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BBenenue
Rl R? C navana XXI croneTus HaOIIONAETCSl PEHECCAHC f(I;IMI/II/I 1,2,3-Tp1éle713ona. IIpumeHeHHE MeTanIo- U OpraHo-
>:< KaTajn3a K KJIaCCHUECKUM peaknusaM XbplocreHa - u JluMpora”' chenalo JOCTYHMHBIMH CaMble pa3HO-
Na N<gs oOpasHble mpousBoAHble 1,2,3-Tpuazona Ajisi LIMPOKUX XUMHYECKHX U OMOJOTMYECKUX HCCIEAOBAHUI.
N B CBOIO OYepe/ib, 3TO NMPUBEIIO K MX HCIIOIb30BAHMIO B OMOIOTHYECKON W MEIUIMHCKOM XWMHH, TEXHUKE U
memmmne.™ Hacrosmee coobmenne choKycHpOBaHO Ha HCIIONb30BAHHM TAHAEMA peakiuu obpasosanmus NH-1,2,3-Tpu-

a30JI0B U UX BSaI/IMOI[eI/ICTBI/IFI C SHGKTPO(bI/IHBHBIMI/I pearcHraMu B CHHTC3C 1,4,5 3aMCIICHHBIX 1,2,3 -TpHUa30JI0B.

Cunre3 NH-1,2,3-Tpuasoson

OcHoBHble MeTOAbl cuHTe3a NH-1,2,3-Tpua3ofioB BKIItO-
YaloT KaTalIW3UpyeMOe MEAbI0 a3UA—alKHHOBOE I[HKIIO-
npucoenunaenne (CuAAC),'” kackan banepra,'® peakumn
HUTPOOJIE)UHOB C a3MIOM HATpHs'' M B3aMMOJEHCTBHE
EHAMHHOB C BHICOKOAIEKTPO(HIbHbIME azuaamu.”' " Tak,
HarpuMmep, SIMaMoTO BBEN B CHHTETHYECKYIO IPAKTHUKY
3¢ EeKTUBHBIN M IIpenapaTuBHO YZOOHBIN METOJ CHHTE3a
NH-1,2,3-TpuazonoB 2 peaxkuueil TpUMETWICWIMIA3UAA C
TePMUHAJIBHBIMH QJIKMHAaMH 1 B TIPUCYTCTBHH COJEH
onHoBanenTHOM Meau.” C pyroif cTopoHbl, Pamaxapu c
KoJIJIeTaMH Pa3paboTaay OpraHOKaTAJUTUYCCKUHA BapuaHT
peaknuu 3¢upoB XaremaHa 3 uepe3 aKTHBUPOBAHHYIO
dbopMy 4 C TO3HMIA3WIOM, MPEICTABILIIONIMNA COOOM
3 QEeKTUBHBI METOJ] CHHTE3a KOHIICHCHPOBAHHBIX TpPH-
asonos 5.57!
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AJIKMTUpOBaHME
Ucnons3oBanue NH-1,2,3-Tpra3ooB B cuHTE3€ N-3aMELLEH-
HBIX TPHA30JIOB 00YCIIOBIEHO MX XUMHYCCKIAMHU CBOMCTBAMH.
OHu 007aJal0T OTHOCHTEIBHO BBICOKOH KHCIOTHOCTBIO
(pKa 8-10)"? 1 B mpHCYTCTBUH OPraHHYECKHX H HEOPraHH-
YECKUX OCHOBaHUI 00pa3yloT TpUa30JiaThl, KOTOPHIE JIETKO
pearupyroT ¢ pasHbIMU ICKTPOGIIAMHU, TAKUMH KaK aJIKHJI-
U apWITaJOrCHUIbI, CIIUPTHI, aJKCHBI U aJIKUHBI, 00pa3ys
N'- u N*-3amMerneHHbIe 1,2,3-tpuazonsl. CooTHOIIEHUE
MPOAYKTOB PEAKIMH B OOIIEM CIydae 3aBUCHUT OT IPUPOJIBI
000HX peareHTOB W YCJOBUU TpPOBENCHHsS peaknud. Tak,
B3aMMOJICHICTBHE TPHA30JIOB 6 C MPOM3BOIHBIMH OCH3WII-
XJopua 7, B 3aBECUMOCTH OT IIPHUPOJIBI 3aMecTuTeNsd R, mpu-
BOJIHT K pa3HOMY COOTHOIIECHHIO TIPOTYKTOB peakiwn 8 u 9. 12

