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FETEPOLMKNI3ALII HA OCHOBI EJIEKTPO®IIbHUX PEATEHTIB,
OAEPXAHUX 13 XITOPAJIbAMIAIB

3arajpHa XapaKTePpUCTHKA MOXiTHAX XJI0PATbaMi/TiB

[IpoaykTu mpueTHaHHS aMiaiB KapOOHOBHX KHCIIOT A0 XJIOPAJFO, Kl YaCTO HA3HBAKOTHCS XJIOPATbaMiIaMH,
BizoMi Bike Oumbine 160 poxkis (muB. ormsax [1]). [IpoTe ix 3HaYCHHS A CHHTE3Y PI3HOMAHITHHUX I€TSPOLMKIIMHHX
CHONYK cTano 3po3yMinuM juie B 70-90-tux pokax XX cromitrsa. Came B LieH 4ac BOAIOCS PO3POOUTH 3py4HI
cniocobu mepeTBOpeHHs xmopamsaMifie (1) y Iiyly HHU3KY HONILEHTPOBUX enekTpodimpaux peareHtis (2) — (11),
MpeAcTaBICHUX Ha cxeMi 1. Bci BOHM BHABHINCH BAKIMBHMH PEarcHTaMH TSI CTBOPCHHSI HOBHX THITIB OXITHUX
YHCICHHUX TETEPOLMKIIYHUX cUcTeM. JliTepaTtypa 3 IbOTO NPHBOAY BXKE HANIYY€E KiTbKa COTCHB KYPHAIBHHX
CTaTCH, KOTPI JIMIIE YaCTKOBO y3arajbHeHi. [0 TOro K OCAKI 3 IMX y3arajlbHCHb B)KC 3aCTapLIH, HAIIPHKIAI,
¢yumamenrtanpii orismm [ Llayra [1-4], sxi mpucBsueHi Ximii amiZOAJKUIOIOYHX 3ac00iB, 1 OXOILIHOIOTH
aiteparypy e 10 1984p. Pasom 3 umm cucremaTtiydHa 00podka mitepaTypu y MoHorpadii [5] cTocoBHO CHHTE3Y
MOX1THUX A30TUCTUX FETEPOLMKIIB HA OCHOBI XJIOPAIbaMiiB 1 CIIOPIJHEHUX CIONYK 3JIHCHCHA JTHIIE A0 MOYATKY
1990p., komm sKpa3 PO3MOYUHABCA OYPXIUBUH PO3BHTOK AOCTIHKCHb LUKIOKOHACHCALIH 33 YYacTH PAXY
eCKTPO(ITPHUX arCHTIB, MIOB I3AHUX 3 XJIOPATbaMIiIaMU.

Omxe, OCHOBHA METa JAHOTO OTBIAY IOJraja y BHCBITICHHI JOCATHCHb OCTAHHBbOro 20-TTTS, KOTPI
CTOCYIOTBCS LIMKIII3ALIH Ha OCHOBI MPOAYKTIB OAHO- a00 ABOCTaMIHMHUX MepeTBOpeHs xmopamsaMiais (1). Jlo Hux
BITHOCATBCSL ~ HE  TIABKM  HECKJIAAHI  amimoankimoroui  3acobu  (2)—-4), ame #  N-(1,2,2,2-
TeTpaxaopoeTii)imMimoinxnopuau (6), 1,2,2.2-retpaxmopoerunizonianat (8) ta xmoposMicHi 2-a3a-1,3-gienu (7),
(9) (cxema 1). Huxmizamii cknagainmx nomneHTpoBux pearcHTiB (5), (10), (11) TyT HE pO3TIAIAFOTHCS TOMY, IO
BOHH € TPOAYKTaMH TpH- a00 HAaBiTh YOTHPHUCTATIMHUX TEPETBOPSHb Xiopaimbamigis. Jlo Toro ik
LUKTOKOHACHCALI] IUX CYTTEBO MOAU(DIKOBAHUX CICKTPOPITBHUX CHCTEM, SIKI JOCHTH BIJNANCHI Y CTPYKTY PHOMY
BIIHOIIICHHI BiJ KIIOUOBHX XJOPaIbaMiiB, y3araJbHCHI HEJABHO ¥ ABOX CIICIIAIbHUX Orisiaax [6, 7].

Cunresn xmopaibamifis i N-(1,2,2,2-TeTpaxyiopoeTIIT)aMi/IiB Pi3HIX KHCIOT Ta 1X IIKJI0KOHICHCATTIT

[Mpu He3HayHOMY HarpiBaHHI aMiJiB KAPOOHOBUX KHCIIOT, YPETaHIB a00 CEUOBHH 3 XJIOPAJIEM y MPUCY THOCTI
XJIOpHIHOI a0 Cyap(aTHOI KUCIOTH yTBOPIOKOTECA xmopaasamimu (1), ski mpenctasieHl Ha cxemi 2. CrMCOK LpX
aMiIoanKLMIOYKMX areHTiB HaeAeHu B ormsai I'. Llayra 1 B. Maprina [1], a Metoauku iX mpemapaTHBHOTO
oJepKaHHA y3aranbHeHl B MoHOTpadii [5] Ta B psaai BaxxnuBuX cTatei [8-14].

3ayBakuMo, MO OimpIIcTh am(aTHIHUX 1 apOMATHYHHX ANbACTiAIB HE JAOTh 3 IMECPBHHHUMH aMidaMH
CTIMKHX MPOAYKTIB MPHEIHAHHS Y MOJSIpHOMY criBBiaHOIeHHI 1:1. Kpim x1opao, noaiOHy peakiiiHy 34aTHICTD
MPOSBILIIOTH (popmabaeri, Gpropais, OpoMais, TUXIOpALCTAIbACTLA, (PEHIITTIOKCATb Ta 1HI adbICTIAH 1 KETOHU
3 MJBUINCHOK cleKTpodimpHiCTIO KkapOoHimebHOI rpymu. Cepea YHCACHHHX —aMiZOANKIIOIOYHX 3aco0iB
XJIOPadbaMi M TPEACTABILIIOTh OCOOIMBHU iHTEpEC, OO BOHH JIETKO OJEPKYIOTHCS 13 MPOMECIOBOJOCTYITHUX
BUXITHUX pe4yoBHH. JIO0 TOTO X HAsABHICTh B XJIOPadbaMiZax aMiJHOTO (parMeHTa, TiIPOKCIIBHOI TPYIH 1
TPUXJIOPOMETHIBHOTO 3aJTHMIUKYy OOyMOBIOE iX OipinpHME XapakTep 1 JO3BOJE BBOOUTH Li CyOCTpaTH B
PI3HOMAHITHI TECPECTBOPCHHS, KOTPI HEPIAKO € CHCHM(IYHUMH 1 BiJICParOTh BAXKIUBY POJIb Y TOAAIbIIHX
mukaizanisax. Tak, mpu oOpoOui XjIopaasaMigiB  TIOHLIXJIOPHAOM, MEHTaxIopuaoM ¢ochopy ado docreHoM
omepxyroThesi N-(1,2,2.2-TeTpaxnmopoeTHia)aMiid BIAMOBIZHUX KHUCJIOT (2), SIKI TPOSIBISIFOTH OLTBII BHCOKY
eNeKTPO(IIbHICTh, HDK BUXIAHI XIOpadbaMigM, HI0 MOXKE OYTH BHUKOPHCTAHO [T BBEACHHS PI3HOMAHITHHX
OKCHTCH-, CYab(ypo-, HITPOTCHO- Ta (POC(HOPOBMICHHX TPYN B O-IOJOKCHHA OO aAMITHOTO 3ANHOIKY (IHB.
nepetBopeHns (2)—(12) na cxemi 2). Ximis pearcHTiB (2) Ta iX aHANOTIB CHCTCMAaTHYHO BHUCBITICHA B
auceprauinHiii poboti [14], a oxepskanus N-(1,2,2,2-TeTpaxJopoeTHi)aMiTiB PI3HHX KHCIOT Ta IX MOXITHHX
ommcaHo B cTarTiax [13, 18-41].
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@EWE) = C(0)0Alk, CN, P(O)(OAIK),, P(O)Ar,, P*Ph,Anr, SO,AT Ta in.;
X =0, S, NAIk, NAr.
Cxema 1

