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AKTYAJBHICTE JOCAIMNEHHA. BupyenHa meToAlB CiHTe3y Ta peaki!ftnol
SHATHOCT! YACTKOBO I'|MPOBAHMX &3aTreTEpOUlKAIB NMOCTIMHO NPUIOpTEE YBATY
BMYEHNX, Mpauwiodnx y cepl XIMI1 reTepouMKAlYHMX CHOAYK. 3 MPaKTHYHO!
TOUKK 30pY, 3&UIKABAGHICTH ¥ AIT1APONOX!JAHMX -as0J0n!puM]HiE T8
. B30N00GHBOKCABMHIB 3 BYSJNOBMM ATOMOM 830TY BUKJMKaHa X NOTEHUIMAHOD
@1310J0r 4HOW SKTMBHICTI, AKA Yy CBOW 4epry, NoB'A3aHa 31 CTPYKTYPHOD
noalOHICT BUBYSEMMX CNOAYK Ta MPUPOAHMX OloakTHEHHX PEYOBMH (&XeH!IH,
ryadlH, TeTpariipoKaHaGlHOJM), & TAKOK 3 TIEN BHKJKYHO BAKIMEOD POJUID
AKy as30TICT! AIr!AporeTepouMk/M BIAIrpanTh ¥ OloX!MIVHMX mpouscax, Ha .
"HKMX OASyETBCA eHepreTHka KAlTUH (HALLH - HAT' 1 7.m.). 3 TouKM 30py
T6OpeTHYHO! opranluyxol XIM1l, oOpan! o0'eKkTH jJoclAkKeHHA UIRABJAATH AK
MONieN! JUA 3'ACYBAHHA MATEHL KOHQOPMBUIMMOTO aHanl3y YACTKOBO I'IApoBa-
HUX IeTepollkelB, 1X cradlabHocT!, OCOOJMBOCTER 6JIOKTPOHHOI OYIOEH T8
ximiyHOT noseflHKM, Bawimee mlcue cepel UMX MEATaHb 3afiMae BUBYEHHA
QaKTOp!B, BIAMBINYMX HE TOJOMEHHA IMIH-SHSMIHHO! TUyTOMIpHO! p!BHOBETH
¥ IMraponox | IHUX asoJion!puMiMEIB.

PodoTa BMKOH&HE Yy MeXaX HayKoBol mpoOjeMd Kade )M opraaltmol xlll!l
Xl % nepxpescrpaut! 0187,0016144 (plueHsA Owopo OXXT AH YPCP % 14 69
B1X 05.11.85 p.). , e

.META POBOTH. lowyx eQeKTHBHHX CHHTeTMYHMX NMiIXOX!B N0 Y&CTKOBO
I'LIPOBAHNX TIOX 1 JHIX 830JON I PUMIAMHIB T8 83QJI006H30KCASHHIB, CTBOPSHHA
HOBUX T'OTEPOLNKJIYHMX CHCTeM Ha I1X OCHOB! Ta BUBYOHHA naamaa ABKY
MIX OYyIOBEOW T& BNACTMBOCTAMH OJEPKAHMX CTIOJYK.

HAYKOBA HOBM3HA. flKk HOBM@ MOTOJ CUHTE3Y APOMATUNMHHX 3aMlueHMX
4,7~ AT ZPOTPHASOAOI | PItM | MK 1 B., . SANPOMNOHOBAHO TPBOXKOMITOHEHTHY KOH- -
Alencallo 3-aMlHo- T&'S.S-J{lgninnﬁ)nmy {3 CHHTETHYHMME TOTNepeIHM-
Ramit a, f-HenacuyeHUX KOTOH!B, POBPOOJBHO METOA CHHTS3Y &GPOMATHWHMX 3a-
slueHnx 4,5- AT | APOTPHASOJION | PHM 1 JHHOBHX CHCTOM WJIALOM TPBOXKOMIOHOHT~
a1 KoHgeHcaull B—anlaorpuaamm 3 2 MOJIAMM 8POMATHYHOI'O KETOHY, MO
CYPTEBO NIIBMUMAO CHHTOTWYHY HOCTYNHICTH LMX reTépOLMKIIE. BCTAHOBJAGHO .
438X 10T HATPAMKY TPROXKOMIIOHGHTHO! KOM@HCall! BLA peakuifiiol spat-
WOCT] KeTOHHO! CKABJOBO! Ta yMOB peaki!l. SalponNoHOBEHO CNEKTPajbHI
m'rapn poanraummn lsomepeux 4,6- T8 4.7—mlnporpunsomulpmlmnm
CYPYKTYP T@ BKCMEPUMEHTAJLHO OOTPYHTOBEHA MOWIMBICTH 1X BUKODMCT&HHA.
AnA pARY TIOX1ZHWX 4,7-JMT1APOTPUASONON | puM ! IMH 1B BUEpWS BUAlJEH! Ta
ompau:'repuaonaul Ak IMlHHA, Tak | eHaM!HHa TayTOMepH! (QopME.
CuHT@30BAH! BpOMATHYH! 3aMImeH! HOBO! TeTOPOLMKJ 1 HHOT CHOTEMH -
3,8-14r | ipo-2H-1 2.4--rpuasmt1'.5'-n' Inlpumizo(4, s-dldeaso[b]nlpany
BubueH! MOXWMBOCT! Ta BASHAYeH! MOX! B8CTOCYBAHHA UMKJAOKOHEeHCAU!!
KBPOOH L IBHUX CTIOJYK 18 2~ IpOKCUDEHtAsaM 1 eHIM NH-Te TePOIMKIaMA, AK
MGTONY CHHTE3Y 'aHHOJLOB&HHX O6H30(e]-1,3-OKcaswH!B. Briepue OfepxaHo
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pAR HOX1AHUX €,6°-mir ! apo-2H-n1pa3osol1,6-c)0ensole )-1,3-0KCasHHy .
Ileronou IMP-criekTpockomn |1 BUBYEHO IIpOLISC aHOMEpI3alll LMX CHOJYK,

' AiKa NPM3BOJWMTE N0 Pl1BHOBAXHO1 cymlm! map AlacTepeomeplB. I]pomia.nlao-
BANO OCOGMMBOCT! 1X MpOCTOpOBO! OyJIOBM.

