,85 (1H, x, J= 4,9, NH); 9,39 (1H, ¢, CONH), 8,75 (1H, ¢, 6-H); 3,89 (3H, J=4,9, a, CH3)
Ir 1660, 1700 3270, 3345 9,36 (1H, 1, J= 4,8, NH):9,36 (1H, ¢, CONH), 8,87 (1H, ¢, 6-H); 3,74 (3H, J = 4,8, 1, CHls)
In 1700, 1730 3370 1360, 1540 10,08 (1H, ¢, NH); 8,45 (1H, ¢, 6-H); 4,32 (2H, x, J = 8,0, CH,); 1,22 (3H, 1, /= 8,0, CH;)
le 1700, 1720 3380 10,18 (1H, ¢, NH), 8,48 (1H, ¢, 6-H); 4,25 (2H, x, J=17.8, CHy); 1,25 (3H, 1, J= 7,8, CH;)
I 1700, 1720 3350 10,35 (1H, ¢, NH); 8,37 (1H, ¢, 6-H); 4,33 (2H, x, /=77, CH,); 1,17 (3H, 1, J=17,7, CHy)
I3 1690, 1700, 1720 3320, 3400 10,74 (1H, yur.c, NHCO); 10,44 (1H, ¢, NH); 8,55 (1H, ¢, 6-H); 4,23 (2H, x, J= 7,9, CH,); 2,09
(3H, ¢, COCH,); 1,18 (3H, 7, J="7,9, CH)
Iu 1690 3360 1345, 1560 10,35 (1H, ¢, NH); 8,37 (1H, c, 6-H)
Ix 1700 3360 1360, 1560 9,85 (1H, ¢, NH); 8,65 (1H, c, 6-H)
I 1690, 1710 3320, 3400 1350, 1560 | 10,95 (1H, ym.c, NHCO); 10,65 (1H, ¢, NH); 8,67 (1H, ¢, 6-H); 2,19 (3H, ¢, CHy)
Inm 1690, 1720 3430 1380, 1540 | 10,65 (1H, ¢, NH):9,80 (1H, ¢, COOH); 8,75 (1H, c, 6-H)
Iu 1650, 1700 3290, 3350...3400 10,90 (1H, ¢, NH); 9,56 (1H, yur. ¢, NH); 8,67 (1H, ¢, 6-H); 7,9 (2H, ym. ¢, CONH,); 6,79 (2H,
yi. ¢, NH;)
To 1700, 1725 3330, 3400...3450 10,54 (1H, ¢, NH); 9,47 ( 1H, yu. ¢, NH); 8,45 (1H, ¢, 6-H); 6,79 (2H, yuu. ¢, NH); 4,28 (2H, 1,
J=174, CH,); 1,27 3H, 1, J = 7,4, CH)
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1650, 1700
1700, 1730

1660, 1720

1720, 1730

1720
1650, 1720, 1730

1650, 1710, 1730

1660, 1700, 1725

1660, 1710, 1720

1720, 1730, 1735

1720, 1730, 1735

1710, 1720, 1740

3270, 3450%?
3400%*

3330, 3400
3370

3340
3345, 3400

3360
3330, 3390
3280, 3360

3340

3450

3400

1380, 1560
1370, 1560

1360, 1540

1370, 1560

10,69 (1H, ¢, NH); 8,47 (1H, c, 6-H); 8,05 (2H, ym. ¢, CONHy); 1,25 (1H, ¢, SH)

10,54 (1H, ¢, NH); 9,47 ( 1H, yu.c, NH); 8,45 (1H, ¢, 6-H); 6,79 (2H, yu. ¢, NH,); 4,28 (2H, x,
J=17,4, CHy); 1,27 3H, T, J= 7,4, CH;); 1,19 (1H, ¢, SH)

10,2 (1H, ¢, NH); 9,80 (1H, k, J= 4,8, NHCH;); 8.49 (1H, c, 5-H); 4,25 (2H, k, J=7,2, CH,);
3,74 (3H, 1, J = 4,78, NHCH,), 1,33 (3H, 1, /= 7,2, CHj)

