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3AT'AJIBHA XAPAKTEPUCTUKA POBOTH

Axmyanvnicms memu. A3014 BIIITPAIOTh Iy>Ke€ BXIUBY POJb K y (pyHIameHTa-
JBHUX, TaK 1 B MPUKJIAJIHUX HAMpPsIMKAaX PO3BUTKY OpraHiyHoi ximii. Bapro Haramatu mpo
BUHSTKOBE 3HAYEHHS MOXIAHUX a30JI1B JIJIi CTBOPEHHSI OapBHUKIB, 1HCEKTUIUIIB, TepOIlIH-
niB Ta (papmaneBTUYHUX MpemnapatiB. He3pakaroun Ha Te, 110 XiMisl a30J1iB J0Ope pO3BHHE-
Ha, YUMAJIO iX MPEACTaBHUKIB OJICPKYIOTHCS CKIAIHUMU crioco0aMu abo B3arajii HEeB1IOMI.
Came TOMy aKTyaJbHICTb JIOCHIJIKEHHS MEPCIEKTUBHUX peareHTiB, MPUAATHUX JIJISl CUHTe-
3y HOBUX MOXIJIHHX a30J]1iB, HE BUKIMKAE CyMHIBY. [0 Takux peareHTiB BIAHOCSATHCS 1
2-aniamino-3,3- TUXJIOPaKPHIIOHITPUIIN, ITUKJIOKOHICHCAIT AKUX JOCIHIKEeHI HEeAoCTat-
HBO, 1 MO’KHA OYJIO CIIOJIIBATHUCS HAa CYyTTEBE PO3IIMPEHHS cpepu iX 3aCTOCYBaHHS B a3011b-
HUX CHHTE3aX.
36’a30k podomu 3 naykosumu npozpamamu, naianamu ma memamu. Po6ora Buko-
HyBajJach B paMKaxX HayKOBUX TE€M BTy XiMli 010aKTUBHUX a30TOBMICHHMX T'€TEPOLIMKIIY-
HUX OCHOB [HcTHTYTY Oloopraniunoi ximii Ta Hadtoximii HAH VYkpaiau 1994-2001 pp.
(NeNe nepxpeectpartii 01950025793 ta 0199U003947), a Takox miarpumana MikHapo/I-
HuM HaykoBuM ¢oraoM J[x. Copoca (rpantu U6K000, U6K200, 1994-1996 pp.) Ta rpaH-
ToM INTAS (Ne 95-1115, 1998-1999pp.) nix kepiBaunreom rpod. I'. Peitnepca (benbris).
Mema i 3a60anna 0ocnioncenns. OCHOBHA MeTa poOOTH MoJisirajia y BUBYEHHI Ta-
KMX IHUKJIOKOHJACHCAIIN 2-amiamMino-3,3-IMXI0paKpPHIOHITPUIIIB 3 CIPKO- Ta a30TOBMIC-
HUMHU HyKJeodinamu, siki Oynu O NpuAaTHUMH JJIsl CUHTE3y HOBHUX MOXIAHMX a30iiB. Jlis
TOCSTHEHHS 111€1 MeTH Tpeba OyJIo pO3B’sI3aTH TPU 3aBJAHHS:
1) po3poOUTH CUHTE3H CIPKOBMICHHX €HAMIJOHITPHIIIB Ta BUSCHUTH MOXKJIHUBICTH iX
TeTEPOLUKITI3AIIIM;

2) TOCIiTUTH HOBI HANPSIMKHU IUKJIOKOHJEHCAIN 2-aIiiaMiHo-3,3-TUXJI0paKpuiio-
HITPUWJIIB Ta CIIOPITHEHUX €HAMIJIIB 3 aMiHAMU;

3) BUBYUTH B3a€MO/III0 XJIOPOBMICHUX €HAMIIOHITPUIIIB 3 T1IPA3WHOM Ta MOTO MOXIi-
HUMH.

Haykoea noeuszna odepycanux pesyabsmamie. Briepiie moka3zaHo, 10 IIITKOM
noctynHi eHaminu 3aranpHoi hopmynu CLC=C(X)NHCOR, ne X=CN,CONH,,COOAIk,
P(O)(OAIk),, P(O)Ph, Ta iH1I1 €1eKTPOHOAKIIENTOPHI TPYIIH, 3a JIOMOMOTOI HECKJIaJHUX
MiXO/IB TEPETBOPIOIOTECS B HOBI moximHi 1,3-okcazomy, 1,3-Tiazomy, mipaszony Ta

1,3,4-okcamaiazomy.
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Oco011BO BaKJTMBUMU NEPETBOPEHHIMH, SIK1 TOCHIPKEH] B 11 pOOOTI, BUSBUIIUCH TaKi:

1) mocmioBHAa B3a€EMOJIisl BKa3aHUX BUIIE XJIOPOBMICHUX €HaMIifiB CIOYATKY 3 TiO-
JamMu, a TOTIM 3 KapOoHaToM cpi0ia — 3arajJlbHUi CIOCIO CHUHTE3Y MOXITHUX
5-MepkanTo-1,3-0kca3ony, 10 MICTSITh B TOJOXKEHHI 4 OKCa30JbHOTO KUIbLA
enexkrpoHoakuentopHi rpynu: CN, CONH,, COOAlk, P(O)(OAlk),, P(O)Ph; Ta in.

2) nukiokoHaeHcamis a-eHamigoHiTpwiiB tuiy ArSC(Cl)=C(CN)NHCOR 3 ria-
pocynbdi oM HATPirO, KOTpa MPHUBENa A0 HEBIJOMUX paHille 2-apui-5-apuiTio-
4-tiokapbamoin-1,3-okca3onis;

3) cBoepigHA B3aeMOIs 2-IUXIIOpalleTUIIaMIHO-3,3 - TNXJIOPAKPUIIOHITPIITY Ta HOTO
dbochoprIbHUX aHAIOTIB 3 aMiHAMH Ta BOJOO, SIKa 3aCTOCOBaHa B CHHTE31 HO-

BUX aJIbJET1/11B OKCA30JIbHOTO PSAIY:

X
T\ _/
R'R®N H , e X=CN, P(O)(OCHj,),, P(0)(OC,H,), Ta in,
()
H

4) muxmizarisa eHamigi Ty CLC=C(X)NHCOR 3 rigpazunrigparom — npenapaTUBHUI
cuHTe3 2,4-au3amiieHnx S-rigpa3uHo-1,3-0kca3osiB, sKi BUKOPUCTAHI I OTPUMAaH-

Hs noximHuX 1,3,4-0Kcamia3oiy 3a JOIOMOT'OFO aIFJTFOBAHHS Ta PEIMKIII3ALIIT:

X
X X H
N
B B =
RIC(O)Y R -
R—( NHNH, —— % R—« NHNHCOR' —2 » X \
o \(

s} o__N

Xa CN, CONH,, P(O)(OCH,),; R

5) peakuii  CHOpiAHEHHUX €HaMIiJOHITPUITIB CLC=C(CN)NHSO,Ar  Ta
CL,C=C(CN)N(CH3)SO,Ar 3 ¢enurigpasuHoM, siKi MPOXOJATh MO-PI3HOMY:
NEPIIi PeareHTH NMEPETBOPIOIOTHCS B AIMKIIIUHI MPOTYKTH KOHACHCAIT 3 eTiMi-
HYBaHHSIM I[laHIJ- Ta XJIOPUA-aHIOHIB, a APYTl — IUKII3YIOThCS 3 YTBOPEHHSAM
MOX1THUX S-aMiHO-3-(eH11a3011pa3oy, Mo JOBEACHO 3a JOMOMOT0I0 PEHTIEHO-

CTPYKTYPHOTO JOCHIIKEHHS.
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TakuM dYHHOM, NEPCHEKTUBHICTh IIMPOKOTO 3aCTOCYBaHHA 2-aluiamiHo-3,3-
TUXJIOPAKPUIIOHITPIIIIB Ta X aHAJIOTIB B CHHTETUYHOMY amapaTi XiMii a30J1iB HE BUKJIMKAE

CYMHIBY.

Ilpakmuune 3naueHHA 00eprcanux pes3yavmamie TONATaE B po3poOIll mpemnapa-
TUBHUX CIOCOOIB CHUHTE3y POy HOBUX IMOXIJHUX OKCa30Jly, Tia30jy, Mipa3oily Ta

1,3,4-okcanaiazony, cepes IKMX BapTO BECTH MOITYK PI3HOMAHITHUX O10peryssToOpiB.

Ocobucmuii enecox aemopa. ExcriepuMeHTallbHa YacTUHA POOOTH, aHAJI3 CIEKT-
paNbHUX JTOCIIIKEHb Ta BCTAHOBJICHHS OYIOBU OUIBIIOCTI CHHTE30BAHUX CIONYK 3p00JIeH1
0COOUCTO AMCEPTAHTOM. PEHTTeHOCTPYKTYPHI JOCIHIIXKEHHS IBOX CKJIaAHUX CIOIYK BHUKO-
HaH1 pa3oMm 3 AokTopoM xiMm. Hayk O.M. YUepneroto (InctutyT opraniunoi ximii HAH Ykpa-

iaM).

Anpobauyia poéomu. Matepianu nucepTarliiiHoi poOOTH TOTOBIMATUCHL HA JIBOX
VYkpaincekux KoH(pepeHmisx “Ximis a30TOBMICHMX TrereporukiiB” (Xapkis, 1997 p.,
2000 p.), XVIII Ta XIX VYkpaincekux KoH(]epeHLisx 3 opra”iunoi ximii ([aimpormer-
poBcbk, 1998 p.; JIbBiB, 2001 p.), I Bcepociiicekiii kKoH(epeHIlii 3 Ximii reTepoIuKIIiB
nam’sati O.M. Kocra (Cy3nans, 2000 p.) Ta I Mixnaapoaniit kondepenii “Ximis ta 61010~

riYHa aKTUBHICTh a30TUCTUX FETEPOLMKIIIB Ta ankanoigiB” (Mocksa, 2001 p.).

Ilyénikayii. 3a matepianamu podoTH OITyOIiKOBaHO 6 cTaTel Ta Te3u 9-TH JOMOBIIEH.

Cmpykmypa ma o6caz oucepmauii. Jlucepraiiiiina pod6oTa CKJIaJaeThCs 31 BCTYITY,
TPHOX PO3/UIIB, BUCHOBKIB Ta CHHUCKY JIITEpaTypHUX JDPKEpel, 0 BKIoYae 88 HallMeHy-
BaHb.

VY nmepuiomy po3aisii BUKJIAJEHO JE€TalbHUI OIS JiTepaTypH, 0 CTOCYETHCS BU-
KOPUCTaHHS €HAMIJIOHITPUIIIB Y CHHTE3aX MOXITHUX a30THCTHX T€TEPOIMKIIIB. Y HACTYII-
HUX JIBOX PO3/iIax PO3TJSHYTI BJIACHI €KCIIEPUMEHTANIbHI JOCIIKEHHS, IPUCBSIYEHI PO3-
VST ITUKIIOKOHIEH Al eHaM1IOHITPUJIIB Ta iX aHAJOTIB 3 CIPKO- Ta a30TOBMICHUMU HY-
kieodinamu. ucepramiitna poboTa BukiIaaeHa Ha 137 cTopiHKax MAIIMHOMUCY 1 MiCTUTh

38 Tabnuup, 19 cxem ta 14 pucyHKIB.



OCHOBHI PE3YJIbTATH POBOTH

OcHOBHMMHU 00’€KTaMH LIbOTO JAOCHIIKEHHsI OyJIM YHCIICHHI XJIOPOBMICHI €HAMI1I0HIT-

puu Ta ix a”anoru 3aranpHOi dopmymn CLC=C(X)NHCOR, ne X=CN(1), COOAIk(2),
CONH,(3), P(O)(OAIk),(4), P(O)Phy(5) Ta IJSPh3C1' (6). Kpim 11b0ro BUBYAJIMCH 1I€ J1BA TUIH

cipkoBmicHux eHaminoHiTpuiiB: Cl,C=C(CN)NHSO,A1(7) ta Cl,C=C(CN)N(Me)SO, Ar(8).
BinpmicTe 3 HUX NOJMILEHTPOBUX €IEKTPOPUIBHUX peareHTiB OyJjia CHHTE30BaHa paHIlIe Ha
OCHOBI JIOCTYITHUX TPOAYKTIB MPHUEIHAHHS aMiJliB KUCJIOT A0 xyopaito. [TopiBHsIBHE 10-
CJIIJDKEHHS ITUKJIOKOHJICHCAIlI IMPOKOTO KoJia cropigHeHux eHamimiB (1-8) 3 omnumu i
THMH X HYKJIeo(iJaMy CIPUSIIO BHUSABICHHIO iX XapaKTepHUX OCOOJIMBOCTEH, 00yMOBIIe-
HUX TPUPOJOI0 HE TUTbKU N-allMIbHUX 3AJIMIIKIB, aje W PI3HOMAHITHUX €JIeKTPOHOAKIIETI-

TOPHHUX T'PYI B O-TIOJIOKEHH1 AUXJIOPOBIHIILHOTO (pparMeHTa.
1. CuHTe3M HOBUX MOXITHUX S-MepkanTo-1,3-okca3zouny