NPAKTHYHE BHKOPHCTAHHA. BuBuYeHa TPHOXKOMIIOHeHTHA KoHJeHcaula 3-
AMIHOTPHAZ30JY 3 CIHTOHEMM Q,P-HOHACHYEHMX KETOH!B CYTTOBO POBWMDOE
MoRAMBOCT! cHHTesy 4,7-marlaponox!aHux asojonipuMiiMHIB Ta JO3BOJIAS
ONIepXYBATH BAKKOJOCTYNH! 4,5-muriapolsoMepn. PO3pOCABHO METOA CHHTE3Y
nlpasonoteHsoKcasuMHlBe - a3asHasorie Terpar!apokanaciHons. Y :

“ATPOBAIIIA POBOTH. Mateplasu jucepraull OyJm jokaajieH! Ha 4 KoHfe-
penulsAx: Ha V BcecowsHIR kondepenull “Opranmynl mominofopm Ta IX 3a-
CTOCYBaHHA Yy HapoJHOMY rocnojapctel" (M.Xapkle, 1987); Ha '
MEXPECITYON 1 KOHCEK IRl HAYKOBO-NIPAKTHYHIA KoHDepeHu!l "CuHTes, (apMaKoso-
ria Ta knlHIYH] ACNEKTH HOBMX MCHXOTPONHMX T8 CEPUEBO-CYIMHHMX pevo-
BHH" (M.Bosrorpan, 1989 p.); Ha I-f BcecowsHIR kondepenul! s
ToopeTHyHO! opraHlyHol xIm11(M.Boarorpan, 1991 pP-): TaHa V Beecowan 1
koudepentl! 3 xIM11 asoTBMINMYWYMX I'eTepolMKAlyEMX cnosyk (M.YspHoro-
noeka, MockoscekIft o6a., 1991 p.).

llo maTeplanax micepraull onyoatkopano 3 crarri. :

OB'EM POBOTH. Jlcepralllp BUKAANEHO Ha 122 cTop!HKax namomcuom
TeKCTY 13 21 TaGmuen Ta 8 MajwHkamn. PoOOTa CKA8iseThCA 13 BCTYMY,

4 poanilnlB, BACHOBKIB Ta CIMCKY JlTepaTtypH 3 173 HafiMeHYBaHb. ;

¥ NMEPWOMY POSALNI mpuBeieHO OrAaj J1TepaTypu 3 MeTonlB (OPMYBBHHSA
JT  IpOA30JON I PUMI IMHIB TA YBCTKOBO I'lApOBAHMX OPHIOKCA3MHIB, ITpOaHa-
alsopan! 1x xImliun!l Ta !sm! BaacTMBOCT!. ¥ HACTYIHMX ABOX PO3NIJAX
HABEJIGH! DesyNbTATH BJACHMX JNOCAImteHb T8 1X OOTOBOPGHHA. YBEPTHA
roanm npeAcTapnae . cocon axcneplueu'ranmy YacTHHY .

SMICT POBOTH
I. ©®opuMyBaHHA NOX{NHMX TPHBSOJONIpHMIMMHY B peaxniax
TPLOXKOMIIOHEHTHOI KOHJeHcsallll auliHOA30AlB 3 CHHTOHEMM
0, p~-HeHACHYEeHMX - KeTOHIB,
I.1. Bsaewoals 3-auino- Ta 3,5-alamino-I,2,4-Tpuasony s
. METHIEHEKTMBHMMH KeTOHaMM Ta [IMDA. 5
luknoxkonzeHcalln 3-aMiHo- Ta 3,5-atamino-1,2,4-Tpuasonls Ia,0 8
aueToPeHoROM ITa 3]11MCHOBSJM WJAXOM KMN'AT!HHA DOSYMHIE DeAreHT!B
(MoJibHe criBB1HOWEHHA 1:2) ¥ MA 3 Karan! THYHMMM K1JBKOCTAMHM OLTOBO!
a00 MIHEpAJBHMX KHCJOT HA npo'mal 5 rox. Iipu UbOMy OYyJO ONSPXSHO MOX1JH!
4,5- .mmutpo -1,2,4-Tpnasonol1,5-alnlpumi muy II1a,0, (peakuls 1) Ta
2-R-7-¢enin-1,2,4-rpuasosof1,5-alnipuMlmm Iva,0 (peakulsa 2). B ocran-
HEOMY BuITazKky ommum 13 KommoHeHT!B KoHjeHcalll cTap JIMDA. CIIIBBIJJ}[OMBH—
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HA BUXOAIB croayk II1Ia,0 Ta IVa,0 cyTreso 3ajexiTh BlA BUKOpPMCTaHOIO
Karanlsaropy. [l yac karanisy HOAC OCHOBHMMHM NMPOAYKTAMM POaKill CTAKTEL
4,5-guar L poTpuasononipuM! miHA I111a,0 (suxin 50-55 %), & apoMmaTuyul 7-
saMlmen! IvVa,0 yTBOPKOTHCA Jumwe B npuMIcHIR (~ 5 %) Klaekocr!. ¥ npucyT-
HoCT! !{:‘P{)4 a00 HCl cnlBBlgHOueHHA BUXOXAIB peakulft (1) M (2) npoTWiexHe.
B peakull 3-amlHo Ta 3,5-AlamlHOTpMas0JioB 18,0 ¢ P-AlIHOHOM Y