JetanpHuiil ananis nux myOmikanii HaBpsax Yi NOTPIOHO MPOBOAUTH, OO JTHIIC HCBEIHKA KUTBKICTh MOX1THHUX
pearcuTiB (2) BHABWIACH NPHIATHOK UM LHMKIOKOHACHCAINH, sKi npeacraBicHi Ha cxemi 2. Ckmaasi
niepeTBOpeHHst 2-/ 1 2-2 BinOyBarOTHCS 3a YYaCTIO aMiHOTO ()parMeHTa 1 TpUXIOpoMeTHIbHOI rpymu. OcTaHHE 3
LUX TMEPETBOPEHb — MpenapaTHBHUH cuHTE3 4-pochopuaboBaHux 5-amiHO-1,3-0kca30miB, sIKi YTBOPHOIOTHCS B
pe3yabrari 6aratocTaaiiHOro mpouecy. BaxiuBy poib y HbOMY BiirparTs d-(hoc(hopHIbOBaHI €HAMIIH THITY

H Cl + -
RYN)SL/ a1 s ae @ = P(O)(OAIK),,, P(O)(OAIK)Ar, P(O)Ar, ,P Ph,An Ta in.
o

Jlisa iX oJepskaHHSA BHKOPHUCTOBYIOTH B3a€MOII0 pEarcHTiB (2) 3 PI3HOMAHITHHMH CIIOIYKaMH TPHUBAJICHTHOTO
(bochopy [28, 42-47]. Sk 3a3HauamOCA BHILE, TCTCPOLMKITIZALII HA OCHOBI ¢-()yHKLIOHATI30BAHUX XJIOPOBMICHUX
cHamimiB 3arajapHOl (popmynu (5) (cxema 1), BKe PO3TIAHYTI HEAABHO y ABOX Orisaax [6, 7] Ta mucepTamiiHii
pobori [48].

AmHani3 HUKIOKOHJCHCALIH, HABEACHUX HA CXEMI 2, TIOKa3ye, IO CTCPEOCEICKTHBHE NIEPETBOPEHHS 2-3 HE €
MOOJUHOKUM TMPOLICCOM, SKHH MPOXOIuTh Oe3 yuacti TpuxjaopomeTwiasHOi rpymu. Ille B 1969p. [49] Gyna
3HaWJeHAa 1LiKaBa IMKII3almii HA OCHOBI XJIOpalbypeTaHy, KOTpa BiZOyBaeTeca 31  30CPSIKCHHAM
TPUXJIOPOMETHILHOTO 3aTHIIKY (Cxema 3).
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cay, R NR'R
R = Me, n-Pr, MeO, Ph, 4-CIC H,, 4-MeOCH, [16];
H H
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Chbz = PhACH,0C(0) [17].

Cxema 2
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N=C=0
H
a,c a,c
13 14
Cxema 3

CrepeoxiMivHl 0COOIMBOCTI YTBOPSHHS KIHIECBOrO Npoaykrty wmukmizamii (14) HE IOCTIIKYBaIHCh, aic

HAsIBHICTb Y HBOMY JBOX TPHUXJIOPOMETHJIBHUX TPYII HE BUKIIUKAE CyMHIBIB [49].
~+ (u)

IHmmM migxozoM mma BBeAeHHA (parMeHTa CLC—CH—NH—C—R gK OOKOBOTO JAHIFOTA IHKJIIYHOI
CHUCTCMH, € KOHACHCAWii peareHTiB (2) 3 (YHKUIOHATI30BAHHMH a30THCTUMH TCTCPOLMKIAMHY, IO MICTATH PYXITUBI
aToMu rigporeHy. Tak, ACTaxpHO AOCTIHKCHO aMiJ0aIKLUTIOBAHHA peareHTamu (2) 2-riapokcumipumiauty [50], 2-
Mepkanromipumiausy [51], 2,4-muvepkantomipumiaudy [51], 4-riapokcu-2-Meprantonipumiaudy [52], ypamty
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Ta Horo anajoriB [53]. PeriocenekTHBHICTh LIMX MPOLICCIB, SIKI y3arajdbHCHI B JUCepTaUiiHii podoTi [54], cyTTEBO
3aJIe)KUTh, HACAMIIEPE I, Bl MPUPOIH HYKICO(LIPHHUX LCHTPIB Y MPUMITHHOBOMY KibLi (cxema 4).
0]

(\NH (\NH 7 NH
\N/& o \N’gs N/& o
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+
a

o}
Cl C/L )J\

N
3 H
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R

Et,N, MeCN

SN > N NAR
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Cxema 4

VYV [meskux BHUMAIKaX aMmiZOajKiTIOBAHHA CYMPOBOKYETHCS MOJATKOBOK LIMKIOKOHACHCAIiew [55, 56],

HAIpPHKIA

0 N Y
I i J_ N
R™ONH 4 ¢ _B_ R NJL\X
ac’Sa ENTX CLE™ N
1 1
2 R 15 R
X=0,8[55].

Takum unHOM, Xjopanbamigu (1) Ta iX peakuidHO3AAaTHI MOXigHI (2) JaHOIC 3piaKa 3aCTOCOBYBAIHCH IS
6e3mocepeAHiX HUKTOKOHAeH A Tumy (2)—(15). Baxnusima iX poip momsrae B TOMy, IO BOHH BHSBUIHCH
MPUAATHUMU TS OJCPIKaHH Litoro psaay N-ampmimiiB xiaopamo (3) ta ximopomicHHX eHamiais (4), (5), kotpi
BJAJIOCS 3aCTOCYBATH U 3HAYHO IIMPINOTO KOJIA TCTCPOLUKITI3ALIH.