Bxxe 1m0 mowatky Hamoi pobotu Oyino BigoMmo, M0 2-amuiamiHo-3,3-
nuxyopakpunonitTpuin (1) Ta ix ananoru (2-5) nerko Aar0Th 3 MEpKanTaHaMu Ta TioheHO-
JaMH BIAMOBIIHI MPOIYKTH 3aMilleHHsI 000X aTOMIB XJopy (9), Kl HE LMKII3YIOThCS MpU
3aCTOCYBaHHI JIYTiB, QJIKOTOJATIB JIY)KHUX METaJiB 4d TPeTUHHHUX amiHiB. OgHaK mpu Ha-
rpiBaHi CIpKOBMICHUX eHaMmiliB (9) 3 kapOoHaTOM cpibia Jerko MpOXOaUTh HUKIOKOHICH-

cartis, siKa MpUBOAUTH J0 BIAMOBIAHUX MOXITHUX S-MepkanTo-1,3-okcazomny (10).

X X X
H H
N \ N N
TRISH, TEt,N \ Ag,CO, /i \
R Cl ———— —» R SR* —> R SR!
0 R'S o
9

0 Cl

1-5 10 (50-76%)

Ra H, Alk, Ar; Ra Alk, Ar; Xa CN, COOAlk, CONH,, P(O)(OAlk),, P(O)Ph,.

Xoua 115 IUKITi3allis BIEpIle 3HalieHa SIOHCEKUMHE JOCIITHUKAMU 111€ B CepeuHi
1970-x pokiB (nuB. K. Matsumura et al. Chem. Pharm.Bull.—-1976.—-Vo0l.24, N5.—P.948.),
cdepa 11 3aCTOCYBaHHA 10 HEJIABHBOTO 4acy OyJia By3bkorw. Ham Bmamocs ii cyTTeBO po3-
IIMPUTA 1 BBECTU B TMOJIO)KEHHSI 4 OKCa30JIbHOTO KUIBLS LUIMH pPsii pI3HOMAHITHHX

EJIEKTPOHOAKIENITOPHUX TPYIL.
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[TopiBusinus 1Y cnextpiB enaminiB (9) i mpoaykri ix mukmizamii (10) moxasye
SHUKHEHHS {HTGHCHBHHX CMyT B miama3oni 1630-1700 i 3200-3400 cm™, mo cBiguuts mpo
y4acTh B KOHCHCAIIT alfiIaMiHHUX 3aHIIKIB. EniMiHyBaHHS OJIHI€T 3 anKkinTio- abo apui-
TIOTpyI eHaMiliB (9) 3a 1O0MOMOTror KapOoOHATy cpilia y3ro/Ky€eThbCs 3 TaHUMHU €JIEeMEHT-
HOTO aHAJT3Y i LiIKOM HATIISAHO BUILTHBAE 3 po3rysigy crektpis IMP 'H.

3amimeHi S-mepkanTo-1,3-okcazonu (10) 1erko OKMCHIOITHCA MEPOKCUIIOM BOTHIO
B OLITOBI# KHUCJIOTI 1 Jal0Th BIAMOBIAHI cyab(GoH1IbHI ToxiaHi (11). XapakTepHoto iX 0co0-
JMBICTIO € BUCOKA PYXJIMBICTh QK- YM apuICyIb()OHUIBHUX TPyH y TMOJOXKEHHI 5, sKi
JIETKO 3aMIMIYIOThCS TPU il apUITIONAT-aHIOHIB, 110 OOYMOBIIEHO BIUIMBOM CYCIIHBOL

EJIEKTPOHOAKICITOPHOI TpyIH 6inst rientpa C* 0KCa30IbHOTO KilbIL.

X X X
N N N
ArSH, Et,N
R%&SE O R% \ SO,R ——— R% \ SAr
0 0 0
10 11 12

Xa CN, COOAIlk, P(O)(OAIk), ra St

s oneprkaHHS MOXITHUX S-MepkanTo-1,3-0Kkca3oay KpiM CIpKOBMICHUX €HaMIJIIB
(9) mamu Bnepie 3actocoBani ix ananoru (13,15) (muB. cxemy 1). CrepeoceneKTUBHICTh
nepetBopeHs (1) — (13) 1 (1) — (15) He € BUCOKOIO, 1 TpU 0OPOOIIl CYyMIIlll TEOMETPUUHHUX
13o0MepiB eHaMmifiB (13) kapOonatoMm cpibna npoaykty nukiizamii (10) orpumaT He Baano-
csa. IIpote mpu 3acTocyBaHHI HAIIUIIKY TiApocyiabdigy Hatpiro mukmizamis (13) — (16)
MPOXOJUTH IIJIKOM cipsiMoBaHo. HasiBHicTh B crionykax (16) TiokapOaMoinbHOI TpynH Ha-
JIAHO JTOBEJIEHA TUM, 1110 BOHU JIETKO BCTYMNAalOTh B peakiiio ['aHya [IMB. IUKJIOKOHICHCA-
iro (16) — (18) na cxemi 1].

Jocuthb 1iKaBoK BUSBUJIACH 1 B3aeMojis eHamigoHITpuiIiB (15) 3 rigpocynbdizom
HaATpil0, KOTpa BHUKOPHCTaHA JJIsl MPEMapaTUBHOTO OTpuMaHHs Oic(2-apun-4-miaHo-1,3-
okcazon-5-un)aucynediais (19). Kackan nepersopens (1) — (15) — (19) € 3pyuHimmum,
yuM anbrepHaTuBHUM miaxin (1) — (14) — (19), sxuii 3anpornoHOBaHUM paHiIIe.

TakuM 4rHOM, OUIBIIICTH PO3TIITHYTUX BUINE MUKTI3alid eHaMinoHiTpuiiB (1) He €
crienup1YHUMHU, OCKUIBKY HITPUIbHA Tpylia B HUX He Oepe yuacti. OgHak aesika crerudiy-
HICTh BC€ X Taku mpsiBisieThes B mporect (1) — (13) — (16). 3nayHo xapakTepHili nepe-

TBOpeHHs peareHTiB (1) po3risHyTi B po3aim 4.



Cxema 1

CN
H
gN \
ISH, Et,N |
RISH, Et, R 1 RISO,Na
0 Cl

1

l NaSH (uamt.)