(peekilla 3) AK B MPUCYTHOCT! RMCJOT, TaK ! 063 HMX, YTBOPOBAJMCA JIMe
4.7—mt‘!,up01"puaamonlpmlmma Via,0. (Cxema 1)

CXEMA 1
+ 2 CuHgCOCH,; 118
+ 1118,6 (I)
e =2 Hz0
N-——hH
M + 118 '& IMDA e 8 @)
2 ~Hz0s =MezNH
i ¥ : ] HgCq CHy
+ CyMyg-CLCH,y)=CH-CO-CyHg ¥
I RETERAS T S via,6 (3)
IIII Iv, VI.,n-u;o g-m,_ N sHs.

llaH{ Mac cnekTpa CroJyKM IIIa NOBONATL MPOXOMKSHHA peakull (1) y
MOJIbHOMY cnlBBljHOweHH! 1:2. BynoBy yclX ojepkaHMX pevqyoEMH niATBepH-
HBHO CNEKTPAJBHVMH METOJEMH, & CIOAYK II1a Ta VI8 - 3 JOHOMOTON
PBHTI'@HOCTPYKTYpHOrO aHanlsy (POA). PosdlxxlcTh |somepHux 4,6- u
4.7—_1;lrlnpoc'rpmryp (II1a,0ra Via,0) HauOlJakl ACKPABO NPOABAASTHCA
B omeKtpax IMP [0 NOMOKEHHD CHrHARy IMIHHOTO TpoTOH&. ¥ 4,7-mAr!iapo-
NOX1gHIX  VIa,0 BeJMYMHM O JEXATH B odaact! 9,5-10,3 M.J., WO Ha
~ 1,6 M.A. Olabwe, Hix y 130oMeplB I1Ia,0. lle#t gakT BixoOpaxye Giibw
KHCJI# XapakTep ‘6HaM!HHO! NH-Tpym crnosyk Via,0 y noplesssn! is IIIa,-,
Wo €y 8roxl 3 jyawumu PCA mpo ILIOCKOKOOPJ | HOB&HY CTPYKTYpPY &TOMa aaaﬂ
B MoJexyn! VIa ta mnipadliaicHy - y ) B-Jxrupolaauepl TEIN, . -
TlpoTRAexHU HANDAMOK peagit#t (1) u (3) nosnavae, WO QOPMyBAHHA
CrHoJyK IIla,0 HO MON® MPOXOIMTH WJAXOM CEMOKOHIeHcalll IBOX MOJEKYJ
aueTofeHONy IIa TAa HACTYIHY B3aeMOLlD yTBOPeHOro AINROHY V 3 aMIHaMu
Ia,0. Mexan!sm peakil! (1) NOBHHEH BKJNYATH IIOCJIJOBHY BI&EMOAIN
amiHiB 18,0 3 aleTOPeHOHOM. MOXHA SANPONOHYBATH AE8 AJbTEPHATUBHMX
WAAXM TEKO! B3aeMOAll (cXema 2). ¥ omHOMy 8 HMX (“&8") Ha mepmift craatl
TMPOXOJMTL YTBODGHHA A30MOTIHA “A". ANBTODHATHBHMA WAAX “C" BKJWYAE 3
8JIK | MOBAHHA ‘aM{HOA20A!B 18,0 MONSKYJOW K8TOHY MO SHAOUMKAIYHOMY . peak-
umlony nsmpy MORIMEHX lmmmma "A* Ta "B BUAlJNEHO He OyJO,



~ DAHAK, DAR PKCTIEPIMENTANBHMX AAHMX CBLINETL HA KODHCTE MOXaHIamy “O".

illa g
Sy
+]la R
CaMs
[+ mon T i
g A2 1Va,0

Mo-nepwe, 3 peakulem yTBOPeHHA cnojyk I1Ia,0 KOHKYPYS LMKJOKOH-
JIGHCBIIA 3 yyacTTR MoJekyan JMPA, AKa NpMBBOINTH A0 7-deHln3aMmiunenux
IVa,0; YTEOPEHHA |30MEPHMX CTPYKTYp THmy VII, BIANOBIJAHMX N0 UMKAl-
3aull IutepMentary “A“, nia vac BaaeMoal! aminoasonls 14,6 3 ‘auerode-
HOHOM IIa He 2adlKcoBaHO.

No-xpyre, noplon! iutemenlarty "A" S-aplnlnﬂuamtnu -1,2 4-1pnasonn
Xa,8,1,%,3, CHHTE3 AKHX HaBeleHO HHXYe, ¥ Hanpnmxy "8" 3 ausTOPSHOHOM
1Ia He pearymth. i

No-TpeTe, nepeHHHa aTaKa Moaexyﬁon'xarona aMIHOT'DYIIN YABJNAGTLCA
MaJIoOMMOB | pHOD 38BIAKH 11 HUIBKIA Hykﬂeo¢lﬂhﬁoc11 B suluax 1a,0.