10,27 (1H, ¢, NH); 8,27 (1H, ¢, 5-H); 4,34 (2H, x, J="7,8, CHy); 4,25 (2H, x, J=7,5, CHy);
1,33 3H, 7, J="7,8, CHy); 1,25 3H, 1, J=17,5, CHy)

9,25 (1H, ¢, NH); 8,79 (1H, ¢, 5-H); 4,45 (21, «, J="7,2, CH,); 1,40 3H, T, J= 7,2, CH,)

8,83 (1H, ¢, 2-H); 7,87 (2H, yur. ¢, CONEL); 4,54, 4,45 (4H, 2, J = 7,2, 7,05, 2CH,); 1,37, 1,33
(611, 21, J="7,2, 7,0, 2CH,)*

8,80 (1H, ¢, 2-H); 7,85 (2H, yi. ¢, CONEL); 4,44, 4,35 (4H 2%, J=17,2, 7,1, 2CH,); 1,39, 1,36
(6H, 21,J=7.2, 7,1, CHy)*

9AO0HJ@J~{%N§CH¢SJOUHJ;}Hx43&436@&2&J=1£Zl2CHm3ﬁ7
(3H, 1, J=4,9, NHCH,); 1,30, 1,28 (6H, 21, J= 7,4, 7,3, 2CH;)*

9,80 (1H, x, J = 4,8, NHCH,); 8,90 (1H, ¢, 2-H); 4,40, 4,38 (4H, 2 x, J= 7,5, 7,4, 2CH,); 3,47
(H, 1, J = 4,8, NHCH,); 1,36 ,1,33 (6H, 21, J=7,5, 7,4, 2CHy)*

8,94 (1H, ¢, 2-H); 4,35 ,4,32, 4,28 (6H, 3k, J="7,8, 7,7, 7.6, 3CH,); 1,5,1,47, 1,44 (9H, 31,
J=178,77,17,6, 3CH)*

8,64 (1H, ¢, 2-H); 4,15, 4,17, 4,23 (6H, 3k, J= 17,0, 7,1, 7,2, 3CH,); 1,25,1,28, 1,32 (9H, 3,
J=170,71, 72, 3CH;)*

8,76 (1H, ¢, 2-H); 4,18, 4,24, 435(6H 3x,J=170,7,1, 7,2, 3CHy); 1,28,1,34, 1,37 (9H, 3T,
J=10,71,172, 3CH;)*
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Oxonvyanue Tabn 2

1 2 3 4 5
Vs 1690, 1710, 1720, 3300, 3420 10,95 (1H, yu.c, NHCOY); 8,66 (1H, ¢, 2-H); 4,28 (6H, 3k, J=7,2, 7,3, 7,3, 3CH,); 2,19 (3H, ¢,
1740 COCH;); 1,19, 1,23, 1,25 (9H, 31, J="7,2, 7,3, 7,6, CHa)*

Vn 1720, 1730 3460 1370,1560 | 8,70 (1H, ¢, 2-H); 4,28, 4,30 (4H, 2k, J=17,0, 6,97, 2CHy); 1,21, 1,23 (6H, 2r, J="1.0, 6,97,
2CH,)*

VK 1720, 1730 3440 1370, 1560 | 8,78 (1H, ¢, 2-H); 4,24, 4,26 (4H, 2k, J=17,0, 7,1, 2CHy); 1,23, 1,27 (6H, 21, J=17,0, 7,1,
2CH,)*

Vi 1690, 1720, 1725 3330, 3400 1370,1560 | 9,70 (1H, yur. ¢, NH); 8,90 (1H, ¢, 2-H); 4,20 (4H, 2k, J="7,2, 7,1, 2CHy,); 2,24 (3, c,
COCHy); 1,30 (6H, 21, J= 7,2, 7,1, 2CH, )*