CN CN CN
H H
N \ Ag,CO, N \ N \
R—< SR! R—( SH R—< SO,R'
0 cl 0 0 cl
13 14 15

lNaSH(Ha,IUI.) N l NaSH
X

S
NH, CN CN
N { N N
R—« SR! —>R—< \ SAr R—« \ SO,R!
0 0 0
16 10 17
IT
BrCH,COPh NaSH | - RISO,Na

S/E/Ph

N CN CN
N 7& RISO,_Na 7&
R_« \ SR! R—(O s— |~ R—(O SH

18 19 14

Ra CiH,, 4-CH,C,;H,; R! a CH,, 4-CH,CH,.
2. OpepxanHs noxigunux S-mepkanto-1,3-tiazomy

CucreMaTtnyHe BUBYCHHS IHMKJIOKOHJEHcaIlil eHamigoHiTpwiiB (1) Ta ix aHamoris
(2-6) 3 rimpocynabdigoM HaTpiro, sike OYyJIO MPOBEACHO A0 HaIloi poOOTH, MPHUBEIO 0
orpuMaHHs 2,4-nu3aminieHnx S-mepkanto-1,3-okcazoniB (20) abo cipkoBmicHux ¢ocdo-
HieBUX OetaiHiB (22) (nuB. cxemy 2). Hamu Bnepiiie BCTaHOBIIEHO, 10 MPUHANMHI AESIKI 3
HUX CBOEPIHO B3a€EMOJIIIOTH 3 TiO(EeHOTaMHU MpU HarpiBaHHI B €TaHOJI ab0 OITOBIM KuC-

JIOT1 1 1at0Th 3 BUCOKMMHM BUXOJIaMU BIAMOBIHI OX1AH1 S-MepkanTo-1,3-Tiazony (24,25).



Cxema 2
NaSH(uano.) s 43; NaSH(Ha,uJI )
l Xa CN, COOCH, Xa PPh I
PPh
_41311 — 3_41 St _41
ArSH
R N X
A \n/ 1)A ;1) NaClO,
X a COOCH, 0 Xa PPh,CI
S SAr +
COOCH, - 23 - PPh,CIO]
N N \
R—( \ SAr R—( SAr
S S
24(62-68%) 25(70-90%)

R a C.H,, 4-CH,C,H,; X a CN, COOCH,, ;Phgcl.'

B cknagaux meperBopeHHsx (2) — — (24) ta (6) »> — (25) BaxIuBY poOJb Biji-
IparTh, OYEBUHO, MPOTOTPOIHI TayTomMepu (21), 110 31aTHI PO3MICTUIIOBATUCH TiOhEHO-
namu. B nopanemioMy npomixH1 NpoayKTu (23) 3HOBY LIMKIII3YHOTHCS 3 YTBOPEHHSIM IMOXi-
THUX S-mepkanrtoTiazony (24,25). Cdepa 3acTocyBaHHSA IIi€l B3a€MO/Ii, IO CYIPOBOIXKY-
€THCS PEIMKIIIZAIIEI0, TIOKU IO HE € MUPOKOI0. [IpoTe cnopigHEeHICTh IIHOTO MPOLIECy 3 pe-
IIUKJTI3aI1€10 allMJIBHUX TOX1IHUX S-Tiapa3uHo-1,3-0Kca30iiB, M0 PO3MIISIHYTA y PO3/iii 4,

HE BUKJIMKA€E CyMHIBY.

3. 3pyuHuii miaxig 10 CMHTE3y HOBUX AJIbJAETi/IiB 0KCA30JIbHOTO PSIAY

Hamu BcTaHoBi€HO, 110 2-AUXJIOpaleTUIaMIHO-3,3-TUXJIOPAKPUTIOHITPIII Ta HOTO
dochopunbHI aHAIOTH CBOEPITHO B3a€MOIIOTH 3 JlalIKiTaMiHAMH, MIEPUAUHOM 1 MOpdo-
JIHOM, a TaKOX 3 TEPBUHHUMM apOMAaTHYHMMHU aMiHamMu. B pesymnbTaTi, K BHAHO 31
cxemu 3, yTBOPIOIOThCs amiHam (28) abo azomernru (30) 0OKCa30aBHOTO PNy, SIKi 3a JIO-

TIOMOT'OI0 KUCIIOTHOTO T1IPOJTi3y IEPETBOPIOIOTHCS Y BIAMOBIIHI anbAeriau (29).



Cxema 3
X X
H +
N 1 ) / N //NR‘RZ Cl”
" KA R R'NH
Cl / >—CHC12 SR R NE RR2N )—CH i R'RN )—C\
cl 0 0 H
; | 26 ] | 27
ArNH,,
TR'R'NH Rla Ar, Rma H;
l XaCN
X X NC
N NR'R? N N NAr
; / \ / H,O, H* / \ //O H,0, H* / \ /
R'R2N CH —— RIR2N ¢ =——— ArNH C
o \ o \ ArNHaR'R'N o \
NR'R H H
28(60-86%) 29(60-76%) 30(80-83%)

v

PhNHNH, W H NNHC(S

X

R 7

R'R®N )—CH=NNHPh R'R2N CH—NNHC\
o)

N-AJIKIIPOTAHIHN CH,COCH,COOC, H,, H NCONH,

X l o /Alk
N N
RlRZNI )—CHi )=s
o 33 S

X a C=N , (CH,0).I(0), (C,H,0)I (O);@a (CH,0).I (0), (C,H,0).I (O);

RIR"Na (C,H,),N,{ N,0 N, 4-CH,C¢H,NH, 4-C,H,OC;H,NH; Allla CH,, C;H,CH,.

He Bci anpneriau (29) BuaiieHi B iHAUBIAyanbHOMY cTaHl. [IpoTe mis moganbmmx
MEePETBOPEHD BAAIOCA 3 YCIIXOM BUKOPHUCTATH HE TUTBKU iX 1HAMBIAYaJIbHI MPEICTABHUKH,
ajie i HEOUMIIIeH1 3pa3Ku, a TaKoX cropigHeHi aminami (28) ta ocnoBu ludda (30). Kon-
JeHcamii  BCiX — OUX  peareHTiB 3 (EHUITIApa3uHOM,  TioceMHUKapOa3uaoM,
N-ajkiapogaHiHaMHU Ta aleTOOLTOBUM €CTEpOM IpPH JO0JaBaHHI CEYOBUHU MPUBOMASTH, SIK
BUJIHO 31 cXemu 3, 10 ouiKyBaHMX MpoAyKTiB (31-34). 3po3ymijo, 110 111 KOHACHCAIIl 30-
BCIM HE BUUYEPIYIOTh YCIX HAPSIMKIB 3aCTOCYBaHHS anbAeriaiB (29) Ta ix moxigaux (28,30)
JUIs OTPUMaHHSI HOBUX TOX1HMX 1,3-0Kca3zony. 3ayBa)XuMo, 110 YTBOPEHHS CIONyK (28) 3
aMIHAJIbHUM YTPYTOBaHHSIM O00OYMOBJIEHO BUCOKOIO PYXJIHMBICTIO aTOMIB XJIOPY B AUXJIOPO-

METUIBHOMY 3QJIMIIKY MPOMIXHUX MPOAYKTIB (26), 1110 MOB’S3aHO 3 BIUIMBOM 3aMIIIEHO1
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aMIHOTPYNH B TIOJIOXKEHHI 5 OKCA30JbHOTO KUIbIA, SKUU TMEPEIacThCS 4Yepe3 CHCTEMY
CIPSIKEHUX 3B’ S3KIB HAa JTUXJIOPOMETHIIHBHHAN 3QJTUIIOK.