I.2. Tphoxnounouenrna xouxencau!u 3-aulno-1,2,4-Tplasona 3
CHHTOHEMI Xa/MKOHIB (8ALJErifH TA KETOHM).
Hr1 ATIHHA POBYMH!E EKBIMOJADHMX KlAbKocTeR 3-amluoTpMasony Ia,
" aueTofeHoHy IIa Ta samluweHMX OeH3aabReriiis VIIIa-a B JMPA NpOTAIOM
3-5. roa NpH3EeJ0 N0 YTBOPEHHA 4.7—nnrlgﬁof1.2,4-Tpuasoﬂo[1,5~a]n1pnm1—
IvH1B IXa-e,8. MpoaykToM peakul! amiHa Ia 3 aueTofeHoHOM IIa Ta
4-N02—ﬁeuaaahnerlxom VIIIX Oye Jume 530METHH.X%. llIJNLOBUR CHHTE3 azoMe-
THHIB Xa,B,A,X,3 OyJo SAlfiCHEHO TAKOX BaaeMollen aMlHOTpHasojy Ia 13
4~R—09539ahxarlnamm VII18,B,4,%,3 LAAXOM KUN'AT!HHA po3uMHIB: peareHT1Bs
y IMPA (cxema 3). BYIOBY ONepXaHiX CHOJYK IXa-e,3 Ta X4,B,1,X,3
N1ATBEPAXAGHO Ha NIACTAB! CHEKTPAJLHHX ASHMX T8 SJSMEHTHOTO aHailsy.
, “'Bsaemofils azomMeTHHIB Xa,B,A 3 aueTOPEHOHOM IIa NPHEOMMTH IO
YTBOPOHHA T1AbKH 4,7-JMr1IpOTPHAGOAONIpHMIMMHIB IXa,B, X, fporykra
nboma:'nom HampAMKY B32emoall sapixcoBan! He Oysm. lleft daxT, Ha
Hall TOrJiAA, BiJKWAAe CIPOMOKHICTL 830METHHIB THIY X OYyTH HTepMe-
A18ToMA TPLOXKOMIOHGHTHOTO CMHTO3Y MMI'!ApOTPHasonolipum!mmis,
OCKIJBKH Y UBOMY BUTIBJKY PO3MImMEHHA S&MI1CHMKIB y NOJOMEHHAX 5 Ta 7
Jur 1 IpolmKaa NOBHEHO Oy TH TPOTHISKHIM .
: 6



4 4-RCgH,CHO VI118,B,A,X,3 CXBUA 3
- e CathR~4

* + CgHy-CO-CH=CH-CgH, -R :u—e
e N,O
+118, +4-RCgH,CHO VII18- sr Wc.u.a-c

18 “2H,0 H ixa-e,3  xa,B,A,x,3

.+ Ila
7’ = Ha0
Ph

ylll X1 R = H(a), CH (6),
CH40(B), F(r).
‘Cl(a), Br(e),
M}g(')l u“_*als)'-

'"‘n -4

8 lHworo Goky, 4,7-Jariaponox!gHl TpuasononlpuMinuHIB IXa-8
¥TBOPOOTLCA | B peakul! Ia 3 xankoHamy XIa-3, fiK MPABMJO, HAOBI'8TO
ueMue (vac peakull 1 rop) Te 8 Jemo Kpamum BMXoloMm. Kpim Toro, mpu
MpoBefieHH] TPEOXKOMIOHBHTHO! KOHJGHCAIL!! aulu + K8TOH + ajpjieria,
HEABH|CTL XAJNKOHIB ¥ peam.llmulx aymimax Oy.uo saplkcoparo MeTozioM TCX.

CykynRlcTh HaBeJOHUX NOHMX J&e MlACTaBy BEaXaTH IHTepMe il aTaMl m—
YaeMoro BaplaTy proxmuloﬂsﬂmol KoHmeHcau !t «,p- ~HOHACHYeH! KeTOHM XI.

B pesku!! 3-amino-1,2,4-Tpuasony Ia 4 OeHzaasjer!god VIIIa Ta GeH30-
UMKAOANKaHOHaMI, X118,0 OCHOBHEMR MPOAYKTEMA TAKOK OyJM moxiaut
4,7-14r1apo-1,2,4-Tpuasono(1,5-ajntpaMl uHy XI11a,0, ONHAK, 3 BUXOJIOM
16-25% yTBOpPOBAMMCE 4.5~mlnponpmyk1' 'XIVO T8 TreTRPOAPOMATHYHA CHOAY-
Ka XVa, OylOBa AKUX BIJNOB!NAE NMPOTHNEKHOMY HANPAMKY LMKJOKOHIeHCAl!!
(cxema 4). Tpoayk? XIVa He BisaocA BMAIMMTH H8p!ThH NpH SAIACHEHH!
KonneHcaull B 1HepTHIA arMocPepl.