VM 1670, 1700, 1720 3450 1370, 1560 ¥ | 8,56 (1H, ¢, 2-H); 4,27,4,25 (4H, 2k, J = 7,0, 7,1, 2CHy); 1,23 (6H, 21, J= 17,0, 7,1, 2CHz)*

Via 1650 3300 1370, 1540 | 8,70 (1H, ¢, 6-H); 7,50 (2H, yiu. ¢, CONH,) ‘

V16 1720 1380, 1540 | 8,67 (1H, ¢, 6-H); 4,30 (2H, &, J=7,1, CHy); 1,22 (3H, 1, J=7,1 CHj)

Vis 1700, 1730 3310 9,70 (1H, yut. ¢, NH); 8,57 (1H, ¢, 6-H); 4,32 (2H, x, J= 7,1, CH,); 2,26 (3H, ¢, COCH,);
1,25 3H, 1, J= 17,1, CH,)

Vila 1650 3330...3390 1360, 1560 | 10,40 (1H, ym. ¢, NH); 8,54 (1H, ¢, 6-H); 7,80 (1H, yu. ¢, CONH,)

VI 6 1720 3380 1370, 1560 | 10,54 (1H, ym. ¢, NH); 8,62 (1H, ¢, 6-H); 4,25 (2H, x, J="7,5, CHy); 1,35 (3H, 1, J= 7,5, CHa)

Vil e 1700, 1720 3330, 3390 10,50 (1H, ymu. ¢, NH); 9,80 (1H, yur. ¢, NHCOY; 8,56 (1H, ¢, 6-H); 4,50 (2H, k, J= 7,7, CHy);

1,35 (3H, 1, J/=7,7, CHy); 2,24 (3H, ¢, COCHj)

* P3-3a cHRBHOTO YIUHPEHHA CHEKTPA He BHeH curaai rpynmsl NH AMAAA30J16HOrO LUK,
*2 B CrEKTpPE HMCETCS TAKIKE 110700a KOJeOaHuit rpynmst SH mpu 2540 (o) oM~
*3 CriekTp cOmCpIHT TakKe nonocy xosebanuit rpynmer N3 npu 2155 oM ™.




HOM TeMIlepaType B THAPasHHTHApaTe WM KuIsdeHue 3-xmopumuiasofs,l-c]-
1,2,4-tpuazun-4(H)-onop 16,6 B >3TaHole ¢ THOMOYCBMHOHM MPHBOJHT K
00pa3oBasuio 3-THAPA3HHO- U 3-MepKanTouMuAasols,1-c]-1,2,4-tpuasun-4(H)-
ona (Is,0—p), cooTBercTBeHHO. [lpn 06paboTke coenuHenud la,n XIOPHCTHIM
THOHHJIOM NPOHCXOJUT 3aMeHa OKCOTPYHIBI Ha XJIOp ¢ o0pasoBaHMEM
coemuuennit VIa,b6, 9T0 MOATBEPXKAACTCA OTCYTCTBHEM CHTrHama rpynmsl NH
mpa 9,5 M. B ciekrpe [IMP. Jins moaTBepsKACHUS CTPOCHMSA COCHMHEHMM
VIa,6 ¢ momMoineio TMAPONIN3a OHY ObUTH NPEBPaIleHbl B HCXOAHBIC. HMHAA30-
Tpuasunous! la,n. [Ipu mpoBemeHME peakumy COSAMHEHHA [3 ¢ XJOPOKHCEHIO
docdopa Tarke Habmoxanock o6pazopaHHe MMHIA30TPHASHHOBOIO IHMKIA —
coegunerus VIB.

Ipy KWITYeHHH C THOMOYEBHMHOU mMunaso[S,1-c]-1,2,4-tpuasmrsl Via—s
UpEeBpAliAACE B COOTBETCTBYIOmMme HMHIaso[S,1-c]-1,2,4-rpuasuns-4(1H)-
tioHsl VIla—s. TlomydyeHHBIe MMHAA30TpHUasHHOHB! I, mMuaaszorpuasonst 1,
umuasorpuasuesl VI, wmunasorprasu-4(1H)-tuonst VII mnenrtudummpo-
Banbl ¢ momompio YK crekrpos 1 gapnex [IMP.