Onep:xanns N-anniMiHIB XJIOPATIO TA UK AT HA IX OCHOBI

[Mepre moBimomiieHHA mpo cuHTe3 N-amumiMiHiB xmopamo 3arainsHoi (popmymn CL,C—CH=N-C(O)R (3)
Oyn0 omybmikosano e B 1891p. [57]. IIpote 1l maHi mOm0 BHY TPIIIHBOMOJICKYIIPHOTO BIAIICIUICHHS BOIH Bl
xaopanbamiiB (1) BUSABUINCH TOMUIKOBHMH, & TIEPILI MPEACTABHUKH peareHTiB (3) BAAIOCH CHHTE3YBAaTH TIIbKH B
ki 60-x 1 Ha mouatky 70-x pokiB XX cromitrs [20, 25, 28, 42]. OcHOBHI cmoco0u iX NpenapaTHBHOTO
OJepXKaHHA TIpeAcTaBilcHI Ha cxemi 5. HaiizaransHimmmu i3 HuX € nig TpuetwiaamiHy Ha N-(1,2,2.2-
TCTPAXJIOPOCTHI)aMi g KapOOHOBUX 1 O-anKkiTkapOOHATHHX KHCIOT, 4 TAKOK KHCAOT (ochopy 1 cymsypy (ams.
nepeTBOpeHHs J-/). Jlng BBeACHHA B IMIHHHMH (PparMEHT 3aTHIIKIB 3aMIINCHHX KapOaMiHOBHX KHCJIOT 3pYYHO
BHKOPHUCTOBYBaTH 1,2,2,2-TeTpaxjaopoeTuiizomianaT (aus. mpouec J-2 1 5-3), a Takosk moaiOHI IepeTBOPeHHs [58-
60]. Haperuri, s mpenapaTHBHOTO OACp KaHHA N-apHiICyIb(OHIIXI0PaIbIMiHIB BAAIOCI 3aCTOCYBATH B3a€MOIIIO
TpuxjopoeTwieHy 1 BiamoBiguux N,N-guxmopoapeHcynb(oHinamiais (koHaeHcauis J-6). [Hmi miaxoau oo
cUHTE3y N-alMIXIOpalbiMiHIB, a TAKOXK IX ONHM3bKHMX aHAJTOTIB BXKE PO3MIIHYTI B MOoHOTpadii [5] Ta HeAaBHBOMY
ormim [61].

IMoxiaxi X1T0paapiMiHIB 3 XapaKTEPHUMH ()ParMEHTAMH:

O

Il pd n
x N X\
Clsc/\Njgt a,c N R a,c N (.S;%

MPOSBJISAIOTh HAJA3BHYAHHO BHCOKY CICKTPO(IIBHICTH 1 B AY:KC M SKHX YMOBAaX B3aEMOJIIOTH 3 Pi3HOMAaHI THUMU
CIOIYKAMH 3 PYXJIHBHM ATOMOM BOAHIO. [IpH LbOMY BOHH, fK MPABHIO, JAKOTh MPOAYKTH MPHEAHAHHSA THUITY
CI,C-CH(Nu)~NHACcyl.
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Acyl = C(O)H [13], C(O)Alk [13, 28, 42], COAr [20, 62], COHet [13], C(O)OAIKk [25, 63],
P(0)(0AIK), [64, 65], P(O)(OEt)NMe, [13], P(O)(NMe,), [13], SO,NMe, [41], C(CN)=PPh, [47];
Cl (0]
5-2) Me,SiNR,
CL,C” N=C=0

RN=EtN, 0 Ni66], ( NI67);

NS
C,c” N7 ONR

2

a 0
53 EtOCH(NR,), s
" " N=C=0 —— > 1,7 N AR,
R = Me, Et, n-Pr, i-Pr, n-Bu [59];
OH
5-4) SOCl, a6o P,0,
SOR MR > -SOR
ClsC)\N/ ? a,c” N2
H
R= 4-MeCH, [61], Me [68];
5-5) o
O=S=NAr ~. .SO.A .
cgcJLH a,c” N IS 61
56
) a CIL,NAcyl o Acyl
= — ™ " N
a a

Acyl = SO,Ar [61, 69, 70], SO,CF, [71], C(0)OAIK [72, 73].

Cxema 5
3 mitepaTypH BiZOMI YHCICHHI MPUKIAAM MPUETHAHHS 10 N-alMIXIOPadbiMiHIB BOAU, CIUPTIB 1 (hpeHOIIB
[25, 42, 49, 59, 64|, mepkanraniB 1 TiodeHonis [49, 64, 74, 75], amiuis 1 amizis [13, 25, 42, 49, 62, 66, 76-79],
BTOpuHHHX (ocdiniB [80], a Takok pizHOMaHITHHX KHCIOT (ocdopy (V) [25, 42, 81, 82]. Jluure 3piaka oaepkaHi
MPOAYKTH MPUEAHAHHS BAATOCS 3aCTOCYBATH Al reTepoimkiizauii [83-85], nanpukiasn;

AC_ SOAr CLC SOAr
N >‘NH 1) sOCl, a,c N,SOZAr
—_— —_—
Hx T om X oH 2) BN X\/&o
o) O
X =0, S [85].

3HAaYHO BAIUBIIIMMH UL NMOJANBIINX MEPETBOPEHb 1 B T. Y. TCTCPOLMKII3aALUIH BUABHINCH B3aeMomii N-
aITIMIHIB  XJIOpAM0 3 pisHOMaHITHUMH C-Hykieo(iraMu: MarHidopraHiyHuMH cmoidykamu [49, 86-87],
eHamiHaMH Ta ixX aHamoramu [2, 88-90], BiHimoBuMH cTepamu 1 ectepamu [91-94|, moAiOHMMH MOXiTHUMH
auetunieHy [68, 91, 95], numetokcukapbeHoM [96], a Takoxk cyOCTpaTaMu 3 aKTHBHOK METHJICHOBOIO IPyIio [97,
98]. dust mpuKiIagy BKOKEMO HAa YTBOPCHHS MPOAYKTIB [4+2]- 1 [2+2]-uuKiaonpresHaHHA 3aI€KHO Bl IPUPOIH
ALMIBHUX 3AIHILKIB B IMIHHOMY ()parMeHTi (cxema 6).

Me
Me N=<
N + AIKM— C=C—O0OFEt —» CL,C [0}

ac—~ o —

AliM  OFt
CL,C /SOzAlk
N
Clsc\:N/SOZAlk + AIKM—C=C—0Ft — > _
Alk,M OFt
M = Si, Ge [95].
Cxema 6
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PoGotu GaraTb0X JOCIIAHUKIB, MPUCBSMCHI 3aCTOCYBAHHIO PI3HUX N-alUmiMiHIB A1 mukmonpueaHasHs C-
HYKJICO(LIBHUX CHCTEM, y3arajabHeHl y ABOX MoHOrpadiax [5, 99] 1 ormwsiai [61], mo mae MOKIHBICTH HE LIUTYBATH
6araTb0X OpHTriHAIBHUX POOIT 3 LBOTO MPUBOAY. JayBaxkumo Jjwumie, mo me B 1964 p. I'. Kpeme i P. AnsOpexr
BHUKOpHCTATH N-apHiacyib()OHIIXIOPATbIMIHA SK AaKTHBHI Ji€HO(ITH, OCKIIBKH BOHH JIETKO [JarOTh [2+4]-
LIUKI0aayKTH 3 pizHOMaHITHUMH 1,3-mieHamu [100]. B momansmomy Taki peakuii Oymu 3aidicHeni 1 3 N-ammi- i
N-ankoxcuxapoonimiMinamu xopamo [101-106] (cxema 7).

rl g2

2

) § R | N,Acyl
1

R cay

—~Acyl

— Ay

cay

O &\;Acyl

e N

cal,

Acyl = SO,Ar, C(O)(OAIK), 3pinka C(O)AIK [5, 61].

LAcyl

ClL,C

Cxema 7
3HAYHO CKJIAJHIME B3AEMOMIIOTh N-aIIUTIMIHK XJIopanro 3 Tpuaikirdocditamu ta ix amamoramm [107-109], a
Takok 13omiaHaramMu kuciaot Gocgopy (1) [110-112]. Bimomi Takoxk ama N-aummmiMiHIB XTOPAT Pi3HOMAHITHI
peakuii [2+3]-muxnonpueananss [113-118], Hanpuknan:

Ph R
__ CCl Ph N N CCl1
N R At 6
r g N Ar — Y0A1k
0 0

Alk=Me, Et [117].