PosG1XHICTH BIBEMHOTO TOJOXEHHA (DeHIABHOTO BaMICHUKa TA &HEJILOBEHOr'O
KapoouMKay B criosykax XIIIa,O, 3 OofHOro OoKy, Ta XIVd, Xva,l, 8
IHWOTO, WITKO NPOABMAGCA B [MP-crneKkTpax B 00J&CT! PeBOHAHCY BPOMATHYHHX
npoToR{B. ¥ BMNAJAKY cHOJNYK XIIIa,0 CHIHAMM BPOMATHYHMX ITPOTOH!B
sHaXoldTcs B IHrepsanl & 6,8-7,9 M.4.. B cmexrpax xe 4,5-aur!apomox!n-
HOrO XIVO T4 APOMATHYHHX MPOAYKTIB XVa,0 B&BAAKM AH130TPONHOMY BILIMBY
TPHASOALHOTO LMKAY BUAIJNAOTECA CUTHOJM ONHOTO 8 OPTO-NPOTOH!B (0H!AS
HOBOTO fifipa, SMIWGH! B OOAGCTH O1Jbll CHAOKOro moAd (8,4-9,1 M.X.). Ho
TOTo. X, A 4,5-JAr | IPOCTPYKTYPH TPHas0JION 1 piM 1 IMHOBOTO (parMeRTy
CoJiyKM XIVO X8pAKTEPHO Glabll BECOKONOABHE NOJOXOHHSA CHTHANY NH-Ipo-
ToHa (8,1 M,Ji.) Yy ToplBHAHH! 3 4,7-;ur]gponox | mimM4 XIIIa,0 (9,5 -
10,5 M.Jl.), ¥ AKMX NH-Tpyna mae eHamlMHHR XapakTep (HOJATKOB®
aMINEHHA CHI'HANY ULOrO MPOTOHY B OLJbl. CHACK! TONA (ANA CHOJYKH XIVO)
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1a : : CXEMA 4

+ PhCHO VIII8 » @?‘"n x118,0

0
1 b
CeHs
’ X (CH,) (I:H,)
X1118,0 CgHg
AT TR R e SOl S xivial, 5 . .xvn.o

BUKJMKBHO TAKOX 8HIBOTPOIHWM BIUMBOM (eH!JEHOBOTO AXpa). OXHOSHAMHMA
,noxaa Oynoeu cnosykm XIVG, OIOPKBHO Ba NONOMOron PCA.

TaKuM YIHOM, HGMA BCTAHOBJISHO, WO B peaKilax TPLOXKOMIIOHEOHTHO! KOH-
aencaul! 3-aMiHo- Ta 3,5-11aMIHOTPUAZONY 3. KAPOOH LJILHUME CIIONYKAMNA ;
MOXMBa peanisalld JBOX NPOTHJEXHMX HBNPAMKIE Tpousca JOpMyBaHHA reTe-
poumkya (cxema 5), Akl BIAMOB!JI8NTL Pl3HMM MoXaH|3aMaM LAKJOKOHASHCAUT!

* (peaxul! “a", "G", "B" 3 OMHOrO GOKY Ta peakuma "r" - 8 {Hmoro). Kplm
TOro, MORWIMEa KOHKYPERL1A UMKJOKOHAGHCAUIR 3 YyYACTTO KAPOOH!JBHMX
croJiyk pisHol npuposm (peaxull "a" Ta “G"). [lepesara TOTO 4M lHmoOro
npolecy BH3HAYaeThCHA, nacamepo,n. peakuifHop saaTHICTT KapOoH!AbHUX
KOMIIOHEHT peaxmll. ¥ punajxy peakull aulno'rpnaso.nln 1a,0 3 ausTOdeHO-
HOM IIa y mpucyTHocT! IIMDA MOmyTh lCTOTHO BruMBaTH | YyMOBM B3semonll.

RICOCH;R?

R3-C=CHR? -
Tap . l ~ RrR2
N—™N TE + ROCHO 1
| : > ; 3 ~-COR1Y
A J\/l\m, s -Ha0 . -H,0 N e

i i - Jl\'fl\m -Hy0
| ~MegNH PR 2
ri;o A

“Ha0  « INBAl L 5 . R3cHO|-H0

ngw f z n"gn n"g" wpn

J-\—/O%: = ,



2. 5-[2-lecmulal—mlmal 1,2,4-Tpuasonoll, 5-a]nlmlml
2.1, Cuntes Ta IMIH-EHaM|HHA TAYTOMEpHA PlBHOBAIS.

Juriaponox ! 1,2,4-rpuasono(1,5-alnlpuM I IMHYy SHEXOUATBCA
NepeBaxHo y eHaMmIHAIR 4,7-jurigpofopd! A. Omnak, Npu BeeneHH! y 5-e
NOJIOXeHHA 2-T' | APOKCU(DEeH IBHOrO S&M | CHUKA caly yexaTd cracinlsaull
IMIEEMX TayToMepHHX QopM B BHYTpUMONSKyJsApHUM H-3B'AZKOM. CHOJyKl
XVIiIa-B ojiepxaH| uou.nencaulan 3-amluo-1,2, 4 Tpnaacmy Ia 3 2'-OKCHX&aJ-
KoHaM¥ XVIa-u (cxema 6).

R + 4-RC4H, CH=CHCOCH,OH-2 7 Celle $Gatly CXBMA 6
""—""I -~ xvia-® i —
k'?km " =Ha0 : e Az
= ' HyOH-2 aHL OH-2

18
XVI,XVIL R = H(8), CHg(6), Ci;0(B), M e
(CHJJEN(I_'I, F(a), Cl(e), Br(x), 3-NO5(3), Cghg(u).

Inst Mpouykrle XVIIB,J-® BUplhed! T8 11eHTIPIKOBAH] OCMIBa TayTOMepM
WASXOM KpucTaalsalull upoAykTis peakull 3 cnMpTlB Ta Xaopogopy (IMlE-
Ha Rirtapodopma B) aca JMCO (emaMinna xirigpofopma A) Coosyku
XVIIO,,8,4 8 yolX mepenlyeHMX POSYMHEMKIE KpMcTanldyBaJMch BUKJNYHO
¥ 8,7-marinpodopM! B. B3agaxu lcroTHIA plsHuul YO-cuekTpls .
CBIXONPUrOTYBAHUX POS4MHIB guriapodopw A T8 B cnoayk XVIIs-3 cTano
MONJMBEUM BU3HAMEHHA 1X plHHOBAKHOI'O TAYTOYTOMEPHOI'O CKIaly B
{aonponanon! MeTofoM Y@-CHEKTpocKomll (Man.1).