Takum 00pa3oM, YCTaHOBJIEHO, YTO a30NpPOM3BOAHBIC MMHAA30IMAIOB V
BKJIIOYAIOTCA B PEaKUWH LUKIA3AIMM IO CIOXKHOI(HPHOH IpYNIIMPOBKE C
obpa3oBaHHeM MMHIa30TpUa3HHOHOB I, a asocoemmueHmsa V, cojepxamue
GpoM- HIH XJIOPIPYINTy OpH [UTHTEIFHOM HarpeBaHWH B JUMETHAGOpMaMuUe
MpEeBpAINaroTcd B HMHIa30TpHa3oisl II. VcraHOBIEHO, YTO rajoreHMMHAa30-
TPHA3WHOHHI | M ratoreHMMHRa30Tpuasvebl VI Ierko BCTYNAlOT B Peakiyy C

HYKJICOhHITaAMH.

SKCIIEPUMEHTAJIBHASA YACTD

VK coexTpsl CHHTe3HMDOBAHHBIX COCAMHCHMU 3ampcansl Ha npubope. Specord IR-75 (B
Tabnerkax KBr). Coexrpsr IIMP custsr Ha npubope Brucker WR-80 (80 MI'm) 8 IMCO-Dy,
puyTpeHHni cragmapr TMC. Jins KOHTPONS 32 XONOM DEaKkiy M 9HUCTOTOH MOJYYEHHBIX
coexuuenuit ucrons3opanca Merox TCX ma mmacrumkax Silufol UV-254 u Sorbfil UV-254
{copbeur — cumikarens CTX-1A) B cucreMe xmopodopM — 35TaHON. XapakTepPHCTHKA
CHHTE3HPOBAHHBIX COSAMHCHNM npuBenens! B Tabn. 1, narusie IIMP u MK cnexrpos — B Tabmn. 2.

8-R-3-R'-1,4-Muruapoumuaaso[s,1-c]-1,2,4-tpuasun-d-onnr (Ia—wv). K 30 mn 1% cimp-
tooro pacrsopa KOH mo6aemmor 1,2 MMOns a3ocoenuHeHHs Va—. - [loaydeHHy0 cMechk
KAnATAT 1,5 4, OXJIaKAAI0T X0 KOMHATHOH TeMHeparypsl, nobasisor 11, pacreop HCI xo pH 6,5
¥ TEpEeMEINHMBAIOT IpM KOMHaTHOM Ttemuneparype 0,5 4. Bpmasmmii ocazok npoxykra I
OTHUABTPOBHIBAIOT, KPHCTALIUIYIOT U3 70% BOJIHOTO CIIHPTA.

8-R-3-Xuop-1,4-muruapoumuanaso[s,i-cj-1,2,4-tpuasun-4-onst  (I6,e). Cycnmemsmio 3,95
MMOJb cocnubenms la,x B 50 Mm abc. sTaHoMa OXNaXHAOT 10 5...7 °C ¥ npy nepeMenTABaHuH B
Teyenre 6 9 NPOMYCKAIOT CyXoH XJopucThiif Bozopon. Obpasosasmuifcs ocalok Mpoxykra I16,e
OTQUILTPOBBIBAIOT, MPOMEIBaIOT Bopoit. CoenuHenns 16,6 o CriekTpansHbIM XapakTepPHCTHKaM 1
T MACHTHIHB] MMEA230TPHA3HHOHAM 10,€, ITOTydeHbIM IUKIHM3aiuell a30Npou3BoIHbIX V6,e.

