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CUHTE3bl U NPEBPALLEHUSI HEHACBILEHHbBIX A3JIAKTOHOB C JIEFTKOYXoA4sLNMU ATO-
MAMMU UJIN TPYINTIAMU B METUJIEHOBOM OCTATKE

B.H.CBupuna, B.M.lpokoneHko, C.I.Munbo, B.C.Eposapeu,

CucremaTnanpoBaHbl 1 0606LYeHbl gaHHbIe M0 MeToaaM CUHTe3a U rnpeBpaLyeHnii HeHacCbILeH-
HbIX a3/1aKTOHOB C JIErKOyxXoasiLuMn atoMamMu Uan rpynnamMmm B MeTUJ1IeHOBOM OCTaTke.

_ Mumnyso Bxe Ginbie 120 pokiB 3 TOro vacy, siK
M.I1npoxiib CMHTE3yBaB BHYTPIllIHbOMOJEKYISIpPHUN
aHTiApUA O-0eH30i71aMiHOKOPUYHOI KUCIoTH [1], Oy-
JoBy sikoro BctaHoBuB MisHilie E.Epnenmeriep [2],
KOTPUM BiJHIC MOro g0 TaK 3BaHMUX HEHACHMYEHUX
a3JIaKTOHIB 3 XapaKTepHUM yrpynoBaHHSIM (A). Bin-
MOBIAHO 10 HACUYEHMX A3JIAKTOHIB BiTHOCSATHCS CIIO -
ayku tuny (B) (cxema 1).

TpuBianbHi Ha3BU Takux noxigHux 5(4 H)-okcazo-
JIoHy, 3anpornoHoBaHi E.EpienmeliepoM, BUSIBUINCH
JIOCUTh 3pYYHUMM i 10 TEMepilllHbOTO Yacy 3acTOCO-
BYIOTBbCSl B XiMiuHill Jiekculli. 3HaUYHUI iHTepec A0
XiMil a3JIaKTOHIB MPOTSITOM OCTAHHBOTO CTOJIITTS T10-
B’SI3aHUI 3 TUM, 1110 BOHU BUSIBUJIMCH TOCUTb peak-
LIAHO3OaTHUMU MOJILEHTPOBMMHU areHTaMM, $SIKi 3Ha-
WIIUIM IIMPOKE 3aCTOCYBaHHSI B CUHTE3aX IOXiTHUX
0-aMiHOKHCJIOT, a TAKOX Pi3HOMAaHITHUX T€TePOLUK -
JIYHUX cIoiykK [3-17].

CyrTeBuit mporpec xiMii aznaktoHiB y 1940-1960 pp.
0O0YMOBJICHUI1 YaCTKOBO TUM, 1[0 CITOYATKYy CTPYKTY -

O 0 O_O

A b
Cxema 1

py TPUPOSHOIO TICHILMJIIHY IIOB’SI3yBaJIM 3 HasB-
HICTIO B Hill Tia30JIIAMHOKCA30J0OHOBOI CUCTEMU. Y
3B’A3Ky 3 MM OYyJI0O CMHTE€30BaHO 3HAYHY KiJIBKIiCTh
HeHAaCUMYEHUX a3JIaKTOHIB 1 BUBYEHO IX KOHIEHcallil
3 pisHoMmaHiTHUMU N- Ta S-Hykieodinamu (auB.
po3mis, MPUCBSIYEHUIA OKCa3oJoHaM, Y (pyHIaMeH -
TaJbHii MoHorpadii “Ximisg neHiuwniny” [4]). [Tpote
HaBiTb MiCJISI TOro, SIK 0yJIO OMHO3HAYHO BCTAHOBJIE -
HO, 1110 B IEHIIWIiHI € 3-TaKTaMHE, a He a3JJaKTOHHE
KiJIblle, pO3BUTOK XiMmil moximHux 5(4 H)-okca3o10Hy
30BCiM He€ IPUIIMHUBCS, a HABIIAKW IIPOAOBXKYBaB
CYTTEBO 3pOCTAaTH, TOMY IO 3HAMIIJIMUCS HOBI Ha-
MPSIMKY 3aCTOCYBaHHS LIMX pearcHTiB B OPraHiYHOMY
cuHresi. Tak, 3a ocranHi 20 pokiB ocoOjuBa yBara
NPUIUISIIACh BUBYEHHIO IIEPETBOPEHDb (DYHKIIIOHATTII30 -
BaHMX HEHAaCMYCHUX a3JIaKTOHIB, SIKi MICTATh Xapak -
TepHe yrpynoBaHHs (B) 3 IerkoBiaXiTHUMU aTOMaMu
abo rpymnamMu B 4-MeTUJIEHOBOMY 3aJIMIIKY (cxema 2).

CreniaJibHOro y3araJbHEHHS XiMil IIUX CIIOJIYK He
iCHye, ajle B THUX OIJIsIgax, SKi IIUTYBaJIMCS BWUIIE,

X
N Y
—%—40 0 ( X = Hlg, OH, OAlk, OAcyl, SAlk, NAIk,Ta in.)
B
Cxema 2
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Cxema 3

KOPOTKO 3rajiaHi CrocoOu oJepXKaHHsSI Ta TepeTBO-
pPeHHSI 4-XJIOpOMETUIIEH-, 4-eTOKCUMETUJICH- Ta 4-111 -
MeTuiaMmiHoMeTueH-5(4 H)-okcazosoHiB. Pazom 3 1ium
XiMisT HEeHAaCMYeHUX a3JIaKTOHIB 3 4-TUXJIOPOMETHIIE -
HOBOIO I'PYIMOIO MoYajia po3BUBATUCS HEIABHO i JIMIIIE
YacTKOBO po3risiHyTa B MoHorpadii [18]. IIpote 3HauHa
YacTHHA BiIOMOCTEN PO HEHACUYEHI a3JIaKTOHM, SIKi
MicTaTh O meHTpy C Tak 3BaHi “TeTepoMeTHIe-
HOBi” TpyMnu, pO3MOpollIeHa cepel YUCICHHUX XYp -
HaJIbHUX MyOjdikaliif Ta aucepTrauiiHux pobit [19-
23]. ToMy cucreMaTMYHUN PO3IJISLA XiMii TaKMX He-
HAaCMYECHUX a3JIAKTOHIB € HOIIUTBHUM.