PleHOBaXHMA TayTOMEPHMR CKJAN CTIONYK XVIIa-5 y pOSHuHAX GDG13 T8
IMCO-Dg BCTBHOBJISHO 3 BUKOPMCTEHHAM J&HUX IINP-CeKTPIB WAAXOM alcras-
JeHHA 1HTerpaJbHUX |HTeHCHMBHOCTEM rpyn curHanle, Akl BlAnoBlaanTh
KOXHfl 3 TayTOMepHMX -QOPM (Man.2). ¥ po3vMHAEX ODCl, crnojiyk Xvila-s Ha-
ME CHOCTEpIT&JMCA CHIHAJM, Akl XapaKTep!3yorh IHIMBINyannH!
Jmriapofopmu B. Y cnskrpax’ [IMP, ml_mlpmmch y mlc0~D5. nopaa 8
curnanemi Jurlapofops B npucyTH! | cHTHAJM TIPOTOH!EB Jur|ApodopM A.

Takum uuHoM, Ha BIIMIRY Bla Glaswoct! mar!xponox!ammx 1,2,4-TpH- -
asoso(1,5-alinlpuMl MKy, cnoJiykn XVIIa-8 ¥ POBYMHEX cn‘c13 IcHYOTE ¥
IminIR rayTomepr!ft Qopm!. ¥ uboMy BUMAJKY Mae Micue craclilsauls Tay-
ToMepHO! QOpME "B" BHYTPHMOMISKYJADHUM BOMHEBMM SB'AsKoM (BMB3), yMmoBH
IJR YyTBOpeHHS AKOro B IMIHHOMY TayToMepl ManThb CyTTEBY uapenar_y’. B
lsonponasos! Ta JIMCO cmocTeplrasThCA KOHKYpeHI!A BMB3 s H-3B'AsKam# 24
YYACTTI MOJEKYJ pOsYMHHMKA,. le smeHbuys cradlalsywuy Alw H& TayTOMep B
EMB3, ‘ta npuspoiuTh N0 yTBOpeHHA cymlm! gopm A M B y koHUeHTpaulax,

WO MOKYTE OyTH 3nlsorasied! (Tadawid 1), CyTTemmft BILUMB coJabB&TalAHMX
eeKT!B Ha TayTOMEPHY plaaoaar'y OyJI0 BMKOPUCTEHO HaMk AMA BUL} NGHHA ¥
mntsuwamumy cTadl o6ox Tay'rouepm 'fopM BUBYAGMMX CHOAYK.
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; : g : TABJMIA I
PleHoBaxH]! KOHUeHTpallt Tayromepa “B" (%) crojyk XVIIIa-a. -

Posunmmx | XV118 XVIIO |XVIIE | XVIIP xvng XVIIe |XVIIR |XVIIS

B | OH, | CHy0 |(CH,),N| P c1 Br | 3-NO,
1-Proi” e8| 7 | 74| 60 66| 63| 69
opoly™* | 100 | 100 | 00 | 100 | 100 | 100 | 400 | -
IMCO-Dg 26 | 26 30 | 85 25 20| 20| ---
* Ba nemwm# YO-crekTpookomil. ** 3a pamums IIMP-cniexTpockonit.

2.2 JurixpoTpUasonon | puMi MEM, 8HeALOBAH! GeHSON!pPAHOBHM ARPOM.

B yMOB&X TPHOXKOMIIOHSHTHO! KOHJeHcAlll 3-aMmiHoTpuasody Ia 3 2-ria-
poKcuaie TopeHodoM 110 Ta_aammam OoHBaNLAET L IaMy VITIA-UM Y NOAKMX
BUNSAKAX TOPAL 8 7-apuil-6-(2-r1apoKkcuden 1a)-4,7-aar t iporpuasono(1,5-a)
il puMimEama XVITa-3° OyJo OBePKaHO [OX1AH! HOBOI TeTepOLMKJIYHOL:
cHoTeMd - 3,8-aurinpo-2H-1,2,4-Tprasosol1,5-alnlpum!t 1o[4,5-d 10enao-
(bluolpany XVIIia-p (cxema 7). :

4-RCgH,’  4-RCgHy 2 M

+ 4-RCgH,CHO
Viria-u MM ceH0m
————— - e
fia N OWFA, 42
¥ . 'm L i3
fu© el CNRTRE T e e
e o e _ XVII,XVIII R = R= H(8,n),
4-RCgH, CgH,RY*-4  CTHa(6), cH,o(B,p), F(I),
+ 2 MOJABL '- ci (&), Brle), 3_”03“l| ¥
vilia-u (cHy ) gN(B), CgHg (M)
(R = RY) XVIII(K) R = H, R*= (CHz).Ni

(&) R = H, R'= CHZ0}
(M) R = H, R*= Brj
(H) R = CHa0, R*= H; (0) R = Br, Ri= H.