[{inkoM iMOBIpHO, LIO MiJXiJ, MPEICTaBICHUN HA cXeMi 3, MOKHAa BHKOPHUCTATH 1
st cuHTe3y aHajoriB anpnerimiB (29), B skux X=COOAlk, CONHAIk, CONAlk,,

P(O)Ph,, SO,Ar Ta iHIIII €1EKTPOHOAKIIEIITOPHI TPYIIH.
4. OTpuMaHHs NOXiTHMX S-rigpa3uHo- Ta 5-Peninazo-1,3-oxkca3oJiB

Hamu BcTaHOBIIEHO, 1110 KOHACH AL criopigHeHux eHamiis (1,2,4,6) 3 HaUIUIIIKOM

T1Ipa3uHTipaTy € JOCUTh 3arallbHUM CIIOCOOOM OfIepKaHHS 2-ankii(apui)-S-riapazuHo-4-

X-1,3-okcazouniB, B skux X=CN, COOAIk, P(O)(OAlk), Ta f’Ph3ClO , (mB. cxemy 4).

Cxema 4

NH

2
N
H,NNH, (Ha,E[JI) XaCN
—< 43— —41NHNH —</ | \/N
(0] N

35(65-74%)
36

H
1,245 ArCHO | RINCS — -

H
N—CHAr 17 \ /NC(S)NHR‘
'\ 4-CH,C,H,COC], | Et,N R /\

N
o H
37 38
+ -
¢ Xa CN § Xa1(O)OCH)), ‘ XallILCIO;
CN P(0)(OMe), Ph, PCIO]

N NH N
s / \ = )1\
R N R N\ 0
0 >—Tol 0 N—{
H
39 O 40 Tol 41
R a C4H;, 4-CH,C:H,, CH,;
X a CN, COOALJ I (O)(OALD,, I1I4CIO,; R a C,H,, CH,a CHCH,; Tol a 4-CH,C/H,.

HasBuicts B mpoaykTax mukiizauii (35) riaipa3uHOrpynu y3roJxyeTbes 3 JaHUMU
1Y ta IMP 'H criekTpiB i miaTBepmKeHo XiMidHIME meperBopeHsami. LikaBo, mo Hamps-
MOK aIiIFOBaHHS 3aMIlIeHUX S-Tipa3uHo-1,3-okca3omiB (35) cyTTeBO 3aleKUTh BiJl €IEK-
TPOHHOI TPUPOJM 3aMiCHHUKIB X B OKCA30JIbHOMY KUIBI [AWB. MPOJYKTH Aal[MITFOBAHHS
(39-41) na cxemi 4]. Sxmo auumroBaHHs crioinyk (35) BigOyBaeTbes 3a y4acTiO MEPBHUHHOT
aMIHOTPYTIH, TO YTBOPIOIOTHCA TaKi CIIOIYKH, K1 3/1aTHI O MPOTOTPOMIi 1 A0 MOAATBIIOTO
PO3IICTICHHST OKCA30JIIHOBOTO KUIbIA B TayToMepax (42) BOAO, CIUPTaMH 200 OITOBOIO

KHCJIOTOI0. AIIMKITIUHI MPOMIDXKHI NPOAYKTH (43) MOXKYTh 3HOBY LIMKIII3yBaTUCh IIPU HArpi-



10

BaHHI B OIITOBIM KUCJIOTI a0 €TaHOJi 3 YTBOPEHHSIM HOBUX moxigHux 1,3,4-okcamiazonry

(44) (nuB. cxemy 5).

Cxema 5
X CN B X ]
N N N
R—(X—g ROy, R—(X—g P — R—< —N
0 \ (0) \ 0 \
NH, NH NH
O=< 0=<
35 40 R' 42 R!
HZ o l o
B * X n X

=
=

Rz NH -HZ R o N
0=<
43 Rl 14(60-86%) R

X a CN, CONH,, I (O)(OCH,); Y a OH, Cl; Z a OH, OC H,, OCOCH,; R! a ALJ Ar.

bynoBy ogHoro 3 npoaykTiB peuukiizaimii (40) — — (44) HaalliHO BCTAaHOBJICHO 3a

JIOTIOMOT'O0 PEHTT€HOCTPYKTYPHOTO JOCTIIKEHHS (IUB. pHcC. 1).

N (0]

N_
i
H,C™ ™o NH,
0

HN

OCH

PucitdVlonekynapHa CTPYKTypPa OJHOIO 3 MOXSIHUX 1yd-okca-
nSzonys44iRa 4-nH OnHeR'a nHwiXa nONH, )x
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[ikaBo, 110 cropiiHeH1 o-eHamigoHiTpuin (1,7,8) mo-pisHoMy B3aeMoaitoTh 3 (e-

HIJT1Apa3uHOM (JIUB. cXeMy 6).

Cxema 6
CN CN H,C CN
N N N
A /0 N\ AR
R Cl ArSO, Cl ArSO, cl
0 Cl Cl cl
1 7 8
lyl VINHNH, i l
CN CN B cH, ]
N \ /N_ N C/¢N
/4 ArSO, cl ArS0;
R NH |
? a HN NH
45 HN— L - | | 47 ]
o _NH | HN
O] '51 VJINHNH, [O] Ph
CN /CHg
NHNHPh
/Z \ ‘<; ArSO;—N NH,
R o lv\ ArSO NNHPh o
48 N—X\ _N—Ph
N~pn 4 N
Ph—N

R arH e (Hoed-nH o HysaAra angHost-nHon H s

BaxnuBy posb B IMX MEPETBOPEHHAX BIAIrparoTh MpoMikHI npoaykTu (45-47). 3a-
MillleH1 S-QeH1nriapasuHooKca3onu (45) BaXXKO BUIUISATH B 1HIMBIAyallbHOMY CTaHi, 00
BOHU JIETKO OKHCHIOIOTHCS MPU JOCTYII MOBITPs. XapaKTEPHOIO BIIMIHHICTIO CIIOPITHEHHUX
npeICTaBHUKIB crionyk (45) 1 (48) € HasBHICTh B YD criekTpax OCTaHHIX IHTEHCUBHOI CMY-