IMpocTimn peakiii aMiT0aTKITFOBAHHS LILIOI HU3KH FCTCPOLUKIIYHUX CITOIYK 3a JOMOMOTOK N-aIiIXJIOpaTbiMiHIB
Takok 700pe BuBucHi [77, 89, 90, 97, 98, 119-123].

TakuMm 4yuHOM, N-aUUITIMIHH XIOPaTI0 BUABWIHCH YHIKAIBHUMH CICKTPO(PIIBHUMH pPEarcHTaMH, KOTpi
3HAUILTH IIHPOKE 3aCTOCYBAHHA B CHHTE3aX MOXIAHHX HEAPOMATHIHUX TeTCPOLMKIIIB.

HuxnoxkonaeHcanii 3a yuactio N-(1,2,2,2-TeTpaxJiopoeTii)iMioiixaopuiis ta
1,2,2,2-TeTpaxJjiopoeTuiizomiaHary
IMpu oOpobwi xmopamsamigie (1) 1 xmopampyperanis (1-a) HagmuMmkoM mneHTaxmopuay (ocdopy
VTBOPIOIOTBCS 3 BHCOKMMH BHXOJaMH BiAmoBimHI 1,3-mMUCHTPOBI enekTpodinehi pearcHtr (6), (8), mo
MPEICTABICHO HA CXEMi 8.

H H
CISCYN\[]/R CI3CYN\[rOAlk
OH O OH O

1 1-a
12 PCl,, A lZ PCl, A
ClSCYNYR CISCYNZC =0
a a Cl
6 (80-95%) [124, 125]; 8 (90%) [49, 126];

R =H, Me, C1,CH, CI,C, Me,C, Ph, 4-CICH,,
4-MeCH,, 4-MeOCH,, 4-O,NCH,,
Cxema 8
Hukomizauii Ha OCHOBI pearcHTIB (6) AOCTIWKEH] Ie HEAOCTaTHRO. HalBaskiuBimi 3 HUX MPEJACTABJICHI HA
cxemi 9. 3BepHEMO yBary Ha MEPETBOPEHHA 9-3, KOTpE MPHUBOAMTH HE O OUIKYBAHHMX IOXITHHX THUILAPO-S-
tpuasuhy (16), a 1o Tpuzamimenux s-tpuazuHiB (17), MmO OOYMOBJICHO ACTiAPOXIOPYBAHHIM pearcHTiB (6) Ha
MEPIIii ¢Taaii MBOTO MPOLECY.

8 Hayx. 3an. Tepromn. nHai, nen. ya-Ty. Cep.: ximis, Nel6 (2009)
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H
Cl Ie |
_ P,S,
2 N X —> —N=c=s
e f a CLC
PPh, |
+ -
Ph,P Cl Ph,P Cl
H,0
I\ 0, N e
a7 a g 0
CL,C._N__R
N
9-3)
3 Et,N a 6 a 3 Et,N
+
HZNYNH- HC1
a,c_N__R Ph CL,CH._N__R
N A
HN N N

R = Ph, 4-CICH, [128]. 17
Cxema 9

HMukmizamii 3a  yuacto  1,2,2,2-TeTpaxiopoeTwiizomiaHaty BuBueHi kpame (cxema 10). Ilpote
PETIOCEICKTHBHICTh LUKIOKOHICHCALIH pearcHTa (8) 3 HECHMETPHYHMMH JBOLCHTPOBHMH HyKJIco(imamu 3
aMiTMHOBUM (hparMEHTOM JOCHIHKEHA [Ie HEJOCTATHBO 1 OJJHO3HAYHUI BHOIP Mi>k ABOMA HampsiMkamu [ 0-4 1 10-5
y OaraTbox BHmaikax 3pobutu He Branocs [5, 129]. IloaiOGHi TPyAHOII CIIOCTEPIraauch i MpU iAcHTH(IKALi
MPOJYKTiB IUKIII3aLii JBOLICHTPOBHX HyKieodinis 3 1-apui-1,2,2,2-reTpaxnopoeTunizonianatamu [31].

CL,C _N=C=0

10-1) Y 8 a,c._N=C=0
B he Me SiNEt, >\"‘NEt
HO O ’
\ﬁ Hlg 0\)
Hlg
Hig = C1, Br [58];
H_ CCl
10-2) Cl CL,C 1) Et,N;
QNHA& + o DI O NH 130
N 2) H,0" ’
2z
,C
o 0
10-3) C1L,C._N=C=0 -
cc,. _N._O
a 8 3
. 2 NaOH Y'Y

R R = Me, Ph, 4-MeCH, [126];

10-4) N c=0 10-5

H,N /N> (ajNHz

CISC\(/ \(

e CJ"

CyocTpaTu: 2-aMiHOWpUIHH, 2-aMiHOTia30J1, 2-aMiHOGEH30K 30T,
2-amiHoGeH30Tia3001 Ta iH. [5, 126, 129, 131].

Cxema 10
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Kpim muxmizamii cxemu 10, 3BepHEMO yBary I¢ Ha OJMH HATIPSIMOK BHKOPHCTAHHS pearcHTa (8) Ams CHHTE3y
HOBHX THITIB Tpu3aminieHuX okcazodis (18) [47]:

CIYNZC =0 (CN o N
=+ | —_—
ca, g PPh, h PPh,
CCl, 0
EtO,P )
' 0
(”) CN R,NH EtO,P N
_—
Et()lpj/l\lm/gpph3 (nan) I N en
CaL, 0 RN "0
18 PPh,

T'erepormxk.tizamii Ha 0cHOBI N-(2,2-TUXJIOpOETEHLT)aMiliB KAPOOHOBUX KHCJIOT
[Tpu 06pobui xnopanbamiais kapOoHOBUX Ta O-anKiTkapOOHATHUX KUCIOT MOPOLIKOTOMIOHUM IIMHKOM B
OLITOBIH KUCIIOTI YTBOPIOIOTHCA BIAIIOB1AHI XJIOPOBMICHI CHAMIH Ta CHYPETAHH 33 CXEMOIO:

B Zn, MeC(O)OH ¥ \)Cl\
RTN\(CCIS n, MeC(O) R\H/N = a
O OH (o)
1
R =H, Alk, Ar, AIkO Ta in. (zuB. MoHOrpadiro [5] Ta
HaiiBazkmBinm crarti [19, 132-135].

HenasHo anst oxepkaHHs eHamidiB (4) HOYaIM 3aCTOCOBYBATH EJEKTPOXIMIYHE BITHOBJICHHS PI3HUX
moxigHux xjaopameamigie saransHoi popmymu CL,C-CH(X)-NHCOR, ne X = Cl, OEt, OC(O)Alk, OC(O)Ar,
NMe, i 1o [136-141]. OcoOnmBO CHpsSAMOBAHO NPOXOAUTH CIEKTPOXiMiuHEe BimHOBIeHHA N-(1,2,2.2-
TETPAXJIOPOCTHI)aMiIiB apoMaTHuHUX KapOoHoBuX KHCIOT [140, 141]. Came Takum ciocoOOM BIATOCS OTPHMATH
3 BHCOKHUM BHXOJAOM N-2,2-THXJTOPOCTCHIIAMIAN O-, M- 1 N-HITPOOCH30MHUX KHCJIOT, SIKI HE OJCPIKYIOTHCS MPH
BHKOPHCTAHHI MOPOILIKOMOAIOHOTO LUHKY [140].