8-R-3-Hurpo-1,4-quruapoumunaso[s,1-cj-1,2,4-tpuasun-4-oast (Ia,n). Cycnemsmio 3,64
MMOJIb XJIOpuMuZasoTpuasusa VIa,6 B 15 ma 2u. MeranonsHoro pactsopa NaOH BeimepsxuBaror
15 mun mpu 50 °C, 3arem GHicTpo oxnampmaroT m joSasamior 2. pacteop HCI mo pH 5,5.
BroimaBmimit  0cazok OT(HUILTPOBEIBAIOT, HNPOMBIBAIOT  BOXOH, IIEPEKPHUCTALIM3OBBIBAIOT U3
MeraHona.  CoeppHeHHs Ja,i DO CHOEKTPANbHBIM XapakTEPHCTHKAM H Iy, MACHTHYHBI
HMMHa30TpUa3sHHOHaM [a, 11, oTydeHHRIM HpH HHKITM3AHY a30IIPOM3BOAHBIX Va,i.

8-R-3-I'unpasunc-1,4-gurunpoumusaso[s,i-cl-1,2,4-rpuasnn-4-oust  (In,0). K oxurax-
nerzoMy xo 10 °C pacreopy 8,25 MMois coenuuerns 16, B 40 M sTaHona 5oGaBmotT 3 Mi 85 %
THAPasHHTHpATa ¥ IIepEMEIINBAIOT NPH KOMHATHOM TeMneparype B Tedenue | 4. Brmapmmit
0CaJ0K NpoaykTa IH,0 oTdHUNETPOBHIBAIOT, KPHCTATLUIM3YIOT B3 70% BOXHOTO 3TaHONA.
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8-R-3-MepxanTo-1,4-turnaponmuzasofs,1-c]-1,2 4-rprasun-4-omst  (Im,p). K pacrsopy
8,25 mmome coemumenms 16,6 B 30 Mn abcomorHoro staHona npubasmsmor 9,9 MMOIB
THOMOUEBHHE B 2 Kawm 88% MypapeuHOM xmcnorel. Peaxumomayro maccy xmmarar 10 =,
YIapHBAIOT B BaKyyMe HOCYX2, OCTATOK KPUCTAUIH3YIOT M3 METaHOIA.

Iruiosble 3¢upsl 7-R-umagaso(5,1-c]-1,2,4-rpuazon-3-xapbonosnix kucior (IIa—s). K
5 M nuMetundopMamuzia Zo6aBIIOT 1,2 MMOIB a30TIPOK3BOIHOTO MMHAA307a VI, KK # 0,2 Mi
TpUSTANAMUHa. PeakimoHHyro Maccy kunsrar 12...14 1, ymapHBaioT B BaKyyMe J0CyXa, OCTaToOK
pactrpaioT ¢ 3upoM, OTHHALTPOBEIBAIOT, HPOMBIBAIOT HHHPOM.

Juoranossie 3¢upnl (4-R-uMHAa30xma-5-a30)HHTPOMATOHOEBIX KHCI0T (VaBx). K
pactBopy 7,3 Mmons S-auazomMunazona [la—s B 30 M arerona npm TeMiepaType He BEIIe
5 °C ¥ npy METEHCHBHOM IEpEMEINMBAHKY KOGABIMOT 8,8 MMOTs AUSTHIEHTpOMANoHaTa IVa
# 3 MMOUB aneraTa Hartpus. Peaximosiyro Maccy nepeMenMBaloT IIpH Tok ke Temreparype 12 4,
L00aBILOT 5 M OXJIAXKICHHOM BoZpl. Brmasmuit ocanox npoxykra Va,B, OTOHIETPOBLIBAIOT,
npoMEBaroT 60 % BOIHEIM STAHOIOM, KPUCTALIM3YIOT M3 COMpPTA.