I'M HOIVIMHAHHA B J1ana3oHl Amax 357-390 HM, 1110 0OYMOBIIEHO CYTTEBUM I10JIOBKEHHSIM

JAHIIOTa CHPSDKEHHS y 3B’A3Ky 3 YTBOPEHHsSM aszorpynu. Pa3oMm 3 muMm mpu 3amiHi B
o-eHaMiioHITpuiax (1) 3anuikiB KapOOHOBUX KUCIIOT Ha apuiICyab(OHIIbHI TPYIH ITUKITI-
3arlis 3 GeHUIr1Ipa3uHOM HE B1I0YyBa€ThCs, a yTBOPIOIOTHCS 3amilieHl amiapa3onu (49). Le
OB’ s13aHO, OUEBHJIHO, 3 TUM, 1110 peareHTH (7) JIeTKO YTBOPIOIOTH MPOTOTPOITHI TAyTOMEPH
(46), iK1 MICTSITh HE TUTbKHU JIBa PYXJIMBUX aTOMH XJIOPY, ajie i JITKOBIAX1IHY L1aHOTPYITY,
60 BoHa 3HaxoauThes Oust 3B's13ky C=N. CrnopigHeHi pearentu (8) Bke He 3/1aTHI 0 TPO-
TOTPOMIil 1 B3aEMOMIIOTH 3 (PEHUITIAPA3UHOM 30BCIM 1HAKINE, OCKUIBKH JArOTh IOXiJHI
5-amiHo-3-¢eninazomipazony (50). ByaoBy oaHOro 3 HUX HaAIMHO BCTAHOBJIEHO 3a JOTO-

MOTOI0 PEHTTEHOCTPYKTYPHOTO TOCTIIHKEHHS (JIUB. puc. 2).
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PucxrsMonerynapHaLTPYKTypasHDAHOTOBAIOXJIHNXALPa30ay s 501Ara mH;).
* %%

TakuM YUHOM, CHCTEMAaTHYHE BHBUCHHS TETEPOIMKIII3AIii HAa OCHOBI JOCTYITHUX
xsopoBmicHuX eHaMmifiB (I) mpuBeno 10 po3poOKM MpenapaTuBHUX CHHTE31B HOBUX TOXiJ-
HuX S-mepkanto-1,3-okcazony (ILIII), 5-mepkanro-1,3-tiazony (IV), 5-amino-2-hopmiin-
1,3-okcazony (V), S-rigpasuno-1,3-okcazony (VI), S5-deninazo-1,3-okcazony (VII),
5-amino-3-¢eninazomipazony (VIII), a Takox aeskux 3amimenux 1,3,4-okcamiazonis (IX),
10 MpejcTaBieHi Ha cxemi 7. Bci BoHU MicTATh 010OpHI ITpynH, 1 TOMY cepel HUX BapTo
BECTH TOIIYK O10peryiasTopiB pi3HOI Aii.

H X Cxema 7

7 AN

S
11 111 IV
X X X
0) N N N
M&NRIRZ R—«X—NHNHZ R_QX‘N
o o 0 A\
H AV VI VII N—Ph
H,N, NHCOR
N—N X
et AN -
Ph—N_ J)—N
N (0]
N\ NHCOR
VIII N—Ph IX

X= CN, COOAIk, CONH,, P(0)(OAlk),, P(O)Ph, ra in.
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BUCHOBKH

1. Ilokazano, 10 TOCHIIOBHAa O00poOKa e€HamifiB  3araidbHOi  (OopMyJIU
CL,C=C(X)NHCOR cnouaTky Tiosiamu, a IOTiM KapOOHATOM Cpi0iia MPUBOIUTE IO TTOXI/I-
HUX S-MepkanTo-1,3-0okca3oiy, M0 MICTITh Y MOJIOKEHHI 4 HUTHNA Psif eNeKTPOHOAKIICT-
topHux 3aMmicHUKIB (X=CN, COOAlk, CONH,, P(O)(OAlk),,P(O)Ph; Ta in.).

2. 3Haiineno, mo B3aemojist eHaminoHITpwiIiB Tumy ArSC(Cl)=C(CN)NHCOR 3
riapocyab(diIoM HATPirO MPOXOIUTh JOCUTh CIIPMOBAHO 1 Ja€ HEBIIOMI paHilie 2-apui-S-
apuiTio-4-Tiokap6amoin-1,3-okcazomnm.

3. BcTanoBieHo, 1o mpu HarpiBaHHI AeskuX 2,4-mu3aminieHux S-mepkanto-1,3-
OKca3odiB 3 TioeHomaMu BiIOYBa€ThCS PELHMKII3ALiA 1 YTBOPIOIOTHCS BIAMOBITHI
5-apuitio-1,3-Tia30omu. BaxiuBy pojb HpuU LbOMY BiAIrpa€e, OYEBHJHO, MPOTOTPOIIS B
5-mepkarnTo-1,3-okca3oapHOMY (hparMeHri.

4. BuscHeHo, 10 2-AUXJIOpaleTHIaMiHO-3,3-IUXJIOPAKPHIOHITPUI Ta Horo ¢oc-
(dbopuIIbHI aHAJIOTH CBOEPIAHO B3aEMOIIIOTH 3 aMiHAMHU, 110 3aCTOCOBAHO B CHHTE31 HOBUX

QJBJICTIIIB OKCA30JILHOTO PSIY:

X
B W
R'R'N H wpesXa n N (O)(OnH,) e (O)(On, H;), aradSix
(0]
H

5. [lokazano, 1o 2-anuiaMino-3,3-AUXJI0PaAKPUIOHITPUIIN Ta MOAIOH] eHaMIIH I11j1-
KOM PEriOCEJIEKTUBHO B3a€MOIIOTH 3 T1APA3UHTIAPATOM 1 JAAlOTh 3aMIIIEHI S-TiApa3uHo-

1,3-0kcazonu, Kl BAQJIOCS BUKOPUCTATH Il OTpUMaHHs moxigHux 1,3,4-okcasia3ony 3a

CXEMOIO:
X
H
X X NAgi
N N
1 R —N
R—( \ NHNH, —Z2OY_ R—(X—NHNHCON A . i\ \
0 0 0 o

Xa aiNi1ONH 1d (O)(On H), R!