XapakTepHOW BIACTHBICTIO pearcHTiB (4) Ta iX aHANOriB € 34aTHICTH M0 CHamigo-N-arpuTiMiHHOT
TayTOMEpii, IO OOYMOBIIOE JErKe MPUETHAHHS A0 HUX CIMPTIB, MEPKAINTAHIB, TIO(EHONIB, amiaky, a TaKOX
MCPBUHHMX 1 BTOPUHHUX aMIHIB.

Cl H
R._Ng_CHC HX  R._N.__CHC

o o 0O X

4

4 X = O-, S, i N-Bwicui rpymn [135, 142-149]. 10

Heaxi npenctaBHUKH CTPYKTYpu (19) BHSBHINCH BaKIMBUMH BHXITHUMH CIONYKaMH IS TOJAIbIIHX
LUKJIOKOHACHCALIH, KOTpl y3aransHeHi Ha cxemi 11. IlepetBopenns (4)—(20), (4)—(21), (4)—(22) Ha cxemi 11
[150] maroTe sfBHC TpCHapaTHBHE 3HAYCHHA, OO JAFOTh MOXKIHBICTH CHHTC3YBATH Taki moXigHi 4-amino-1,3-
okcasomny, 4-amiHo-1,3-Tiazomy 1 4-mepkanto-1,3-tiazony [150-152], xoTpi oAepkaTH IHIIUMH CIOCOOAMH CKJIATHO
a00 HEMOXKIIHBO. JHAYHHH 1HTEPEC MPEACTABIAE TAKOXK CHHTE3 Ol IMKITIYHUX crionyk (24) [153].

[Mpoaykru npueaHaHHs OO CHAMIAIB MEPKAINTaHiB, TIOPECHOIIB Ta ANKUIOBHX €CTECPIB MEPKANTOOLITOBOI
KHCIOTH mpH 00poOui ix pearcHToM JloycOoHa B MIOKCAHI HE TIMBKM TIOHYIOTBCS, al¢ M LHKJTI3YIOTHCA 3
YTBOPEHHSM 3aMiIICHUX TiazomiB (26, 27) (cxema 12), koTpi mpu oOpoOI MEPOKCHIOM BOAHIO B OLITOBiH KHUCIOTI
MIEPETBOPIOIOTHCA Y BIAMOBIAHI cyb(oHLIEHI moxiaHi (28, 29) [154].

LikaBo mpoxoauTh B3aeMozis cHamimiB (4) 3 cipkoBomHeMm (cxema 13) [155]. Sxmo cipkoBomeHs i
MPUESHYETHCSI B TPUCYTHOCTI TpueTwiaaMiHy a0 3B si3ky C=N N-auumimiMiHHHX TayTOMEpPIB XJIOPOBMICHHX
€HaMiJiB, TO MOAIOHI mpoaykru mpueaHanHs (30) He BHamocs BHAUMTH. [3 peaxiiiiHoi cywmimi Oyad BUIIICHI
timpku 3,5-mi(anmmaminomeTtin)-1,2,4-tpurionanu (32) 3 Buxogamu 32-41%. YTBOpeHHS iX B@KKO YSABHTH 13
aanykris (30) 1 MOXKIHBO, IO Ba)KIHMBY POJIb BIAIrParOTh 1HII poMibkHI criodayku (31) Ta (33), sIKi OAEPKYIOThCS
BHACJIIJOK 3aMIMICHHS aTOMIB XJIOPY B JUXJOPOMETHJIBHOMY ()parMeHTI pearcHTiB (4-a) Ha MEPKANTOrpyImy Ta
OKHCHO-BIJTHOBHHX TMpOLECiB. B momanpmioMy mNpOXOAWTh, OYCBHIHO, MDKMOJCKYISpPHAa KOHICHCALIA, IO
MPHUBOAUTD B MPUCY THOCTI CIPKOBOJHIO 1 TPHETHIIAMIHY 10 3aMimieHux 1,2, 4-tpurtionaxis (32).

10 Hayx. 3an. Tepromn. nHai, nen. ya-Ty. Cep.: ximis, Nel6 (2009)
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3

OCl

H NH,
N
R~
0 Cl1

Cl

Et,N

20-25°C 12 MeONa

Ny’
17‘\& Ar
r4,

20 (51-62%)

lArC(O)Cl,

R,NH

1
o AR,
N
Ar— a

S

lz MeONa
NE,
3
Ar/ks

21 (45-80%)

R— j—c

1) HNO, ;
2) SOCL, ;
3) NaSCN

ArN=C=S

N=C=8§

l H NHAr
ArNH2 2NaOH
——RrR~
R‘< A&CI R~\< Ag»a

0 Cl
23

1) PCl; 2) NaSH

H
Ar—&N‘\>~CI

S A

ArSH,
Et,N

N SAr
W

22 (48-70%)

j‘: S—NHAr
H

24 (35-65%)

1 Y
R= AlK, Ar; Ar = Ph, 4-CIC,H,, 4-MeCH,;'RN = Me,)N, (N, 0 N

Cxema 11

H
N
R—( X—Cl
o a

H SR
1) LR; 2) NaOH

SR
RJZSX H,0,, MeC(O)OH

26 (62-89%)

l RI=Alk, Ar R—(

N# 1) LR; 2) NaOH; 3) HCI
Cl
(0]

25 (47-89%)

H,0,, MeC(0)OH

S

9 9 o
S—R S
N \6 N 6\)k0H
r—l R /S\

28 (55-96%)

29 (62-81%)

P—@—OMe.
s7§

Cxema 12
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o = R'=AIKOC(O)CH, l

(0]

. —E;g S\/U\OH

R = Me, Et, Me,C, Ph, 4-MeC H, , 4-CIC H, , 2-tienix; R = Et, PhCH, , 4-MeCH,, 4-CIC H ;
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LR- MeO—@—P\
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OPT'AHIYHA XIMIA

H N
i =
AN — R—< _>vCl
R— W—a o o\
0
4 4-a
H,S, Et,N l H,S, Et,N
&I SH Ne
Cl
R a R_§) HS
OoCl H
30 31
les, Et,N
2 2 X
S 33), S —>_
R™ N N "R R H
32 (32 - 41%) 33
R = Ph, 4-MeCH,, 4-CICH,.
Cxema 13

N-ArnmaiMiHHI Tay TOMEPH €HaMimiB (4-2) JTErKO MPUETHYIOTh OCH3aMiJHH Ta HOTO aHAIOTH B MOJBIPHOMY
criBBigHOmCHHI 1:1, KOTpi mpu 06POOLI METHIIATOM HATPIIO TICPETBOPIOIOTHCS B MOXiaHI Tpuasuny (38, 39) (cxema
14).

[likaBo, mo TayTomepu (4-a) AarOTh 3 aUETAMIAMHOM HPOAYKTH mnpuemaHaHHi (37) y MOIIpHOMY
criBBiAHOMmICHHI 2:1, sSKI COIPSMOBAHO LMKII3YHOTHCS 3a JOMOMOTOK METHIAaTy HATpiro. KiHIEBHMHU MPOIyKTaMH
HMOBIpHOTO jaHIrora rnepetsopeHs (4)—(35)—(37)—(40) BusBminch noxiani 1,3-okca30ly, a HE 3aMIIMICHI S-
TPHA3HMHU, IHO Y TBOPIOKOTHCS MPH il MCTHIIATY HATPIKO Ha moaiOH1 mpomikHi mpoayktu (34) [155, 156].