Ph
Ph KoCO3
Ph
2
Y= , o MeCO_ /K//MN\/Y
A 22h N—N _/N’N
6 7 6263% R—/

'R 2-O,NCgHy (ratio 8/9 = 1:2), R = 2-MeOCgH, (ratio 8/9 = 2: 1)
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Bunuiauposanue
N-Bununupopanue Oenzorpuazona (10) 2-6pomcrupoiiom
KaTaJIM3UPYETCs] COMSIMU OJJHOBAJICHTHOW MEIW U MPOTEKaeT
NIPEUMYLIECTBEHHO 10 aToMy N-1 Tpua3osbHOro 1UKiIa, Ha
KOTOPOM, COTJIACHO pacdeTam, JIOKAIM30BaH HAMOOJIBIIUIT
QNEKTPOHHBIN  3apsia, C  oOpa3oBaHHWEM  IPOIYKTOB
- 12 u N*-3amemenus 13 B cootHomennu 10:1. Bunm-
JIMpOBaHUE HE3aMEIIEHHOro Tpuasona 11 B 3TUX XKe yclo-
BHSIX NPUBOANT K 00pPa30BaHUIO aHATIOTUIHBIX COCIMHEHIH
14 u 15 B cootHomenuu 1:1.3, yto cornacyercs ¢ JaHHBIMU
pacyeToB, COrIacHO KOTOPHIM Ha 00OMX aToMax a3oTa JoKa-
JIM30BaHA GIM3KAS 10 3HAYCHHUIO YIIEKTPOHHAS MIIOTHOCTD.
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Peakuusa MunyHo0y
B oTimume oT peaknuii aNKnIMPOBaHUS U BUHUIMPOBAHNS,
B3aMMOJIEHICTBHE Pa3HOOOpa3HBIX Tpua3zoyoB 16 co comp-
TaMH B YCJIOBUSX peakid MUIyHOOy PUBOJUT K NMPEUMy-
LIECTBEHHOMY 00pa30BaHHIO MPOAYKTa MPUCOETUHEHUS 110
atomy N-2 ruxna 17,'>'¢ uto 06ycnoBnmBaer npuMeHenne
9TOH peakIiy AJI CUHTe3a 2-3aMEICHHBIX TPHA30JI0B.

R'=R2=H (ratio 14/15 = 1:1.3);
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17 (62-80%)

18 (5-36%)