BynoBy 01HOTO 3 MPOAYKTIB HOBOI peMKIII3aIl] HAIIHHO JOBEJAEHO 3a IOMTOMOTOI0 PEHTTe-

HOCTPYKTYPHOTO JIOCJIi[)KEHHS.
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6. BcranosieHo, 10 CHIOpiTHEH1 €HAMIJJOHITPUITH TPHOX THIIIB:
CLC=C(CN)NHCOAr, CL,C=C(CN)NHSO,Ar 1 Cl,C=C(CN)N(Me)SO,Ar mno-pizHOMY
pearyoTh 3 (eHunriapasuHoM. llepiri 3 HUX MEpeTBOPIOIOTHCS B 2-apuii-S-eHinazo-4-
miaHo-1,3-okcazonu, Ipyri — NalTh AUMKIIYHI TPOAYKTU KOHACHCAIll 3 eIIMIHYBaHHSIM
iaHIJ- Ta XJIOPHUI-aHIOHIB, @ TPETI — IUKII3YIOThCSA 3 YTBOPEHHSAM MOXITHUX S-aMiHO-3-
deHnnazomipazony. Pi3HOMaHITHICTh HUX MPOLECIB OOYMOBJIEHA OCOOIMBOCTSMH KHUCIIOT-
HUX 3JIMIIKIB B €HAMIJOHITPHIAX, a TAKOXK THM, IO JIMIIE JesAKl 3 €HaMITHUX pearcHTIiB
3M1aTHI 10 IPOTOTPOIIii.

7. CucteMaTH4yHe IOOCHIDKEHHS IMKJIOKOHACHCAIIM Ha OCHOBI 2-alMiaMiHO-3,3-
JTUXJIOPAKPUIIOHITPUIIIB Ta iX aHAJIOTIB MPUBEJIO 10 PO3POOKHU MpenapaTuBHUX CUHTE3IB -

JoTo psiy HOBUX moxinHux 1,3-okcazony, 1,3-Tiazomy, mipazony ta 1,3,4-okcamiazony 3
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AHOTAIII

Hunbo C.I'. Cunmesvl HOGbIX NPOU3EOOHBIX A30106 HA OCHOBE 2-ayulamMuno-3,3-
OUXJI0PAKPUTIOHUMPUTIO8 U UX AHAI0206. — PyKOTIUCh.

Jluccepranus Ha COWCKaHWE YUYEHOW CTENEHW KaHIuJaTa XUMUYCCKUX HAYK I10
cneunanbHoctu 02.00.03. — oprannueckast xumusi. THCTUTYT oprannyeckoit xumuu Hanu-

oHanbHOUM Akanemun Hayk Ykpaunsl, Kues, 2002.

Huccepranis TMOCBSIIEHA HW3YUYCHHUIO IUKIOKOHJEHCAUA 2-aluiamMuHo-3,3-
JTUXJIOPAKPUIIOHUTPUIIOB U MX aHAJIOTOB C S- U N-HyKJeo(uiiaMu, KOTOpble MPUBOIAT K
HOBBIM TIpOM3BOJHBIM 1,2- u 1,3-a30710B. B mporiecce BbimoiaHeHUsT pabOThl yAAlIOCh pe-
IIUTh TPU OCHOBHBIC 3a1a4H.

Bo-niepBbix, pazpaboTaHbl CUHTE3bI CEPOCOAEPKAIMUX €HAMUOHUTPUIIOB U BBISIC-
HEHAa UX CIMTOCOOHOCTD K T€TePOIUKIIN3AIISIM;

Bo-BTOphIX, HcCclenoBaHa — LUMKIOKOHACHCAUUS  2-IUXJIOpaleTWIaMUHO-3,3-
TUXJIOPAKPUIIOHUTPHUIIA U TTOJTOOHBIX PEareHTOB C AMUHAMU;

B-TpeTbux, u3ydyeHsl peakiuy XJIOPCOAEPKAUUX CHAMUIOHUTPUIIOB U UX aHAJIOTOB
C TUJPA3UHOM U (PEHUITHIPAZUHOM.

VYcnenHoe BbINOTHEHUE BCEX ATUX TANOB pabOThl IPUBEIIO K Pa3pabOTKe y10OHBIX
Croco0OB TMOJy4YeHHUs psijia HOBBIX MPOM3BOJAHBIX OKCa3o0Jla, THA30lla, NUpas3ojia |
1,3,4-oxcaguazona.

N3 nanbosnee BaKHBIX MpEBpalICHU, UCCIEIOBAaHHBIX B 3TOM paboTe, ciexyeT oT-
METUTH TaKUE:

1) mocnenoBarenbHOE B3aMMOICUCTBUE 2-allUJIaMUHO-3,3 - TUXJIOPAKPUIOHUTPUIIOB

U MOAOOHBIX pEareHTOB CHaudaja ¢ THOJaMH, a MOTOM C KapOoHAaToM cepedpa,
KOTOPO€ OKa3zaJioch OOIMM CIMOCOOOM CHHTE3a MHOTHUX IPOU3BOIHBIX
5-mepkanTo-1,3-okca3ona, coaepx auux B MOJ0XKEHUU 4 KOJblLa 3JEKTPOHOAK-

uentopHseie rpymnmsl: CN, CONH,, COOAIk, P(O)(OAlk),, P(O)Ph, u ap.;

2) IMKJIOKOHJICHCAINIO 2-alMJIaAMHUHO-3-apHIITHO-3-XJIOPAKPUIOHUTPUIIOB C THJ-
pocynbGUIOM HATpus, KOTOpas TpUBEIa K HEU3BECTHBIM paHee 2-apuil-

5-apuntuo-4-tuokapoamoni-1,3-okcazomnam;
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3) cBoeoOpa3HOE B3aUMOMACHCTBUE  2-TUXJIOPALECTUIAMUHO-3,3-IUXJIOpaKPUIIO-
HUTPWIOB U UX (HOchHOPUILHBIX aHAJOTOB C AMHHAMH M BOJIOW, KOTOPOE UCIIO-
JIb30BAaHO I CHHTE3a HOBBIX S-IHaIKUIaMHHO-4-1MaHo-1,3-okca3oi-

2-kapOayibIETUIOB U TTOJAO0OHBIX PEareHTOB;

4) UMKIM3ALUI0 XJIOPCOJAEPKAIIUX €HAMUJOB C TUAPA3UHTUIPATOM, TPUBOISIILYIO
K 2,4-mu3aMeiEéHHbIM  S-ruapa3uHo-1,3-okca3onaM, aluibHbIE MPOWU3BOJIHbBIC
KOTOPBIX CIIOCOOHBI K  PEHUKIU3AIMU U OOpa30BaHUIO  MPHU3BOJIHBIX

1,3,4-okcaguas3ona;

5) peakiuu 2-apwicyab()OHUIAMUHO-3,3-TUXJIOPAKPUIOHUTPHUIIOB U UX N-METUITb-
HBIX TMPOMU3BOJHBIX C (PEHUWITHIPA3UHOM, KOTOPBIE MPOTEKAIOT IO-pa3HOMY:
MEPBbIE PEareHThl MPEBPALIAIOTCS B LUKIMYECKUE MPOIYKThl KOHJICHCAIUU C
AIIMMUHUPOBAHUEM ILUAHUI- U XJOPUI-AaHHOHOB, @ BTOpPbHIE — LHUKIU3YIOTCS C

00pa3oBaHUEM MPOU3BOJIHBIX S-aMUHO-3-(EHUIIa30MMUPa3oa.