H

N=
R_<N N—q1 — [R—< a
oa’ u
o a
4 4-a
NH. NH
Aar—( T RN Me—( P mN
NH; C1- NH; ¢1”
RN CHC H
~N L MeONa RN N_NH,
; oo T L
H,N._=N aSat’
Ar 34 (78-97%) 35
lMeONa, A l(4-a)
R._N H H H
Y da R._N._-N N_N R
Y
NN @ eh ¢
Y O CHCL,Me CHCLO
Ar
36 37 (84-91%)
iMeONa lMeONa, A
H
N._CHCL, H

R\WNY\OMe o N NYN N
NN T
W% HN?N N /O\ N o»\R

Ar Ar
38 (80-85%) 39 (30-35%) 40 (54-67%)
R = Ph, 4-MeCH,, MeO; Ar = Ph, 4-MeC H,, 4-MeOCH, 4-BrCH,.
Cxema 14

N-AumaiMiHHI  TayTOMEPH XJIOPOBMICHHUX CHaMigiB (4-a) TOPUETHYIOTH amiak, MO MPUBOJUTH [0
HamiBamiHamiB (41), KOTpi JErKO AILMIIOIOTHCS 1 JaroTh BiAmOBiAHI amimami (42). OcTaHHI BHKOPHCTAHI A
CHHTE3y MEPLINX MPEACTABHHKIB HOBOI OILMKIIYHOI CHCTEMHM, sIKA CKIAJAETHCS 3 ABOX 2-TIA30JIHOBHX SIIACD,

12 Hayx. 3an. Tepromn. nHai, nen. ya-Ty. Cep.: ximis, Nel6 (2009)
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AQHCTBOBAHUX MO TpaHi d [muB. CTPyKTYpy (45) Ha cxemi 15]. KirouoBOKW CcTaaierd y LbOMY MPOLEC] € CIPsIMOBaHA
B3aemomis amizanis (42) 3 pearcuroMm JIoycoHa, sika MpUBOIUTH 0 2,5-miapui-3a,6a-auriapo-|1,3]riazomo[4,5-
d|[1,3]riasonie (45). Ix ¢yHkmionamizosani amamorm (51) CHHTE30BaHI 3a JOMOMOTOK TMOMIGHHX ITiAXOIiB
(41)—(49)—(51) i (50)—(49)—(51) (cxema 15) [157].

[eperBopenns (41)—(42)—(45) 1a (50)—(49)—(51) MarTh IpenapaTUBHY LIHHICTb MII CHHTE3Y
noxigHux 3a,6a-aurigpo|l,3]tiazomno[4,5-d][1,3]iasony. [lomampmie OKHCHCHHS CHOMYK (45) OO BiAMOBIAHUX
apoMaTHYHHX CyOcTpatiB (48) Takok Mae MPEHapaTUBHE 3HAUCHHS, a/UKC BIAOMA JIMINC HCBEIHKA KIUTBKICTDH
aHajoriB croyk (48), siki CHHTE30BaHI CKJIAIHUM CIIOCOO0OM.

. g NH,
R Do . R— C1 -~ R a
o a oOda u ocl 4

RIC(0)CI, Et,N

N ¢ N wr
IR R‘H/ I \H/ LR
li OCl Clo —l
42 (73-96%)
R! R H

N N
LR LR S
R’ES‘&GS u CII I~ R!

43 H
N N
R=R'=4-MeC H, l R~</ \>_ R!
S S

H
C,HMe-4
11\{1« care 45 (55-75%) R]//N
N S N N
//< \ MnO, i/ »\
4-MeCH,” g s~ R
46
N N

R~ I R 1) HNO,,

ArN=C=§ ST S 2) SOCL,

48 (42-62%) 3) NaSCN

R\”/ I \ﬂ/ “Ar ArNH, m/ :[
OC] Cls

50 (63-73 %)

N=C =s__ |

49 (62-84%)

H
N N
[ R L x i S-NHAr
S S
H

51 (73-97%)
R =Ph, 4-MeC,H,, 4-CIC,H ; R! = Me, PhCH,, Ph, 4-MeC,H,, 4-CIC H,, 2-ienir;
Ar=Ph, 4- MeC M, 4-CICH ;

S
LR - MeOO”( /”@

Cxema 15
Hapemri cmig 3ayBakutw, IIO HEJABHO TPOAYKTH TIPUEAHAHHS IIEPBMHHMX amiHiB 10 N-(2,2-
JUXJIOPOCTCHLT)OCH3aMily BJATOCA BITHOBHTH CJICKTPOXIMIYHHUM CIIOCOOOM [0 BiANMOBIAHHUX TMOXITHUX 2-

oxkcasominy [158].
NHR

NHR
- »
e o m— ﬁa praa

ol
R = Me, n-Pr, Me,CH, PhCH,, C,H,,.
HukIoKoHAEHCATTIT 34 YIACTIO XJIOPOBMiCHUX 2-a3a-1,3-mieHiB
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Amnamiz cxemu 16 CBLAYMTH TIPO TICHHH 3B 530K MDK Xyopambamizamu (1) i xmopoBmicHumu 2-a3za-1,3-
nienamu (7), (9).

R N CCl,

T

O ; OH

Zn, MeC(O)OH | 2PCl,, A

N a a
0O 4 6
lPCl lEtN
a a
o RYN Aa RYN N
a a a
7 [148] 9 [124]
lNaSCN lZRlNH
a
a
RN cl
R /N\/\c] AN, Y a RN~
N HNYS hd a
QC HN. ;C
s NHAr R
16) |a, 162 |a, 163)  |nascw, B
[159] [160] [161]
R R CHCL
Cl Cl 2
/2_( L/)\Cl /E_K L/\a \N( e
a g N> ArNH NN Ry
a a S

16-4) aymx oo
[162] o0” P(OEt)z

R = Me, Ph, 4-MeC H,, 4-CICH ;R! = Me, PhCH,, Me,C, CH,=CHCH;
Ar = Ph, 4-MeCH,, 4-CICH,.

R
Cl

Cxema 16

Iepersopenns (1)—(4) 1 (1)—(6) Bke 3raxyBanuch paHilic, a TyT aKLECHTY EMO yBary Ha B3aemozii cHamimis (4) 3
neHTaxaopuaoM ¢Gocdopy [148], koTpa npUBOIUTH 3 BUCOKHM BHXOJOM J0 TPHXJIOpO3aMimieHUX 2-a3a-1,3-mieHiB
(7). Pazom 3 TuM, TeTpaxmoposamimeHi 2-aza-1,3-mieHu (9) Ierko OACPKYIOThCS NPH il TPHUETHIAMIHY HA
MPOAYKTH B3a€MOJII XIOpadbaMiAiB 3 HAATHIIKOM IeHTaxiaopuay ¢ocdopy [124] (cxema 16). I'erepoumkmizamii
16-11 16-2 ne € cietu(piYHUMH, TOMY IO XapaKTEPHI TAKOK A OLIBII MPOCTHX 1MIIOIIXIOPHIIB, Kl HE MICTATS
auxa0poBiHiTBHOL rpymu. [Ipote mepersopenHsa /6-3 3HauHO cnerm(ivHime, 60 00yMOBICHE, TOJIOBHHUM YHHOM,
THM, L0 B CTPYKTYPi (9) € JHIie OAUH PyXIHBHU aTOM XJIOPY B MOJOXKEHHI | KOH FOTOBAaHOI CHCTEMH 1 TOMY MpH
7ii pi3HOMAHITHHX HyKICO(iiB yTBOPIOIOTHCA CIIOYATKY BiAMOBiMHI MpoayKTH 3aMmimeHHs Gimsa uentpa C' 2-a3a-
1,3-mi€HOBOI CHCTEMH. B TmoJaibIOMy MOJKHA YSBHMTH akTHBamiro cnexrpodizsHoro mexrpa C° BHACHIZOK
MPOTOTPOIII] THITY:

Cl
R\r/N\KkCl > R\[]/NYCHCIZ
XH C1 X a

Came Taka MPOTOTPOINSA BIAIrPae, OYEBHIAHO, BAXUIMBY POJNb B TPOLEC IMKIOKOHACHCAmii pearcHTiB (9) 3
OenzamiguHoM [163], ¢eninrigpasunom [164], rizpokcunaminoMm [164] Ta apomatnunHumu aminamu [164]. Ha
cxeMmi 17 TOpIBHIOIOTHCS HAMPAMKH B3a€MOIIl [JBOX THNIB XJIOpOoBMICHHX 2-a3a-1,3-mieniB (7) 1 (9) 3
6ensamiauHoM. [leperBopenns /7-1 [163] 1 17-2 [164] BusiBuIHCH MpeniapaTUBHAMH, a/KE MPUBO/ISTh BiAMOBIIHO
J0 TaKHX MOXITHHUX JUTiAPO-S-TPHA3HHY 1 S-TPUA3HHY, KOTPl Ba)KKO OJEpKaTH 1HIMMH criocobamu. [ukmmizawis
17-5[164] mae Takox MpenapaTHBHY LIHHICTb, XOUa BUXOAM 3aMIIIECHUX XiHA30I1IHIB MTOCEPEIHI.
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PhYN\/\Cl
o]
7
Ar1C=NHe*HCI,

17-) NH,
2 Bt,N

a
PhYN\/\ a
Ny NH,

\(

Ph

1) CL;
2) H,0, NaHCO,

Cl
AF\K/N%\CI

ca a
9

ArtC=NHe*HCI,

17-2) NH,
2 Bt,N

Cl
Ar /N \/\ a
Cl

Nﬁ/NHZ

Ar!

—

Ph /N CCIJ Al‘\rN \\(CHCI2
Y l 4
NYNH NYNH
Ph Ar!
lNaOH lEtSN
Ph N Ar N CHCl2
D U
e e
Ph AY
17-3) 17-4)
NHZ
H,N-NHA!' 175 /©/ H,NOH,
Et,N R > Et,N
2 Et,N
A
r>_N N\\(Ar Ar>_
R\ N
N
N‘N)\CHCIZ R = NN
) o~ CHA,
Arl CHCI,
R = H, F, Me, MeO;[128, 163-166].
Cxema 17
C1 l
1l

PhNHNH,, Et,N
RYN\%\C] 2 B3

J

57 (58-69%) 58 (74-89%)

a a NH NH
9 Ph s Ph 53
Et,N I
l a
R _ R>_N Q N
2 HSC6H4Me—4 N Cl 4HN O / N HCl, H20 (maxn.) N o
N/ »—< ——— > N \ _— ] \
2ELN N \N/\ < N, )_<
| Cl | N—> NI ¢
Ph Ph G Ph
. 55 (89-93%) 56 (84-90%)
NG
lXNH 10 N Ak LMeO\n/\
T CN
Z_s)§S o
R R R R
o Ak o
>/—N SC JH Me-4 N N-X N N N OMe
N )_< St Ny pu Ny
. . . ~.
¥ sCHMed Yom N S N CN
Ph Ph Ph H Ph H

59 (68-90%) 60 (79-83%)

R=Ph, 4-MeCH,, 4-CICH ; X = HO, PhNH; Alk = Me, PhCH,, Me,CHCH,.

Cxema 18
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Cy6ctpatu (7) Ck1aaHO B3aEMOMIOTH 3 (PSHIITLAPA3HHOM, ajie X aHaaoru (9) CrpsIMOBAHO KOHACHCYIOTHCS 3
uuM pearcHToM [auB. mepetBopeHHs (9)—(52)—(53)—(54) Ha cxemi 18]. B mpoaykrax nukmizawii (54) atomu
XJIOPY JOCTAaTHBO PYXJIHBI, IO JA€ MOXKIHUBICT JETKO oaepkatu cioayku (57) ta 3amiweni 1H-1,2.4-tpuazon-5-
kapbanpaerigu (56) [167], axi panime Oymu mamogocTyrmHumu. L{ikaBo, mio Al MPEemapaTUBHOTO OICPIKAHHS
cnionyk (58-60) 3pyuHiIe KOPUCTYBATHCS HE BITbHUMH anbacrigaMu (56), a ix monepennukamu (54) ta (55).

JocmimkeHi Takoxx IUKIi3anii cyoctparis (9) 3 pisHuMu amiHoazonamu: 3(5)-amiHomipazonamy, 3(5)-aMiHO-
1,2,4-tpuazonmamu, S-aMiHOTeTpasosoM Ta 2-amiHoOeH3imimasomoM [168]. Ilepebir Takux KOHACHCALIH
VCKJIaJHECHHH, IO BHIHO 3 TPHOX PI3HHUX JAHLIOTIB MepeTBOpeHb. (9)—(61)—(64)—(67), (9)—(62)—(65)—(68) 1
(9)—(63)—(66)—(69), sxi npeacTasiacHi Ha cxemi 19.

Cl

Rj//Nj/\Cl
c a
H,N, - 9 _(NHI HZN)_
Y HN NH
/,N ,Et,N N\\N’EtsN NI, N S BN
Y N
R Rt
[ Cl 1l Cl
R NN RYN Ao R /N\'/\C]
gy  a N. a gy a
N, NH
/ NH \ 14 2 7 NH
N / Ne_.
R N
B R 6l 62 (41-60%) 63
lT MeONa Et;N
— cna, a
R _N. R.__N._CH
i X R\(/N\%\ al S a,
N, N C1 N N\N
yNH N J—NH \l\}r 1
N AN N
1
B R 64 R 65 66
Et,N l “
RN CHCL, N._-CHCI, R N CH(L,
XX Y oY
N N Nﬁ/N
| ] LN
1 1 N,
R R
67 (42-46%) 68 (68-92%) 69 (55-58%)
R = Ph, 4-MeC,H,; R! = Ph, 4 MeCH,, F,C, MeS.
Cxema 19

HanpsiMok 1MX MpOLECIB CYTTEBO 3aJEKHUTh BiJ IBHIKOCTI aTaky MEPBHHHOI aMIHOTPYITH 3aMIINEHUX A30JIB Ha
ueutp C' cy6erpatie (9), 34aTHOCTI O MPOTOTPOMil MPOMIKHEX MPOAYKTIB Ta PI3HOTO iX BiTHOMCHHA 10
TpHETHIaMIHY a00 METHIATY HATPIO.

Bapro 3ayBakuth, mo cyOctpata (9) B3aeMomiroTh 3 2-aMiHOOCH3IMIZA3010M TaKUM K& YHHOM, SIK 1
samimeni 3(5)-amino-1,2.4-tpuasonn. B 060X mMX BHIAIKAaX NEPBHHHA aMIHOTPyNa a3olmiB aTakye reHtp C°
cyocTpatie (9) BXKe Ha MI3HIX CTaAlAX MPOLECY. 30BCIM IHAKINA PETIOCCICKTHBHICTh LHKIOKOHACHCAIl 3 2-
(amiHOMETHIT)-0CH31MIJA30I0M Ta HOTO METHICHOBUMHM roMosioramu (cxema 20) [169-171].