HNepeotir Kon,uencaull ¥ MOJLHOMY crnlBB!jHOWeHH! 1:1:2 11ITBepIXEHO
LGHAMM MAC-CHSKTPIB CHOJYK XVII14,3. Tpuasonomn!puminodsHgonpam
EVIile-e,8-0 onepkad! Taxkox nlj vac BsaemoOAll 2-Plapokcupediisam!yeHux
Aar i ApoTpuasoson i paml IMH B XVila-6,3 'n 8 densajpler!iamy. Ionr' 4T iHHA
posuMHIE cnodiyk XViTia, B T8 napapopmy B IMIA B npucyrHocT! HOH 5
npn:sna.nu A0 OsHzon! paﬂpmu MoK HMX XVI1TN,p.

- BymoBy enoayk XVI1la-p BCTAHOBJSHO Ha MijcTaB! CHEKTPIB mlP..
B HEX TPUCYTH] CUTHAJNM HBOX HeBZAEMOJIWYMX METHHOBMX NPOTOHIB
(anA crioayk XVIIIO,p - CHI'HAMM METHHOBOTO T8 MeTRJIGHOBMX NpoTosiB),
UPOTOHA TPUBAOALHOTO LMKAY, NH-TDyIM, APOMEBTHYHUX NpPOTOHIEB (M

= 2

XVii1a-e,3-0



Chonyk XIXxa-e,3-0 IHTerpesbHa IHTeHCcMBHICTE BlANOBlnae HassHoCT!

3-x apouamwm Allep) Ta 2-X CAACKO PO3NINAHMX CHTHANIR 3aMiCHUKIER

R o Rl (cnoayru XVIT10,B,3). B 1Y-cnextpax mpoiykrim XVIIIa-p & CMyru
Vg B TMIOBIR Ana Jur i poasoson!puml me1Bs o6nacT! 1666-1660 cm -1
CyrTeBo He oMIHMLTRCA | YO-CHEKTPU OAGPXEHMX CHOAYK Yy MOp!BHAHH] 3
CNOKTPEMA MSPEAYNuMX IM JMI | APOTPHASONONI PUMIJMEIB, TOMY U0 I'OJOBHA
xpomoopHa cCHCTEMa BAJMIAeTLCA Mafiwe HeaM!HHOD.

3. YacTKOBO I'\APOBAH! GEHSOKCABMEM 3, RYSAOBMM ATOMOM 830TY.
HorpiBaHHAM OKBIMOJGKYJAAPHAX Kl1abKocTeft 3-eRrin-5-(2-T!apokcuder!n)-
1H-2-nipasoalny XIX 3 plamuMy snlQaTHYHMME T8 SPOMATHYHIME Kapoo-
HIJBHUMY CHOJYKAMH ¥Xa-1l B crMprax ado MDA ogepwan! moxima!
mar 1 apon 1 pasosio[ 1,5-c J0ensole](1,3]1-2H-0KoaauRy XXIa-1 (cxema 8).

+RICOR XX8-Y

-“.o

XIx XX18-1

XX, XXI R = H(8-11); R = Me(P-¥)i R'= W(a), Me(0,p)s EL(B,C), Ph(T,T),
4-Cl -Ph(Al), 4-Br-Ph(e), 4-'ua-_n-rh(l.y). A-Ne_N-Ph(3), 4-NeD-Ph(K),
Ph-CH=CH(K), PhcO(N), 4-Ph-Phco(M), 4-CI-PhCcO(H), 4-Br-Phco(0),

4-0,N-PhCO(D), R,R'= ~(CHy) = (D), ~(cHy) g~ (X), | -MeHTHACH(N).

BynoBy npoaykT!e XXIa-u niATBepKOHO NAHWMM eJIeMBHTHOro aHanlsy Ta [MP-
cnekTpls. Jlna crnoayku XXIr sitficHeHo pen'rrenocrphcrypﬂe JoCH ] IXeHHA .

B MOJeKynax crodyk XXIO-11,0-y 8 B8 X!pasbHMX LEHTpa, U0 PoOHTH
HOTeHL ! IO MOMJIMBUM yTBOPEHHS TPH 1X cuHTea! AlacTepeoMepHMX map.
Omiax, cnexrpu [IMP CBIXONPUrOTYBSHMX POBYMHIB CHOJYK XXIO-I BKasynTh
HA YTBOPEHHA TIJLKM ONHOTO 3 AlacrepeoMepiB. CHI'HAJM NPOTOH!IB
11 pasciHOBOTO PparmMeHTy yTBOpKRTL AMX-CHCTEMY, NPH LBOMY, MPOTOH HA
Mae cnadky cnlu-cnizoBy BaaeMonlio _(J 0,9 m)' 8 NPOTOHOM H(z}
OKCABKMHOBOI'0 Klabua. TakuM YWHOM, MM CNOCTepIraeMo HNOCHTEL plixlcHui
BHIIAZOK Baaemonll 4pes 5 o-3B'A3KlB.

: CilexTpr posiuHle B CDCl, ONOJYK XXIa,p, AK! MawTh ONHAKOB! 3aM!CHUKM
R TR l=li ¥y 2 nosoweHH] reTepPOUMKAY, HA8 NPOTAS! vacy saMmeanThCcA Oea
BMIH, TOR! fAK B cnaxrpa’x'rtpomrls XXIO-n criocTeplraeThCA MOJNBOSHHA
ONHOTMIIHMX cUrHan!B. [lpu ubOMy, B “CcreKTpax-IBlftmakax" pOSIﬂBI!JlBHHﬂ
CHTHAJ B MpPoToH!R Hy Ta H,, BlaoyThe (Man.3).