1.1. Cnocobu opepkaHHS 4-(anKoOKCMMeTUNeH)-
5(4H)-okca3onoHiB Ta iX aHanoris

BinmoMo, 1110 HalBaXXJIMBIIlIUM CIIOCOOOM CUHTE3Y
3BUYAiHMX HEHACUUYEHUX a3JIaKTOHIB € KOHAeHcallisl
IMavoxmss- Epaenmeiiepa, sika IeTKO BimOyBa€ThCS P
HarpiBaHHi N-alluJIbOBaHUX O-aMiHOKHWCJIOT 3 Pi3HU-
MU aJIbJIeTiIaMUu B TIPUCYTHOCTi OLITOBOI'O aHTiApUIY.
SAxio 3aMicTh aJIBAETIAIB Yy LIMX CHUHTE3aX BUKOPU-
CTOBYBAaTH AJIKiJIOBI €CTEpM OPTOMYpPAIIMHOI KUCJIO -
TH, TO YTBOPIOIOTBHCSA BiAMOBiNHI 4-(aJIKOKCHUMETH -
JieH)-5(4 H)-okca30/10HU 3rigHo 3 peakiieo 1-1, ska
npeacrtaBpiaeHa Ha cxemi 3. Il KoHmeHcaris, KoTpa
CYTTEBO po3liupuia cdepy 3acTOCyBaHHS CUHTE3iB
ITaeoxnsa-Epnenmeiiepa, Oyna 3HalimeHa B Ipoleci
BUBYEHHS XiMil meHimwriny [4]. JIuine HemaBHO TO-
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Ka3aHo, 110 PEeTiOCEIEKTUBHICTh MepeTBOopeHHs 1-1
CYTTEBO 3pOCTa€ B IIPUCYTHOCTI 4-AUMETUJIAMiHO-
MpUANHY, SIKMA HaBiTh Y KATAITUYHUX KiJIbKOCTIX
MiABUIIYE BUXil KJIIOUOBOTO 4-eTOKCUMETUIeH-2-(e-
HiJ-5(4 H)-okca3onoHy 3 34 mo 88% [24].

TTonansiie po3immpeHHs cpepr 3aCTOCYBaHHS CUH-
te3iB Ilmboxisa-Epnenmeiiepa moB’si3aHe 3 BBEIEH -
HSIM B KOHAeHcaulii 3 N-alllJIbOBAaHUMU TTOXiTHUMU
orinuHy N,N'-au3aMileHux GopMaMiadHiB, AUMeE-
TUJIALETATIO TUMETUIhOpMaMiIy i CAMOTO TUMETHII -
¢dopmaMiny B IpUCYTHOCTI xyopokcuny ¢ocdopy
(mepetBopennst 1-2, 1-3, 1-4). OcobnuBuii iHTEpec
MpEeACTaBJISIE OCTAHHE 3 HUX, SIKE YaCTO BUKOPUCTO -
BYETBCS IS TIPEeNapaTUBHOIO OfepKaHHS 2-apui-4-
(mumeTuamiHoMeTuieH)-5(4 H)-0Kca30I0HIB 3 BHU-
COKMMU BuxogaMu. Pazom 3 1M iX yTBOpeHHS Mpu
B3aeMOJii ecTepiB abo aHimifgiB N-alWJITIilUHIB 3
pearenToM BinbcMaliiepa Ma€e, TOJIOBHUM YMHOM, Ha-
YKOBe, a He IIpelapaTUBHE 3HAYCHHS (OUB. LIMKIIO -
KoHpeHcalio 1-5).

KpiM rinypoBoi KMCIOTH Ta 1i aHAJIOTIB, AJIST OJiep -
KaHHS (YyHKIIOHATI30BaHUX HEHACUYEHMX a3jlak-
TOHIiB BUKOPUCTOBYBAIUCH [3,[B-TiaJIKOKCU-0-alliIaMi-
HOIIPOIIIOHOBI KUCJIOTH Ta psif 3aMillleHUX O -allyI-
aMiHOAKPWJIOBUX KMCJIOT, SIKi IIPEACTABIICHI Ha cxeMi 4.

ITpu npomMy nepeTBOpeHHs 2-2 0COOJIMBOro 3Ha-
YyeHHS He Mae€, 00 4-eToKcuMeTwIeH-2-peHin-5(4 H)
OKCAa30JIOH 3pY4YHillle CUHTE3yBaTU 3a IJOIIOMOIOIO
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Cxema 4

crnocoOy 1-1. I1pore y ThX Bunagkax, KOJIu 3aMillleHi
O-alMIaMiHOAKPUIOBI KUCIOTU OAEPXKYIOTh HE 3 BifI-
MOBITHUX a3JJaKTOHIB, a IHIIMMU CIOCO0aMU, iX BHYT -
piLIHLOMOJIEKYJISIDHA JeriapaTaliisi Moxe OyTh Bax-
nuBoto. Ile BimHOCUTbCSI HacaMmIiepea A0 MepeTBOPEH -
HS1 2-5, K€ BUSIBWIOCH MOKU 10 €AMHUM 3PYYHUM
MIX0O0M 0 OJIep:KaHHS 2-apuil-4-IUXJIOPOMETUIICH-
5(4 H)-oxcasomnoHiB. HeoOxinHi I IUX CUHTE3IB O-aLl-
aMiHO-[3,3-AUXJIOPOAKPUIOBI KUCIOTU ONEPXKYIOTh 3
poctymHux N-(1,2,2,2-TeTpaxjaopoeTuii)amiiiB Kap-
6oHoBuX Kucyot [32, 33]. [ToaiOHuit miaxiag cripoly -
Baym Bukopuctatu @D.Beiirana 3i cniBpobiTHUKaMU
IJ1s1 OTpUMaHHS 4-ngudTopoMeTieH-2-peHin-5(4 H)-
OKCa30JI0HY, ajle BUAIIATU OCTaHHIN B iHAUBIAyaIb-
HOMY CTaHi B pe3yJIbTaTi IEPeTBOPEHHS 2-6 HEe BOAIOCS,
XO4a HasBHICTh MOro B peakliliHill CyMillli migTBep/ -
JKeHa KOHACHCAIIEI0 3 MUKJIOTeKCIIaMiHOM [34].
Ha BimmiHy Bim cxemu 4, Ha sKili IIpeacTaBJcHI
reTepolMKIIi3allii HaCUYeHMX i HEHAaCMYeHUX O-allu-
JIaMiHOKapOOHOBMX KMCJIOT, HAa CXeMi 5 y3arajibHeHi
Moauikallii METUJIEHOBOI TPyNM B HACUUYEHUX a3-
JakToHax. Hailimpocriini 3 HUX — peakuii 2-geHii-
5(4 H)-oKca3010Hy Ta 0ro aHaJoOriB 3 allJIIOI0YNMU
areHTamu (auB. mepeTrBopeHHs 3-1, 3-2). 3HauHuii

iHTepec MpeACTaB/sI€ TaKOX KOHIEHcAallisl BKa3aHOTO
BUIIe HAacCU4YeHOoro a3nakToHy 3 N,N-gumetus-N'-re-
TepwiaMinuHaMu, Ky nociaigwin b.CTtaHOBHMK 3i
cniBpobiTHUKaMu B KiHIli 1980-x pokiB (mepeTBOpeH -
Hs 3-4).

Kpim Moaudikaiii HaCMYeHUX a3IaKTOHIB, IIUPO -
KO 3aCTOCOBYBAJIMCH MEPETBOPEHHS iX HEHACUUYEHUX
aHajoriB. Tak, Ipu TaJOreHyBaHHI OOCTYIIHOTO 4-
OeH3uineH-2-¢eHin-5(4 H)-0Kca30JIoHy B IIPUCYTHO-
CTi KapOOHAaTy KaJIbllil0 BAAJIOCS 3aMIHUTU PYyXJIMBUM
aTOM BOJIHIO B OEH3WJIiZIEHOBOMY 3aJIMIIKYy Ha aToOM
xJI0py abo opomy [47]. Xoua Take 3aMillIeHHSI IIPOXO -
JUTh 3 HEBUCOKUM BUXOAOM i CYMPOBOMIXYETHCS 10 -
OiyHuMu peakuismu [48, 49], BOHO BCe XK TaKu Mae€
y PSJi BUTIAJKiB MTpenapaTuBHe 3HAUYEHHS, BPAaXOBYIO -
Yy TOCTYIHICTh a3JIakKTOHIB Epnenmeriepa (cxema 6).