H Cl C1
) X
%Nﬂz i a

)
Cl)\

R
Et,N 9
ln=1 l n=2 ¢ n=3
a Cl (o NgXe!
©F .
& @J /K/NH
70 (69—79% 71 (77-95%) 72 (85-91%)
R =Ph, 4MeC.H,, 4-CICH,.
Cxema 20

16 Hayx. 3an. Tepromn. nHai, nen. ya-Ty. Cep.: ximis, Nel6 (2009)



OPT'AHIYHA XIMIA

Ha mepumiii cTazii X mpouecis MEpBHHHA aMiHOTPYIa HyKJIcO(iMbHOTO pearcHTa B3aeMoie 3 ueHTpoM C
cyocTpaty (9), o MPUBOAMUTH B MIOJAIBIIOMY 0 PETIOCCICKTHBHOTO aHCIIOBAHHA 7-, 8- 00 9-4ICHHUX LUKIIIB 10
GEH31M11a30IbHOI CHCTEMH.

TakuMm YHHOM, KPUTHYHHUH PO3TIILA TETCPOLMKIIZALIN Ha OCHOBI PAAY CICKTPO(IIBHUX PCATCHTIB, SKi JICTKO
OJCPKYHOTBCA 13 AOCTYIHHX XJIOPANTbaMiTiB, JAO3BOJIIE 3POOHUTH BUCHOBOK MPO 3HAYHY WIHHICTH, @ 4acoM 1
VHIKAJIBHICTh IX I CHHTE3y PI3HOMAHITHHX MOXITHUX YOTHPHOX-, IUSATH-, LICCTH-, CEMH-, BOCBMH- 1
JCB’ ITHYICHHHX a30 TUCTHX ICTCPOLMKIIB, OAraTo 3 SKHX BaKKO a00 HEMOJKIIMBO OJCP/KATH 1HIIMMH CIIOCOOaMH.
PE3IOME

B ormaai 3aificHEHO AeTaNbHUM OTILLA JIITEPATypH LIOAO OJCP)KaHHI eneKTpO(IIbHUX PEarcHTiB Ha OCHOBI
XJIOPaJIbaMiiB Ta 3aCTOCYBAHHSA IX AJISI CHHTE3Y A30THCTUX I€TCPOLIUKIIB.

PE3IOME

B 0030pe ocymecTBICH NMOAPOOHBIH AHAIH3 JUTCPATYPhl OTHOCHTEIBHO IONYYCHHUS 3ICKTPO(HIbHBIX
PEarcHTOB Ha OCHOBC XJIOPATbaAMHUAOB U MPUMCHCHUA UX U1 CHHTEC3a a30TUCTBIX TCTCPOLUKIIOB.

SUMMARY

In a review the detailed analysis of literature is carried out concerning the obtaining of electrophilic reagents
on the basis of chloralamides and their applications for the synthesis of nitrogencontaining heterocycles.
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OEOIA3OHIOBAHHA TETPA®ITYOPOBOPATY
4,4'-NNOEHINTETPA3OHIIO Y MPUCYTHOCTI CYINIb®YPOBMICHUX
HYKNEO®INIB

Peakuis Tarrepmana-3aHaMmeliepa BHABUIACH LIHHUMH CHHTCTHMHHM METOJOM M BBEACHHA PI3HHX
3aMICHHMKIB y apOMaTHYHE SAPO ILBIXOM 3aMiHH [Tla30rpynd Ha BiAnoBigHi (yHKuioHamsHi rpymu [1]. B
pe3yabTaTi CHCTEMATHYHOTO MJOCTIDKEHHS PI3HUX HYKICO(QITBHHUX PEAarcHTIB B PEaKUisiX ACHia30HIFOBAHHSI
apoOMaTHYHHUX COJICH Jia30HII0 Ha mpukiami teTpadayopobopary (eHiamia3oHir0 Ta HOro moXiIHHX BCTAHOBJICHO,
OI0 JaHA PCaKUis € YaCTKOBHM BHMAIKOM OLTBII 3aralbHOI PEakiii apOMAaTHYHHX COJCH Tia30HI0 3 COJIMHU
HEOPTaHIYHHX 1 OPraHIYHUX KUCIOT [2].

B poGoTi [3] moka3aHO, MO B3aEMOJISl XJIOPHAIB apUIAIa30HIID HA OCHOBI OCH3WAMHY Ta HOr0 aHAIOriB
(miaminoauQeHIIMETaHY, AlaMIHOAU(PCHITOKCHAY, AlamMiHOAU(CHIICY Tb(iay) 3 MOHOHCHACHYCHUMH Ta TI€HOBUMU
CHOTlyKaMH TPUBOJUTH IO YTBOPEHHS LIIbOBUX IMPOAYKTIB XJIOPOAPHIIOBAHHA 3a Y4acTi0 OnHiei abo aBOX
Jiazorpym, a sk moOidyHi, B YCIX BHIIAAKAX, OJCPKYOTHCS BIAMOBIAHI ApUITAJOTEHIAM — MPOAYKTH peakuii
3anaMeiiepa. 3a  BIACYTHOCTI > HECHACHYCHHUX CIHOIYyK, B YMOBAaX KaTamily XIOPHIAMH KyIpyMy,
acniasoHiroBaHHAM 4,4’ -teTpasoHidmupeHixtopuay  abo  4.4’-terpasoniiimupeHiniterpadayopodbopary v
MPUCY THOCTI XJIOPHY HATPIIO MOYKHA OJCPIKATH TIIBKH 3raJiaHi MPOAYKTH peakiii 3aHaMeiiepa.

JaHi moA0 BBEACHHS B PCAKI0 AHIOHAPWIIOBAHHS OICIIA30HIEBHX COJICH y MPUCYTHOCTI IHIUHKX
HYKJICO(IIBHUX pearcHTIiB y IiTepaTypi npaktudHo BiacyTHi [4]. Ha mawwit wac € nume oxna nyOmikaris [5], B
AKIH HAaBOAATH JaHi mioao mankinguriopocdaroapumoBaHHS METHIAKPHIATY Ta METHIMETakpunaty 4,4'-
TeTpasoHiHmiapunTeTpad ryopodbopataMu B MPUCYTHOCTI KANIEBHX COJNCH AiankiaauTiopoc(haTHHX KHCIOT, SKE
NPOXOAUT 3 YTBOPCHHAM OIiCaHIOHAPWUIBOBAHUX aaykTiB 1 moOiyaux npoaykrie — 4,47-mu(0,0-
niankinmuriopocdaro) mudenimis [5].

3 MCTOK BHUBYCHHS HOBHUX CyIb()YpPOBMICHHMX AaHIOHOITHHX pEarcHTIB B peakuii 3aHaMmerepa HaMu
JOCII/DKCHO KaTaMITUYHE 1 HeKaTamiTHuHe AeaiasoHiroBaHHs 4,4'-teTpazoHidmupeninrerpadayopodopary y
MpucyTHOCTI  poaaHin-, O-etunaurtiokapbonat- Ta N,N-mietwnauriokapOamar-aHioHiB. BcraHoBieHO, 1m0
OCHOBHHUMH TPOAYKTAMH JaHUX peakiiii € Biamosigni 4,4 -mutiomiaHato(O-ctwnautiokapoonato, N,N-
Jietunautiokapbamarto) mudeninu (1-3).
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