Cyab¢poHunupoBaHue
ockombky N'- i N*-3aMelieHHbIe TPHA30Ibl SBIAIOTCS MPO-
OYKTaMH KHHETHYECKOTO M TEPMOIMHAMHYECKOTO KOHT-
pois,'> BapeUpys 0GBEM ¥ IEKTPOHHBIC CBOMCTBA 3aMec-
TUTEJNIeH U PEeareHTOB, a TaKXKe YCIIOBUS IPOBEIACHUS PEaKIy,
MOSIBIIICTCS. BO3MOYKHOCTh HAIIPABUTh PEAKIHIO B CTOPOHY
MPEUMYIIECTBEHHOTO 00pa30BaHUs OJHOTO M3 H30MEPOB.
DTOT (aKkT MOKET OBITh MCIIOIB30BAH JUIS IU3aliHA JPYTHX
MIPOU3BOIHBIX TPHA30jla C MOMOIIBIO 3TOW peakuuu. Tax,
4-azonun-1H-tpuazoinsl 20, mosydyeHHbIE HAMH peaKIMel
B-asomunenamuroB 19 ¢ cymbdonmtazumamu,”  GbUH
HICTIOB30BaHBI B cHHTe3e N'- u N*-Cyib(oHMI-4-a305THI-
1,2,3-tprazonoB 21 u 22 peaknueit ¢ cyabQOHIIXIOpUAA-
mu.'” Tpuasosel, cofepskaniue THATHA30IbHbIE, H30KCA30b-
Hble ¥ OCH30JIbHBIE IMKJIbI, PEarupyloT C ME3MI- U TO3MII-
XJIOpUaMH ¢ 00pa3oBaHHEM IPEUMYIIECTBEHHO [-3ame-
meHHbIX TpuaszonoB 21. Torma kak B3auMOAEWCTBHE C
OoJiee CTepUYECKH 3aTpyaHEHHbIM 1-(2,4-nmumernndeHnn)-
CyJIb(HOHMIXJIOPUIOM TPUBOAUT K 00Pa30BAHUIO TPEUMY-
IIECTBEHHO 2-3aMeIleHHBIX TpHa3oyoB 22. Ha ocHoBe karta-
JM3UPYEMBIX POJUEM TpaHchopMaluii Tpruazonos tumna 21
I'eBopranom, ®okunbiM, MypakamMu U HX MOcienoBaTe-

JSIMU pa3paboTaHa HOBasi METOOJIOTHSI CHHTE3a OpraHuye-
CKHX COEIMHEHWH, BKIIIOYas MOIYyYEHHE Pa3HBIX IeTepo-
ukos, 't ITockonbky @OKHMHBIM C COTP. nokasano,”' uto
1- u 2-cynpdonun-1,2,3-Tpuazonbl CylmeCTBYIOT B paBHOBe-
CHH, peakuusi Cyl1b()OHUINPOBAHUS TPHA30JIOB UMEET 3Ha-
yeHue A1 Metojonoruu I'eBoprana—PoknHa—MypakaMu.
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:’Het = 1,2,3-thiadiazolyl, R? = Ms (ratio 21/22 = 90:10); !
'Het = 1,2,3-thiadiazolyl, R? = 2,4-Me,CgHj (ratio 21/22 = 33: 67):
.Het = oxadiazolyl, R? = 2,4-Me,CgHj5 (ratio 21/22 = 12:88) '

OaHopeakTOpHBIii MeTO

3a mocneaHWe S5 JIeT MOSBUINCH WCCIIEJOBAHMS, HAMpaB-
JIEHHBIC Ha Pa3pabOTKy OJHOPEAKTOPHBIX METOJO0B CHHTE3a
TPUA30JI0B HA OCHOBE COBMELIEHHS PEaKLUUU MOCTPOCHHUS
1 H-Tpua30yibHOTO 1MKJIA U MOCIEAYIOLIEro B3auMOEHc-
TBUsA ¢ 3nekTpoduuamu. Tak, XKaHr ¢ coaBTOpaMu Impo-
JEMOHCTPUPOBAIM  BO3MOXKHOCTb  MOJIyYEHHUs 2-apuil-
1,2,3-Tpua3osoB 25 ¢ BBICOKUMH BBIXOJAaMHU U3 XaJIKOHOB
23, a3ujga HATpUs M apWITAJIOreHHJIOB B TNPUCYTCTBUU
Cu0.”

HenmaBro Tamnmem peaxkunn npucoennHerns u CuAAC mo
MaHHuxy OBUI TpHUMEHEH JUIS CHHTe3a |-TIMpUMMIHII-
MeTHITpHa3onos 27.7
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bnazodapsim Poccutickuii  Hayunviti  poHO

(epanm 15-13-10031) 3a punancosyio nod0epiucKy.
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