[Tpore, 111e 3py4YHIllIUM BUSIBUJIOCH T'aJIOTE€HYBAH -
HSI METMJIOBHUX €CTEepiB O-alUJIaMiHOKOPUYHMUX KHUC-
JIOT, a TOTIM IX IEepeTBOPEHHS Ha TaJOreHOBMICHI
HeHacu4eHi asnakronu [48, 50], Harpukiam, (cxema 7).

KpiMm 11b0ro, 10CuTh BaxKJIMBUM ITiIXOA0M JI0 OJEP -
JKaHHS 4-TaJJOrTeHOMETUJIEH3aMIllIEHUX a3JIaKTOHIB €
nociigoBHi mepeTrBopeHHs1 4-1-4-7, mpeacTaBleHi
Ha cxeMi 8. 3 Hei BUIHO, 1110 JOCTYIHi 4-€TOKCUME -
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Cxema 5

TIiieH-5(4 H)-0KCca30JIOHU B3aEMOMIIOTh 3 pi3HOMa-
HITHUMU HYKJIEODiTbHUMU areHTaMM, sIK TpaBuo,
0e3 pO3UIEIUICHHS a3JJaKTOHHOTO KiJIblIsl, aje Ipu
1IbOMY TPOXOJAWTb 3aMillleHHSI €TOKCU3AJMIIKY Ha
inmn ¢yskumionaneHi rpynu: OH, SH, SAlk, SAr,
NHAIk, NAlky, NHAr, N=C(NH2)Me i T.1. Husa
3aMiHU TiAPOKCUJBHOI TPYMU B 4-TiIpOKCUMETUIICH-
5(4 H)-okca3ojioHax Ha aTOM TraJIoreHy BUKOPUCTOBYIOTh
TIOHUTXJIOPU, OKCAIUIXJIOPUI Ta OKcaIIopomin. Y pe-
3yJIbTaTi peakliii 4-7 yTBOPIOIOThCS BidMoBinHi 4-(ra-
JIOTEeHOMETWJICH )3aMillleHi a3J1aKTOHMU, SIKi 11Ie eHePTiii -
Hillle B3a€EMOIIOTh 3 HYKJIeo(iIaMU, HiX IX €TOKCH -
MeTUJIeHOBI aHajloru. BoHU BUSIBUJIMCH MPUAATHUMU
HE TIJIBKM TS BBEAECHHS Pi3HUX CipKO- Ta a30TOBMIC -
HUX TPYIl B METUJEHOBUI 3aJIMIIOK a3JaKTOHIB, ajie
1 MOXYTb OyTH BUKOPHUCTaHI IJIsi CUHTE3Y iX ¢oco-
PUJIbOBaHMX aHaJoTiB (mepeTBopeHHs 4-11 1 4-12).
HetanbHUil po3MIsia YCiX HAMPSIMKIB 3aCTOCYBAHHS
€TOKCUMETHUJIEH- i XJlopoMeTuieH3aMileHux 5(4 H)-

inun, 4,6-TAMETHI-2-MpUMI NI, 6-MeTHII-
-nipasuHia ta in. [ 42-44 ];

4
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, Ph; R2,R3= Me, Ph [ 46 |

OKCAa30JIOHIB IJIsI OJIep>KaHHS iHIIMX (DYHKIIIOHAJII30 -
BaHUX a3JIaKTOHIB HaBpsii UM € JOPEUYHUM, TaK SIK
HaWBaXJIMBIlII JaHi 3 LIOTO IPUBOAY BXE y3arajb-
HeHi B oryisigax [4, 9, 11, 12, 16]. 3ayBaxkuMo nulie,
IO B IMX OIISAaxX BiICYTHI BiZOMOCTI MpPO MOMIM-
(dikauiro 2-apun-4-guxaopomeTtuieH-5(4 H)-okcazo-
JIOHIB, XiMisI IKMX TTo4YaJia pO3BUBATHUCS HEIaBHO.

Ha cxemi 9 y3arajbHeHi KOHAEHCAIIl IMXJIOPO-
3aMillleHUX a3JlaKTOHIB 3 TioeHoJaMu, LUKIaMi-
HaMM, apoOMaTUYHUMU aMiHaMmu i TpudeHiadocdi-
HOM, SIKi TTPOXOISTH 0€3 PO3IIEIICHHS a3JIJaKTOHHOTO
KUTBIIA.

IlikaBo, IO MepeTBOPEHHS 5-5 BigOyBa€eThCs He
TUJIBKU Perio-, aje i CTepeoceeKTUBHO, TaK SIK MPU -
BOIUTHb TOJOBHMM YMHOM 10 Z-i3oMepiB ¢ocdo-
POBMiCHMX a371aKTOHIiB. CTOCOBHO CTepeOXiMiqHMX
0COOJIMBOCTEM YTBOpPEHHS iHIIMX (DYHKIiOHAJi30Ba-
HUX a3JIaKTOHiB 3ayBaxKMMO, 1110 CUHTE3U 4-€TOKCH -
MEeTWIeH- i 4-muMeTmIaMiHoOMeTIeH3aMileHux 5(4 H)-
OKca30JioHiB criocobamu 1-1 Ta 1-5 mpuBoOOsSTH, TO-

CHR C(HIgR
N N JIOBHUM YMHOM, JIO BillOBiAHUX Z-i30MepiB [9, 14, 15,
ph— ﬁo o e ph— =0 81, 82]. IIpore B3aeMomist 4-eTOKCUMETUIECHOKCA30 -
0 0 0 JIOHIB 3 aMiHaMM HEpigKo Ja€ cymimn Z- i E-izomepiB
R = Me, Ph; Hlg = CI, Br [ 47-50 ] BiIMOBITHUX MPOAYKTIB 3aMilleHHs [9, 24, 83]. Crin
Cxema 6 3ayBaXXUTH, IO i30Mepu3allis TaKUX MPOCTOPOBUX
i CHPh i CCIPh N CCIPh
Me—\< 0 S T Me*\( 0 21) JeOt: Me—L. io
0 MeO O MeO ) (MeCO0 o
Cxema 7
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4-1 [4, c. 751, c. 819], [26, 51, 52]
4-2 [4, c. 751, c. 819], [53-55]
4-3 [4, c. 749, c. 817, c. 828], [24, 25, 52, 56-69]
4-4 [4, c. 751, c. 754]
4-5 [4, c. 751, c. 819]
4-6 [4, c. 754], [70-71]
4-7 [4, c. 754, c. 823], [26, 27, 70, 72]
4-8 [11, c. 382], [73]
4-9 [74]
4-10 [70, 75]
4-1 [21, 76]
4-12 [21, 77, 78]