JdueTnaossie 3¢upsl (4-R-nmunasomui-5-ase)xnopmaioHoBeix kKucxor (Vo,rem). K
pactBopy 7,3 mMmons S-mmazommuzmazona Hla—r B 50 M ameroma mobammmor 10 mMmoms
JuaTHIXIopManonara IV6 u 3 MMons anerara HaTpys. PeakimoHHyI0 Maccy IepEMEMIBAIOT X
KOMHaTHOH Temmeparype 3 49, BBUIABIIME OCanoOK MHPOAYKTa VO,r,e,M OTQHIETPOBHIBAIOT,
KpueTaum3yior u3 70% BOZHOTO 3TaHONA.

HAuoTuaoseie 3¢upsl  (4-R-uMuaazonnn-5-a30)6poMMasioHoBEIX  KHEI0T (Vagk). K
pactBopy 7.3 mMom: S-mmasomvmpasona IIs,r B 50 mn ameroma mobasmmor 11 mmons
nuaTrnépoMmanonara [Ve u 3 MMons anerara HaTpys. PeakIHOHHYIO Maccy HepeMelIMBaiOT IpHU
KOMHAaTHOR TemiiepaType 1,5 4, Bemasmmif 0CafoX HPOAYKT2 ViK,K OTGHISTPOBEIBAIOT,
KPHCTALIM3YIOT 13 70 Y% BOOHOTO 3TaHONIA.

JusTnnoserit sdup (4-a3unoxkapOoHHIHMHANA3GIAI-5-a30)HUTPOMATCHOBOH KHCIOTH
(Vm). K pacreepy 1 r (6,14 mmoins) 4-azunoxapGorun-3-ruasommunazona [In B 35 ma aneroda
nmobapmor 1,2 M (6,75 mMMons) mwTHnHATpOMatoHata IVa u 0,15 r (1,83 mmons) anerara
Hatpui. PeaknuosHyro Maccy nepememmsaioT 10 9 mpu 3...5 °C, nprmmBaroT 5 M OXIaKICHHOR
BOJbI, BEIIABINMM OC3IOK IPOIYyKTa VM OTQHIGTPOBBIBAIOT, IPOMEIBAIOT BOAOH M HeOONLIIHM
KoIMgecTBOM 3dumpa.

8-R-3-Hurpo-4-xnopumunaso[5,1-c}-1,2,4-tpuasaast  (VIa,6). K pacreopy 3,95 mmoms
coemuuermsa la,n B 30 mn abcomotHoro Oemsona XoOaBist0T 1 M XJOPHCTOrO THOHWIA.
PeaxktmoHHy:0 MacCy KHISTAT 3 9, yHapWBaiOT B BakyyMe J0CyXa, OCT4TOK DACTHPAIOT C
HeOONMBINM KOIIECTBOM ddHpa.

3-AueTunavunHo-4-xyop-8-3TokcukapbonuuMuasofs,1-¢]-1,2,4-rpuazan  (VIs). Cumecs
1 r (3,77 mmons) 3-anerunamuno-1,4-marunpofs,1-c}-{1,2, 4lrprasus-4-ona I3, 0,6 mn N,N-
AuMeTUNaHuMnuHa u 25 mn xmopokucu (ocdopa marpeparor npH mnepeMermmBagum 30 MumH.
Nsbderrok xmopoxuca dochopa orronsror. IlonydeHHOE Macno SKCIPAarupyloT xjiaopodopMmoM,
KOTOPBI OTTOHAIOT B BAKYYME, OCTATOK PACTHPAIOT ¢ HeGOMbIIHM KOIMIECTBOM 3upa.

8-R-3-R'-1,4-urunpoumunaso[5,1-c}-1,2,4-tpuasup-4-tuonst  (VIIa—s). K pacreopy
7,36 mmome coemuuenns VIa—s B 30 mn aGcomormoro srtamona modOasisroT 8,8 mmons
THOMOYEBUHE 1 2 kamnu 88% MypasBpuHOU kucnoTel. Peaxmmonmyo Maccy kumarar 10 =,
YHapHBalOT B BaKyyMe JI0CYXd, KPHCTAIUTM3YIOT W3 METAHONA.
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