CtpoeHHE BceX MPOAYKTOB 3THUX Pa3HOOOpa3HBIX IMPEBPAICHUN JOKa3aHO KOM-
MJICKCHBIMH CTIEKTPAIBHBIMU U XUMHUYECKUMU METo1aMU. B IByX 0C000 CIIOKHBIX CITydasiX
MIPUMEHSIOCH TAK)KE€ PEHTIEHOCTPYKTYPHOE MCCIIeI0BaHHE.

BrioHe oueBuaHO, 4TO pa3paboTKa MpenapaTUBHBIX CIIOCOOOB MOYYCHHS IICJIOTO
psAlla HOBBIX MPOU3BOAHBIX 1,3-okcazona, 1,3-Tmaszona, nupaszona u 1,3,4-okcanuaszoina c
OMOo(OpHBIMU TpyIIaMu Ja€T BO3MOXKHOCTH JIJII CHCTEMAaTHYECKOrO IMOMCKa CpPeau HUX
OMOPETYIATOPOB PA3NIMYHOTO ACHCTBUSA. IIepCIIEKTUBHOCTh TaKOTO IMOMCKA OOYCIIOBIICHA
TEM, YTO HOBBIC THIBI (DYHKIIMOHATU3UPOBAHHBIX a30JI0B CHUHTE3MPOBAHBI HA OCHOBE J0-
CTYIHBIX XJIOPCOJAEPIKAIIUX €HAMHUJIOB, KOTOPBIC B CBOIO OYEpPE/Ib IMOTYUYCHBI W3 JCIIEBBIX

MPOMBIIIIJIEHHBIX TPOTYKTOB.

Knrouegvie cnosa: enamuipl, €eHaMUJOHUTPUIIBI, 2-alMIIAMUHO-3,3-TUXJIOPAKPHIIO-

HUTPHIIBI, a3071b1, 1,3-0kca3o, 1,3-trazon, nupasodn, 1,3,4-okcanuaszon, 6MoGOpHBIE TPYIIIHI.
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Iliabo C.I'. Cunmesu Ho8ux noOXiOHUX a30/1i6 HA OCHOBI 2-ayuiamino-3,3-
ouxnopaxkpuioHimpuiie ma ix ananozie. — Pyxonmuc.

HucepTarttis Ha 3700yTTs HAYKOBOTO CTYIMEHS KaHAuJaTa XIMIYHMX HAYK 3a Crelia-
apHIcTIO 02.00.03 — opraniuHa xiMis. [HCTUTYT opraniuHoi ximii HarionansHoi Akagemii
Hayk Ykpainu, Kuis, 2002.

JucepTartiis mpucCBsIU€Ha pO3pOOIll 3pYyUHUX CIIOCOOIB ofiepKaHHs MOXITHUX 1,2- Ta
1,3-a3051iB Ha OCHOBI JIOCTYNHHUX €JIEKTPODIIbHUX peareHriB — 2-anuiamizo-3,3-
TUXJIOPAKPUIIOHITPHIIIB Ta iX aHajoriB. [loka3zaHo, 1m0 I1i peareHTH CBOEPIAHO B3a€MOII-
I0Th 3 pBBHUMH S- 1 N-HykiIeo(iiaMu 3 YTBOPEHHSM IIJIOTO sy HOBUX MMOXITHHX
5-mepkanTo-1,3-okcazony, S-mepkanto-1,3-tiazonmy, S-amiHo-2-¢popwmin-1,3-okcazoiny,
S-rigpa3uno-1,3-okcazony, S-peHinazo-1,3-okcazomny, a TaKOXK JAEAKUX 3aMIIICHUX Mipa3o-
miB ta 1,3,4-okcagiazoniB. OcTaHHI OTpUMaHi B pe3yJibTaTl HOBOI pelUKIIi3allii, sika Bi10y-
BAa€ThCS MPU HATpiBaHHI AIlWIIBHUX TMOXIIHHUX 3aMilIeHuX S-riapasuHo-1,3-okcazomniB. Bei
11l TIOX1/1H1 a30J1iB MICTATH 010(OpHi IPyNH 1 TOMY € MEPCIEKTUBHUMU JUISI TIOIIYKY Oiope-
TYJISITOPIB P13HOI Aii.

Knwouosi cnosa: eHamigm, €HaMIIOHITPWIIH, 2-allMIaMiHO-3,3-IUXJIOPAKPHUIIO-

HITpWIH, a30iH, 1,3-okca3omn, 1,3-tia3om, mipasod, 1,3,4-okcaaiazon, 6ioopHi TpyIIy.

Piljo S.G. Syntheses of new azoles derivatives on the basis of 2-acylamino-3,3-
dichloroacrylonitriles and their analogues. — Manuscript.

A dissertation for candidate's degree in organic chemistry, the speciality 02.00.03
Institute of Organic Chemistry, National Academy of Sciences of Ukraine, Kiev, 2002.

The dissertation is dedicated to the development of convenient methods for prepara-
tion of 1,2- and 1,3-azoles derivatives based on available electrofilic reagents: 2-acylamino-
3,3-dichloroacrylonitriles and their analogues. It was shown that the titled reagents pecu-
liarly interacted with various S- and N-nucleophiles to give a great number of new
5-mercapto-1,3-oxazole, 5-mercapto-1,3-thiazole, 5-amino-2-formyl-1,3-oxazole,
5-hydrazino-1,3-oxazole, 5-phenylazo-1,3-oxazole derivatives as well as some substituted
pyrazoles and 1,3,4-oxadiazoles.

These latter were obtained as a result of a new ring transformation which took place
on heating acyl derivatives of substituted 5-hydrazino-1,3-oxazoles. All of the mentioned
azoles derivatives contained biological important groups and, for this reason, were perspec-
tive for searching bioregulators with diverse actions.

Keywords: enamides, enamidonitriles, 2-acylamino-3,3-dichloroacrylonitriles, az-

oles, 1,3-oxazole, 1,3-thiazole, pyrazole, 1,3,4-oxadiazole, biological important groups.