Cxema 8

i30MepiB HEHaCUYEHUX a3JITaKTOHIB MOXe TOCUTD JIeT -
KO BifiOyBaTHCh NIpU HarpiBaHHi, Y®-0CBiTJeHHI Ta B
npucytHocti kuciort [9, 81, 82, 84, 85]. EHepreruu -
HuUit 6ap’ep Z- E izomepu3aiiii psay 2-apui-4-gume -
TrIaMiHOMeTuJIeH-5(4 H)-0KCca30JI0HIB 3HAaXOOUThCS
B intepBaii 18.3-20.0 kkan/Monb [82], 110 0OYMOB-
JIEHO, OYE€BMAHO, 3HAYHMM BKJIAIAOM OIMOJSIPHUX
ctpykryp (I', 1), mpeacraBienunx Ha cxemi 10.
3akiH4yOUYM PO3MJISIA MiAXOAiB, sIKi BAKOPUCTOBY -
BaJIUCh IJIST ofep:KaHHS (PYHKI[IOHATi30BaHUX HeHa-
CHMYEHMX a3JIaKTOHIB 3ayBakKMMO, 1110 KpiM peaxilii,
y3araJlbHeHMX Ha cxemax 3, 4, 5, 8, 9, cmim 3ragatu
1Ie alUIIOBaHHS 4-MepKanTOMeTUJIeH- i 4-aMiHOMe -
TIiIeH-2-(eHin-5(4 H)-okca3onoHis [86-88], uuxii-
3allil0 €TWJIOBOIO ecTepy O-0eH30i1aMiHO-B-AUMETUII-
aMiHOIIPOITIOHOBOI KMCJIOTUA B IoJichocopHiit Kuc-
Joti [89], aummoBanHs 2-apuin-4rpudeniadocdop-

aHinineH-5(4 H)-okca3oJioHiB [84] Ta ckjlagHe Iepe-
TBOPEHHSI ACSIKMX MOXIAHUX A-i301[iaHOaKPUIOBOI KHC-
jgotu [90], npencrasieHe Ha cxemi 11.

1.2. NepeTBOpeHHs PyHKLiOHaNi30BaHNX HEHaCU4YEHUX
a3N1aKTOHIB Ha iHWI reTepoUuKNivyHi cnonykm

HenacuueHi aznaktoHu tumy (B) — nBoueHTpoBi
€J1eKTpOodiIbHI peareHTH, siKi B3aEMOJIIIOTh 3 HYKJIEO-
¢dinamu 3a 5yqacno 3aMillleHOI METUJIEHOBOI IPYIIU Ta
ueHTpy C° 0OKCa30JI0HOBOTO KiJibllsl, K TOKa3aHO
Huxue (cxema 12).

IIpu 1IbOMY HEpIAKO BAAETHCS 3MIMCHUTU aTaky
JIMIIE HAa OAMH eJeKTPOMIIbHUI LEHTP, 10 IIPUBO -
JUTH BIAIIOBIZHO DO MOIM(PIKOBAaHUX HEHACUYCHUX
a3JIaKTOHIB 200 A0 MOXiTHUX O -alMJIaMiHOAKPUIOBUX
KUCJIOT TUITY XCH:C(NHCOR)C(O)@ . 'Y npotieci nepeTBo-
PeHHSI HeHacUYeHMX a3jiakToHiB (B) Ha moxigHi iH-

7
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Cl
Y, Cl
2RISH, 2Et;N abo 2R'SNa N 4AINII,
5-1) RJ{ o 5-2)
0
T
2 HN X
— ‘ ’ PPh,
5-3) — 5-5)
4HN X | 54
—/
()
SR! 1 o NT — cr B NHAr
N /SR N /N X N /N X . /) —PPhCI N ) —NHAr
R =0 v =0 kAL >0 kL >0 rA ‘o
e} (6] (¢} O 0

. ™\ ™/
R =Ph, 4-MeC/H,, 4-CICH, rains X N=C N.O_ N

\_/
Tvn nNepeTBopeHHs rlocunaHHs Ha nitepatypy
5-1 [19, c. 180-181], [79]
5-2 [19, c. 180-181], [32]
5-3, 5-4 [33]
5-5 [21, 78, 80]
Cxema 9
X
NMe, (-I?Mez
Y, H H
) RS 4
Al‘_« (0] B Ar% 19) R o (0]
O ¢}
Z-izomep r B
u (X =Cl, HO, EtO, Mg;N Ta iH.)
H Cxema 12
@ @
L/ NMe, —NMe, NMe, |NMe2
N N
Ar_qo 0 =~ Al 3P N N{
© R =0 ~——-> gL DP
E-izomep pi | Y 0
Cxema 10 Cxema 13

IIMX TeTePOLMKIIIYHMIX CUCTEM, SIK IpaBUJIO, OEpyTh
y4yacTb oOuaBa eaeKTpoiJibHi LEHTPU HEHACUUYEHUX
aznakToHiB. Hrkde mpu po3misifii TaKuX MOCITiTOBHUX
MpoLIeCiB BKA3YIOThCS TiJIbKU Ti TMPOMIXKHI CIIOJYKHU,
sKi Oynu 6e3mocepeqHbO BUMIJIEH], a00 X YTBOPEHHS
0e33anepevyHo J0oBeAeHO. 3ayBaXKUMO, 1110 B HEHACH -
yeHuX azjakroHax (B), 1110 MiCTSITb CUJIBbHI €J1eKTpO -
HOOOHOPHiI 3aMiCHMKM B METHJICHOBOMY 3aJIMILKY,
OKCa30JIOHOBE KiJIblie TOCUTh J1€3aKTUBOBAHE 10 Bill -
HolIeHHIO 10 S-, N- i C-HyKJeodiliB, 0 00yMOB-

JIEHO, 0YEBUIHO, 3HAYHMM BKJIAZIOM OilOJISIPHUX T'pa -
HUYHUX CTPYKTYp, Hampukiam, (cxema 13).

Tomy mepimma cramis KOHAEHCAIlil TaKMX as3fak-
TOHIB 3 HyKJeodilaMu TIOJSITa€ y 3aMillleHHi Jier-
KOBIJIXITHUX TPy Y METUJIEHOBOMY 3aJIUIIKY 32 ME-
XaHi3MOM “TIpUE€THAHHS-BinleruieHHs . PazoM 3 uuMm
po3lIeIieHHsl a3jakToHiB (B) cmupramu B mpucyt-
HOCTI JIyTiB a00 aJIKOTOJISITIB HATPil0 HEPiIKO MPUBO -
JIUTh 0 BiAINOBIIHUX ecTepiB [B-(pyHKIiOHaJIbHO3a-
MilLIEHUX O-alWIaMiHOAKPWJIOBUX KUCJIOT 3arajbHOi

O NMe
0® R ,
C=N  NMe
R.__Cl 4 —/ N NMe, A N
) AIKO cl S — A RO 0
0 R AlO 0
(6] fe) (@]

R = Me, Ph; Alk = Me, Et
Cxema 1

8
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“M’aknit”
eNeKTpoQinbHIIA
LEHTP

“Xoperkuii”
eNeKTPOdINIbHNMIT

LEHTD

Cxema 14

dopmymu XCH=C(NHCOR)C(O)OAIk, sKi yacTo
3aCTOCOBYIOTBCST JUISI MONAIBIINUX TE€TePOLMKITI3allii
3aMiCTb HE€HAaCHMYEHHUX as3jakToHiB (ormsau [4, 13-
15]). Likaso, 1o enekrpodinpHi HeHTpu C=C i C=0
3B’13KiB y 4-muxiiopoMeTiieH-5(4 H)-0Kca30JI0HAX IIPo-
SIBJISTFOTh OCOOJIMBO BUPAXKEHY CHOPIMHEHICTh IO BifI-
HOILIEHHIO 10 “M’SIKMX” Ta “XXOPCTKUX” HYKJIeodiTiB
[18, 19] (cxema 14).