SmiHW, mo crocreplrawThcA, MM IOACHOEMO THM, WO Ipn fopmysadn! 2H-
geHsofe ]-1,3-0KCASMHOBOTO IMKAY YTBOPOETHCA RlacTepeoMep, B nepenax!f
KonJopMal !l AKOro peanisyeThCA BOAEMH [OJIONeHHA MPOTOHIB Hy T8 Hio,,
wo copuAe fx pancH!if culA-cnimoBlf Bsaemontl. chl:nmm 1,3-0xcas |HoBMR

18
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UMKA 6 HaulpaMluanoM, TO B IPUCYTHOCT! calmoBux Kigskocred HOL (DC1),

_fiKl @y CDCl,, BIAGYBASTHCA SHOMOPISAUIA UMKAY 3 YTBOPEHHAM

plsucopasso! cymlml nlacrepeompta Npw upoMy B MOJNOKYJaXx 3 BIJMIHHOD
BIN novyaTkoro! kowplrypalllaw atomn (‘2 Baaemoala npoTon!n H Ta H 2)
HemoxsmBa a ! B Oynb Axif 8 xkondopmaulf monexysm. le npunymp:ms
NIATBEPARYETECA THM, MO [IMP-COONTPH, AK! 3POGAOND ¥ HOMTPANLHMX
poaunnnukax (XXIx,d B mefiTepomoranos! T8 XXIe,n-n,y - B JIMCO—DG)

| BAMMNANTLCA HASMIHHUMP HA mporaal vacy. JopaTeM Jo 1MX Po3uMHIB

catjopux klaskocTeR HCl MpUSBOAATE JIO SMIH, aHaNor!YHHX TUM, WO
BIAGYBawTHCA ¥ posuntax B CDCl,.
1. Poapotsen! MeTOIM CMHTE3Y APOMATHYHMX 3aMINEHUX 130MBDHUX

4,7- 18 4,5-7Ar | IPOTPHAZONON | PUM | IMHOBMX CHCTEM WJAXOM TPhOXKOMIIOHBHT-,
HO! KoHpencaull 3-amlHOTpMABONY 3 CHHTOHAMH o, P-HEHACHYEHWX KeTOHIB.

~ BeraHoBJeHo 3anexHicTh HanmpAMKy Basemofll BIJ peakillfHol 3xaTHOCT! e

KOTOHORO! CKABNOBOI TA YMOB :mlncnemm TPLOXKOMIIOHeHTHO! KoHAeHcaull.
2. Bnepwla BUABJGHO MORJME!CTL (OPMYBaHHA TPUABOJONTPIM | IMHOBIX

“cueTem mpM Baaemonlt aminoazonlB 3 AUeTOPEHOHOM TA JWMMETHIDOPMAM 1 IOM.

3. BanponoHOBAH! TA EKCNEPUMEHTAJNLHO OOTPYHTOBaH! CHEKTpaabH!
Kputepl1 poadixsocTef |3oMepHMX 5,7-mMdoH1n-5-meTHa-4,5- Ta 5,7-mpe-
H1n-7-MeTHn-4,7-1mr 1 ipo-1,2,4-Tpuasono(1,5-a)nlpuMimale, mo ase Mom-
JUBICTL OIHOBHAYHO BU3HAYATH HANDAMOK Mepeciry peaxulft I1X QopwvyBaHHA.

4, Po3poGieHO MBTOA CHHTe3Y 5-(2-r1apoxcuDeHWA)samineHux muriapo-
TPHASOJON | pUMIIIMH B, JUIA AKUX Brepue BALlJeH] 'ra oxapakTeplsopaHl Ak
IminHa Tak | enamluHa TayToMepH! Qopmd. v

‘5. BanpolioHOBAHO MeTOA TeTepolmkalsaull 5-(2- rlmoucmm)aaulm—
HUX  Jar | qpoTprasoon I puMI i 1B y nox!aH! HOBO! I'eTEPOLMKA]IYMHO! CHCTeMM
- 3,B8-mriapo-2H-1,2,4-TpUasono(1,5-a jnipml go[4,5-d10enso b Jm pany

nia aten APOMATHYHAX aJbJeTHIlB Té napagopmy . Ioxkasano, mo ul CIIONYKH

YTBOPKNTLCA TAKOK | B YMOB&X 0BraTOKOMIIOHeHTHO! KoHAeHcaull 3-amiHo-
TpUaszony 3 2-r!APOKCHAUSTOPEHOHOM T8 SaMlueHMME CeHZabIer!RaMM.

6. BuBYeHO MOXMBOCT! UMKJOKOHASHCAL1! KapOOH!JNLHMX CHOAYK 3
2-T1poKcHDeH | N3aMI e UM 830TBMIRYDMX 1H-TeTePOLMKAIB, AK METOLY .
CHHTEBY aHEJLOBAHMX OeH30(8 ]-1,3-OKcasuHiB. Bnepiie OEPXaHO Mox1ms!.
6,6" ~gur 1 apo-2H-nl pasono(1,5-c)0eHso(e ] -1 ,3-0KcasHHY .

7. 3 monomorom cnexrtpockoni! [MP mokasaHo, MO B NMPUCYTHOCT! CJlAOBAX
KiJbKOCTeR KMcJOT BIACyBaeThCA aHomeplsaiita MoX!XHMX NipasosofeH3oKca-

‘BMHY 8 YTBOPEHHSM plBHOBaWHMX ‘cymluefl nlacrepeomepiB. TpoaHan!soBaHO

ocowmaoc'rl [IpocTOpoBOY Oy LOBM nlpaaumdenaoucasmoaoro IMKJY B

MOJIEKYIAX IrpencTaBmtB UBOrO pALy.
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