VY pesynbTaTi B3aEMOii TaKMX a3/laKTOHIB 3 “M’si-
KUMU” HyKJIeodisaMu BigOyBaeThCcsl e€iMiHYBaHHSI
ogHoro abo JBOX aHIOHIB XJIOPY i1 OKCa30J0HOBE
KiJIblie He po3LIeTUIIoEThCs. HaBmaku, npu il “Xopct-

“M’aki” nykreodinm:

ArS, ArNH,, PPh,

“XKopetki” Hykneodinu:

AlKO’, AIKNH,

KUX” HYKJIeodiliB a3laKTOHHE Kijliblle PO3IIETUTIO-
€ThCS, a IUXJIOPOMETUIEHOBA IPyIla yYacTi B KOHJCH -
cauii He Oepe. 3ayBaXXuMo, 10 OOMABA TUITM TIPO-
IYKTiB B3aemogii 4-guxiiopomeTtuiieH-5(4H)-okcazo-
JIOHIB 3 “M’IKUMM” i “XKOpCTKUMU” HYKIJIeOpilaMH,
SIK TIOKa3aHO NaJli, MOXYTh OYTM BUKOPMCTaHi IJIs
CMHTE3Y iHIIUX IeTePOLUUKIIYHUX CIIOJYK, 1110 BXe He
MICTSITh a3JJaKTOHHOTO KiJIbIIS.

1.2.1. Cunre3n (pyHKUiOHAIbHO3AMILIEHHX A30J1iB

Ha cxeMi 15 y3arajnbHeHi ITepeTBOPEHHSI HEHACH -
YeHUX a3JaKTOHIB Ha IMOXiJHi 4-0Kca3071KapOOHOBOI
kuciaotu. Tak, mpu HarpiBaHHI 4-TiZpPOKCUMETHICH-

_CR)OH C(0)ONa(K)
N
NaOlH ado KOI1
A\
8D R_4 230-300°C R_LO R
R'=H, Me[91,92 ]
C(R)OH u CO0OMe C(0)OMe
N . N
MeOH, H ™ socl,
8-2) R—( e R— L S [ WY
00 0
R = Ph, PhCHz, PhCH=CH; R!=H, Me[93 ];
C(R)HIg C(O)OAIK C(0)OAKk
N N
AIKOH MeC(O)ONa, AgF ato Et,N
83 R4 = R—< > r—{ 4§*R‘
O A O
Hig = Cl, Br ; Alk = Me, Et, -Bu; R =Me, Ph; R =Me, Ph [ 11, 18,47 ];
Cl
y cl H C(O)OAIk C(O)OAlk
N AKOH, A N _2RISIL2EN Ag\;
7N —_ R—< SR!
R 6] )
—40 8-4) o Cl 8 5) R]S
‘ 1) 2NaSII; )
3RIRINH 2 HCL HO Ag,CO,A
8-6) 8-7) 88
C(O)OAIK C(O)OAIk C(O)OAIK
' e s
R% NRIR2 R_« SH R_Q SR!
[6) [6) 0]
TUN NepeTBOpeHHs MocunaHHs Ha nitepaTypy
8-6 [18, c. 92], [32, 79, 94]
8-7 [20, 95]
8-8 [22, 96, 97]

Cxema 15
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cl
1) AIKOH; _E 1) PPhy;
. R 0
¢ 2) NaSH O 2) AIkOH
C(0)0AIlk o AtOLL 4 C(O)OAIK
R4 N sn 2) HNNH, HO R— PPh.CI
0 ocl
C(0)YOAlk N
9-1) | ArSH, A N 9-3) M
2) HCI
R—QO\ NHNH,
C(0)0AIk C(O)OAIk
. .
R— D —gar rR— PPh,CI ~
S X :
RIC(O)CI, ‘B REN=C=S X=S5,8e
¢ 9.4) 9-5)
C(O)OAIK C(0)OAIK
X iy
B/ R— BN
R N o’
0" NH
NH S:<
o= R! = Me, Ph, 4-MeC(H,; NHR2
R! R? = Ph, 4-MeC H,, 4-MeOC,H,.
Alg.) A 197
N-N - N-N
ooy Ho )N d 0
R._N P R. N. A M Npr2 < NOH RN Y NHR?
T r ° s N G AT
0 0
0”7 "0Alk 0 0~ ~OAIlk
TN NepeTBOPEHHs MocnnaHHa Ha nitepaTypy
9-1 [22, 97]
9-2, 9-4, 9-6 [98]
9-3 [21, 78, 99]
9-5, 9-7, 9-8 [100]

Cxema 16

5(4 H)-0KCa30JIOHIB 3 JJyraMu BilOYBa€eTbCS MEPErpy-
nyBaHHs1 KopHdopTa i yTBOPIOIOTHCS COJIi 3aMilllEHUX
4-0KCca30JKapOOHOBUX KUCJIOT, IKi HE MiCTATh (PyHK -
LiOHAJILHMX 3aMiCHMKIB y TTOJIOKEHHI 5 (IIepeTBOPEH -
Hs1 8-1). 30BciM iHaklle TeHEPYEThCSI OKCa30JIbHE
Kijblie B mimxomi 8-3, sSkuil MoOB’sSA3aHUIA 3 MOIM-
(hika1rie;o MOHOTAJIOTeHO3aMIllIEHNX a3JaKTOHIB: CIIO-
YaTKy 1X PO3UIEIUTIOITh COUPTAMU, A TOTIM TIUKII -
3yIOTh 3a IOTIOMOTOIO alleTaTy HaTpito, GTopumsy cpid-
Jla abo Tpuerunaminy. Ilpyu 1IbOMY BUXOIM ecTepiB
3aMillleHnX 4-0KCa30JIKapOOHOBUX KMCJIOT, SIK IIpa-
BUJIO, HEBUCOKi. 3HAYHO OLTbIINI MpenapaTUBHUI
iHTEpeCc MalTh MOCIiNOBHI MepeTBOpeHHsT 8-4 - 8-6,
8-4-.8-7, 8-4 . 8-5-,8-8, nipencrasieHi Ha cxemi 15.
CrouatKy AuxJIOpOo3aMillleHi a31aKTOHU PO3IIETLIIO -
I0OTh CIUPTAMHU, a TOTIM BBOMSATH Y KOHIEHCAIlil 3
a30To- ab0 CipKOBMiCHUMM HyKJeodigaMu.

Iepuri npukiany nukiizamii 8-6 omnucani B 1974 p.
[32], a moTiM 1 LUKIOKOHIEHCAIlis BHBYAJach
anoHChkuMM gociignukamu [94]. Cdepa 3actocy-
BaHHS Migxony 8-6 oOMeXXyeTbCsl peakilisiIMU 3 BUCO-
KOOCHOBHUMHU BTOPMHHUMHU aMiHaMM, TakK K Tep-
BUHHI ajipaTU4yHi aMiHM HEpiAKo AaloTh 3 ecTepamu

10

o-anIaMiHo- B, 3-TUXJTOPOAKPUIOBUX KUCIIOT alluK -
JIIYHI TIPOAYKTU MPUETHAHHS TUITY
C(0)OMe

CHClI,
NHAIk
SIKi He MIepeTBOPIOIOTHCS HA MOXiAHI S-aMiHO-4-0Kca30.1-
KapOoHOBOI Kuca0TH [79]. Pazom 3 1iuM jU1sl BBeIEHHS
MEepPKanTOrpynu B MOJOXEHHS 5 0KCa30JbHOTO KiJlb-
LISl 3pYYHO BUKOPUCTOBYBAaTH LuKJizauito 8-7 [95].
Ecrepu 2-apui-5-mepkanto-4-0Kca3oiKapOOHOBUX KHUC-
JIOT JIETKO aJIKUTIOIOThCSI, OKMCHIOIOTBCS Ta PELIMKITIZY -
I0ThCSI, 110 A€ MOXJIUBICTb /IS BBENEHHS PsILYy Bax-
JINBUX CIPKOBMICHMX TPYIT y TIOJIOXXEHHST 5 OKCa30IbHOT O
Kbl Pazom 3 mum migxin 8-5 - 8-8, sikuii 3ampomno-
HyBam K. MatcyMypa 3i criiBpoGitTHUKamu [96], BUSIBUB -
Csl TOCUTb 3pYYHUM TSI TTPENapaTUBHOTO OfePXKaHHS
LJTOrO psiIy MOXiMHUX S-ajKiaTio- Ta S-apuiaTio3amille -
HUX 4-0KCa30J1KapOOHOBMX KMCIOT [97]. IHILI criocoou
MepeTBopeHHs  4-nuxinopomeTieH-5(4 H)-0Kca30/I0HIB
Ha TIoXimHi psimy 1,3-a301iB TIpencTaBiIeHi Ha cxeMi 16.

Oco011MBO BaXJMBHUMU € JABa JIAHLIIOTU PeaklIliii:
9-2.,9-4.,9-6 i 9-3-9-5-9-7, aKi NpuUBOASATH 10
HikaBux rmoximumx 1,3,4-okcamiazony i 1,3,4-tiamiazo-

ArCONH
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Ar= Ph, 4-MeC(H,, 4-CIC(H,; Ar' = Ph, 4-MeCH,;
R =M, Et, 4-McOC,H,NHCOCH,;

[LR: pearent Jloycona.

Cxema 17 [101, 102]

ny. Ilpu upoMy cramii 9-6 i 9-7 cynpoBOIXKYOTbCS
penukiizamisiMu. KiHIeBI OpoayKTH IIUX PELIMKIIi-
3aliifi MOXHA pO3IJIAAaTH He TIIbKM SK BigIlOBigHI
3aMillleHi a30ju, ajie ¥ K MOXidHI IJLUHY, 110
BaxKJIMBO JJIsl TIPOTHO3YBaHHS iX 010aKTUBHOCTI.

He MeHI1II BaxKTMBUMY BUSIBUIIKCH i IEPETBOPEHHS
TMPOMYKTIB B3aEMO/Iil XJTODOBMICHMX a3JIaKTOHIB 3 0-aMi-
HoTioeHooM (cxema 17). Ockiibku 00MaBa HYKJIEO -
¢ilbHI LIEHTPU B o-aMiHOTiOheHOdi € “M’SIKUMU”,
JIETKO BinOyBaeTbcs LMKIOKOHAeHcalis 10-1, ska
BUSIBWJIACH KJTIOUOBOIO JIJI51 3MiMICHEHHSI ITePEeTBOPEHb:
10-2, 10-3, 10-4, 10-5, 10-6.

CucremMaTuuHe JOCIIXKEHHS B3a€EMOIil IUXJIOPO-
3aMillleHUX a3/IaKTOHIB 3 TiIPOXJOPUAOM OeH3aMi-

JIVHY, i30TiypOHIEBUMM COJIIMHU Ta TiApOXJIOPUIOM
TyaHiIMHY B IPUCYTHOCTI TPUETWIAMIiHY IT0KAa3alio,
10 B LMX M’SIKUX YMOBAaxX aTOMU XJIOpY a3J1aKTOHiB
y4yacTi B peakliii He 0epyTh, a MPOXOAUTH PO3IIEILICH -
HSI a37JaKTOHHOTO KiJIblIsl, i yTBOPIOIOThCS, OYEBUIHO,
MPOMIXHI €eHaMinu, SKi MOXyTh OyTH B piBHOBa3i 3
MPOTOTPONTHUMMU TayTomepaMu. OCTaHHI 3 HUX Ma-
I0Th peakilifHo3maTHy N-aluWIiMiHHY TpyIly, 110 3a-
0e3neuye BHYTPILLIHBOMOJIEKYJIIPHY LUKITi3alito (IIpu -
knaau 11-1, 11-2, 11-3 Ha cxemi 18). Y pesynbrarti
OIEPXYIOTh aayKTU IUXJIOPOA3JIAKTOHIB 3 OeH3aMi-
JMHOM Ta MOTo aHaJloraMM Yy chiBBiIHOLIeHHi 1:1.
Kpim piznomanitTHux 1,3-a3071iB Ha OCHOBI HEeHa -
CMYEHMX a3JIaKTOHIB, SIK BUIHO 3i cxemu 19, Bmanocs

11
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Cxema 18 [103]

Cxema 19

12

CHX RCONH
N RINHNH _
12-1) i 2 0 NH
R_<O 0o AIKOH, HCI N
R
X =Me,N[15,31],HO[72], EtO [ 104 ];
CHOEt PhCONH [6)
N
RC(X)NHNH
12-2) ph—{ 0o %0 : / _NH
(e} A N
X=CR
RC(X) = MeC(0), PhC(O), PANHC(O), PhNHC(S) Ta in. [ 105 |;
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N |
R2 1) NaOH
12-3 -= o
) RJ\O o e RAL
R2
R = Me, Ph; R! = Me, Et, Ph; R2= Me, Ph; R3=Meg, Ph [ 46 ];
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H
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\
12.6) R O __AlOH R—< ‘g\fNMez NG, Rl
O O H O

Alk = Me, Et; R =Ph, 2-CIC,H,, 4-CIC,H,, 4-MeC.H, [ 29 ]
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R=R!'=H, Metain.[ 15, c. 2455, 89 ;

XCH
13-5)

Etofi
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Ph, P
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X =Cl, EtO; R = 4-MeC,H,, 2- HOC,H,, 2-(ypun [ 129]

Cxema 20

oxepxkaTH i moxigHi 1,2-a3071iB: Imipa3oiry, i30Kca30J1y
ta 1,2,4-okcaniazony. Ilepii 3 HUX YTBOPIOIOThCS
Mpu 00poOIli HEHACUYEHUX a3JIAaKTOHIB Tipa3uHOM,
a TakKoX apuj- abo auuiriapasuHaMu. Y OiIbILIOCTI
BUMNAAKIB y KOHIEHcallii Oepe y4acTb SIK (PYHKIIO-
HaJIbHU# 3aMiCHUK Y METUJIEHOBOMY 3aJIMIIKY, TaK i
a3JaKTOHHE Kijiblie (mepetBopeHHs 12-1, 12-2, 12-3).
Jluire nesiki reTepuaaMiHOMETHIICH3aMIILIEH] a3jiak-
TOHU B3aEMOZIIOTH 3 TiIpa3uH-TigpaToM 0e3 eliMiHy -
BanHdg rpynmu HetNH (mpuknan 12-4). LlikaBo, 110
4-eToKcuMeTwIeH-5(4 H)-0KCa30JI0HU B3aEMOIIOTH 3
HITPUJIOKCUAAMM I10 TUITY [2+3]-IUKIOnpUETHAHHS,
110 BUKOPUCTAHO JUIs1 oJiepKaHHs 4-aluiaMiHOi30K -
caszouiB (rmepetBopeHHs 12-5). 3ayBaxnMo, HapellTi,
1o 4-numeruaaMmiHoMeTwieH-5(4 H)-oKca30I0HU TIpU
MOCIiIOBHIN 00pOO1Ii CIIMPTAMM i Q30TUCTOIO KHCJIO -
TOIO JAlOTh 3 BUCOKHMMU BUXOAAMU €CTepU 2-apuJ-
1,2,4-okcaniazon-4-kapooHoBux KUCIoT (mimxig 12-6).

1.2.2. CuHTe3d NOXiTHMX IIECTHYWIEHHHX reTepo-
HUKJIB

HenacuyeHi a3/1akTOHU, SIKi MiCTSITh Y METUJIEHO -
BOMY 3aJIMIIKYy aTOM XJIOpy a00 €TOKCH- UM JTUMETHII -
aMiHOTpyMy, BUSBUIUCH NPUAATHUMU AJISI OJEPXKAH -
HS psiAy 3aMillleHuX 2-IIPOHIB Ta KyMapuHiB (cxema

20). Y Bcix Bumagkax C-HyKJIeo(iin B3aEMOIIIOTH i3
3aMillleHOI0 METWICHOBOIO TPYIOI0 a3JIaKTOHIB 3 YT-
BOopeHHsM HoBoro 3B’s3ky C-C, a moTiM BigOyBa-
€ThCA TpaHC(OpMallisl OKCa30JIOHOBOTO KiJIbIISI B CH -
CTEMY 2-MipoHYy.

Ciin 3ayBaXXuTH, 110 KOHAEHcallii HEHAaCUYEHUX
a3J1aKTOHIB 3 Pi3HOMAHITHMMM peareHTaMu 3 aKTUB-
HOI0O METUJICHOBOIO a00 METWJILHOIO TPYIOI0 30BCIM
HEe BUYEPIYIOTbCS IT’SITbMa TMPUKIaJaMu TIEPEeTBO-
peHb, sKi npencrasiaeHi Ha cxemi 20. ITomiOHiI KOH-
JeHcalii JOCUTh IIMPOKO BUKOPWCTOBYBAIMCH IS
ollep>XKaHH 1iaHiHOBUX 6apBHUKIB [55, 107-112], ane
OCKiJIbKM BOHM, SIK MPaBUJIO, HE CYMPOBOIXKYIOThCS
HOBMMM TeTePOLMKIIi3allisIMUA, TO PO3MIST 1X BUXO-
JUThb 32 paMKH LIbOTO OIVISIAY. 3 iHIIOro OOKY, B3a€ -
MoIii (pyHKITiOHAII30BaHMX HEHACUYEHUX a3JIaKTOHIB
3 MeTajoopraHiuHuMu peareHtamm [110, 113-116],
1,3-mienamu [71, 85, 117-122], niazomeTtaHom [26, 27,
70, 73] ta meskmmu C-Hykineodimamu [123-125] 3a-
CTOCOBYBAJIUCH, TOJIOBHUM YMHOM, JJIsI CHHTE3y MO-
In@iKoBaHMUX O-aMiHOKMCJIOT i TOMYy HaMM TaKoOX
JeTaJIbHO HE PO3IISIIAIOThCS.

[IpoTe nMKIOKOHAEH ALl a3/IaKTOHIB 3 €HaMiHa -
MU, TeTepOUUKIiYHUMU criogykamu tuny HetCH2X

13
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R =H, Ar, PhCH; R! = AIkKOC(O), H,NC(O), NC ta in. [ 130-133 ];
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; | NHCOR
2L SN

(6]
X = C(0)OMe, C(O)OEt, CN; R = Me, Ph, PhCH,0 [15, ¢.2458];

~on By, — oy

NHCOPh

NHCOR

X =0, S, NH; R = C(O)OEt, CN, C(O)Me [ 134 ];
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Cxema 21
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wr f” >\_R ., wr r )y
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R =Me, NH, [ 4, c. 757, c. 829];
H
OEt
152y ph—{ =0 SR 0 IS
0 Hl O N SR
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N Okt HzN\[/\ O \\(\a
_« + | a RS )J\ NV
15-4) Ph (6] N/ Ph N
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Pearentu: 2-aminoTiazon [ 12 ], 2- aminoGenzimigazon [ 62 |;
Me,N N
| (6] HzN\K\ s i mb
15-5) RCONH + Wb RN
~_ H
OAlk O
PearenTu: 2-aminotiazon, 2- aminoOeH3oriazon, 3-aminonipason, 2-amiHonipuaunH,
3-aminonipuaasuy, 2-amiHonipasuH Ta iu. [14, 15, 137]
Cxema 22
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Cxema 23

Ta iHmmMu C-HyKJeodisaMu, siKi TPUBOIATD OO MO -
XiIHUX OipUAMHY Ta CHOPIAHEHUX KOHJEHCOBAHUX
cHCTeM, TIpeacTaBiieHi Ha cxemi 21.

Oco0MBO BaXJIMBOIO BUSIBUJIACh B3aEMOMisl 4-
eTokcuMeTueH-5(4 H)-oKca3010HiB 3 aMiHOKPOTO-
HOBUM €CTEPOM Ta MOro aHajaoramu, 10 MPUBOIUTD
IO 3aMillleHNX 3-almIiaMiHO-2-IipUIOHIB 3 BUCOKMU -
MU Buxogamu (riepetBopeHHsi 14-1). 3pigka HeHacu-
YeHi a3JIaKTOHW BUKOPUCTOBYBAIMCH TAKOX JIJISI CUH -
Te3y noxiaHux 4-nipunoHy (nukiizauio 14-5). Pazom
3 UMM JISE OIepXKaHHS 3aMillleHnX 4-ITpUMiToHIB
HEHACHYEeHi a3JJaKTOHU 3aCTOCOBYBAJIMCh 3HAYHO Ya-
crime. 3i cxemu 22 BUAHO, IO JJs 1i€l METU B
KOHJEHCAllil0 3 a3JlJaKTOHAaMU BBOAWIMCH aMilllHU,
TYaHiIWH, i30TiypOHIi€Bi COJi, a TAKOX Pi3HOMAaHITHI
reTepuwiaMiHu 3 aMiIMHOBUM (parMeHTOM. Y BCiX
BUMAaAKaxX KOHIEHCALisI CYITPOBOIKYThCS eIiMiHyBaH -
HSIM JIETKOBIAXiAHOI TPYIIM B METUJICHOBOMY 3aJIMIIKY
i MepeTBOPEHHSIM a3/JaKTOHHOTO Kilblsg Ha 4-TIi-

PUMITOHOBUI (pparMeHT. 3aMiCTh HEHACMYEHUX a3-
JIAKTOHIB iIHKOJIY BUKOPUCTOBYIOTh IIPOAYKTH iX PO3-
LIEIUICHHST cCrIupTaMu (IepeTBOopeHHs 15-5).

LikaBo, mo 4-guxiopometruneH-5(4 H)-okca3o-
JIOHM, SIK OyJ10 TOKa3aHo Ha cxeMi 21, 30BciM iHaKIIIe
B3aEMOJIIIOTh 3 OEH3aMiIMHOM Ta MOro aHajloramu.
[Tpu 1bOMY YTBOPIOIOTHCS 3aMillleHi iMiga3oiH-5(4)-
OHHU, gKi MalTh Oinsg HeHTpy C JIBA a30TUCTI
YIPYNOBaHHS, 10 30JMXY€E iX 3 aMiHaJsIMM, SIKi €
HECTIMKMMU i IpU HarpiBaHHI iX y MipMAMHI criovar-
Ky, UMOBIpHO, YTBOPIOIOTHCSI MPOMiKHI CHipOCIIOJY -
KM, SIKi 6e3mocepeaHbo abo yepe3 iMimoinizoliaHaT
MEePEeTBOPIOIOTECS HAa MOHO- Ta JU(YHKIIIOHAJIBHO -
3aMillleHi okca3oi0[4,5-d|nipuMinuau, mpeacTaBie-
Hi Ha cxeMi 23 (meperBopeHHs 16-1, 16-2, 16-3).
HeTtanbHuUii aHaJTi3 yCiX MepeTBOPEHD 1Ii€l CXeMU Ha -
BPSIJI YU € JOPEUHUM, TaK K MOJiOHI peaklil IIIPOKO
3aCTOCOBYIOTBCSI, HANpPUKJIIAA, Yy XiMil 4-Timpokcu-
OipUMiouHY.
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[141]
Cxema 26

ITpore ciix 3ayBaxkuTH, 1110 Maiike BCi TUTIM (PYHK -
LIOHAJIBHUX TMOXiTHUX 0Kca30j0[4,5-d|nipumMinuny,
SKi olep>KaHi TAKUMU HECKJIAAHUMMU CITIOCO0aMM, BU -
SIBUJTUCh HOBUMM. Lle 0OyMOBII€HO TUM, 11O Ha Big-
MiHy Bif 100pe BUBYEHUX IMOXiAHUX OKcazoJio|5,4-d]
OipUMIAVHY iX i30MepH, 110 MICTITh CUCTEMY OKCa-
30710[4,5-d|mipuMinguHy, paHiiie Oyau JOCTiIKeHi 111e
30BciM Majio. Jlesgki 3 HuUX oaepxXaHi 3 4-aMiHO-5-
TiIIPOKCUTIIpUMIIMHY Ta MOro MOXiZHWX KOHJEHCa-
Ii€l0 3 OpToecTepaMy Ta aHTIApUIAMU OEH30MHMX
KMCJIOT, ajie 1Ii crmocoOr HenpuaaTHi, OYEBUIHO, IS
BBeACHHSI (DYHKIIIOHAJbHUX 3aMiCHUKIB Y MOJOXEH -
Hs 7 okcazono[4,5-d|nipuMiInHOBOI CUCTEMH.

Bysno Takox mokaszaHo, 1110 MPOAYKTU NMPUETHAH -
HsI OEH3aMIiqUHY 10 XJIOPOBMICHUX a3J1aKTOHIB MOXHA
MoauGiKyBaTH He TiJIbKM IMPU HarpiBaHHI B MIpUIMHI,
ajie i mpu o6poO1LIi iX MOPPOIIHOM UM ITITIEPUINHOM.

16

Y upoMy BUIIAAKY 3aMillleHi iMiZa30JiHOHM TpaHC-
(bopMyroThCs B TpU(YHKIIIOHATIbHO3aMIIlEHI MipaMi-
JUHU. XapaKTepHOI OCOOJMBICTIO OCTAHHIX € HasIB-
HICTh allWJIaMIHOTPYITM B IMOJIOXEHHI 5 MipUMigUHO -
BOTO KibLsl (cxeMa 24).

XJIOPOBMICHI a371aKTOHM, SIK MOKAa3aHO Ha CXeMi
25, CIpsSIMOBAHO B3aEMOIIOTH Y MPUCYTHOCTI TPUETUI -
aMiHy 3 2-aMiHOOEH3iMiZa30JI0M, 110 BUKOPHCTAHO
71 OTPMMAaHHSI HOBMX NOXiZHUX IipuMino[l,2-d]
OeH3iMimaszomny.

TakuM 4uHOM, 3Ha4YeHHs (YyHKIIOHAIbHO3aMi-
LLIEHMX a3JI1aKTOHIB IJIs1 TIperapaTUBHUX CUHTE3iB PsI -
Iy MOXiZHUX OKca30jy, i30Kca3ojy, Tiazomy, 1,3,4-
okcamiazony, 1,3,4-Tiagia3zony, mipaHy, DipUaNHY, ITi-
PUMIIVHY Ta CHOPITHEHUX KOHIEHCOBAHUX CHUCTEM
BaXXKO mepeoLiHuTu (cxeMu 15-25 Ta 1omaTKoBi cTart -
Ti [59, 120, 129, 139, 140]). 3pinka, KpiM reHepartii
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MOXiAHUX IT'SITU- Ta WIECTUYJICHHUX TeTePOLIMKIIIB,
BIaBajJiOCs CHUHTE3yBaTU i CEMUYJICHHI IeTepOLK-
JIIYHI CMOJIYKM, HampuKJiag, cxema 26. 3po0sieHUI NeTaJbHUN OIS JiTepaTypu CTOCOB-

[TpoTe 151 LIMKIIOKOHIEHC CAllisT HE OyJia OMHO3HAY-  HO CHOCO0IB OAepKaHHS Ta IePEeTBOPEHb HeHACHYe -
HO JIOBeeHa, SIK 3peIUTOIO i IesIKi iHIl IMKIIi3alii 32  HUX a3JIaKTOHIB 3 (DYHKIIOHAJTbHUMHM 3aMiCHUKAMU B
y4yacTiO HEHaCMUYeHUX a3yakToHiB [140, 142, 143]. METUJICHOBIH TpYIIi.
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