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SAT'ANEHA XAPAKTEPUCTUHA POBOTHU

AxkTyanbHlIcTh JochlikeHHA. Opranidda ximld ocTaHH!X JNecaTuply
XapaKTepUsyeThCA TOTJVMOJGHHAM YABJNEHL NP0 EJEKTPOHHY OYJIOBY MOJE-
KyJi, aKTHBEMM BMKODHCTAHHAM CT&DeOX{MIYHMX KOHUeNII®, WMDOKMM 3ac-
TocyBaHHAM (JlsuKo-xXIMIYHMX MeTollb !| KBaHTOBO-XIMIYHMX DO3paxyHKiB
Iaf BMABJSHHA 3arajlbHUX 3aKoHOMIpHOcTeff, AK! SB’A3YNTH OYIOBY Op-
TaHlYAMX CHOJYK 3 I1X BJASCTHBOCTAMM. Cepell OCHOBHMX B3aBlaHb Opra-
HlvyAO! XImlI 30epirae CBOE 3HaYEHHA DO3BUTOK HAYKOBMX OCHOB Opra-
HIYHOTC CMHTE3y, PO3pPOOKa HOBMX CHHTETHYHMX METOAIB Ta BUBYEHHA
Mexadismle HOBMX peakuift. Ha ulft da3! cTae MOXJMBAM IOIYK HOBMX
CHOJYK, WO ManThk HeoOx!mau#t xomuexc ¢laixko-ximivuamx Ta Glogoriu-
HMX BJacTlBocTelt ! € BaRIMBIMM JJiA [PaKTHAYHOI'O 3aCTOCYBaHHA.

s samava, y sacrocybamH! jo ximl! marizpomox!imsmx asoJiomipu-
MlmMHIB, WO MawTb BYSJOBME aToM as30Ty, ! MoJdArJia B OCHOBY JaHO! po-
GOTH. 3 OpakTHYHO! TOYKM 30Dy AKTYaJbHICTh BHOPaAHOTO HAaNpAMKY HOC-
JIi mXeHHA 3'BASaHa, B Nepmy 4Yepry, = OJM3KIcTH OyIOBH CO'E€KTIE JoC-
J1IXEHHA Ta ¥ATTEBO BaXJMBMX JJid OpraHisma JOIMHM CHOJYK (aleHliH,
ryasid Ta 1H.), 2 T1e0 BHKJPDYHOM DOJIK, AKY asoTEMImynd! mur!mpo-
poreTepolMki Blnirpamnth y GioxiMiuHMX Opoliecax, MO JeXaTh B OCHOBI
SHOPreTHKY KilTEE (HAL.H-» HANT Ta iH.), 2 TaKOX 2 NOTeHiliMHOW MOX-
JUBICTR OJl6DKaHHA HOBMX CIIOJYK 3 UMPOKMM crexkTpom (!3ioJortunol
SKTHUBHOCTI .

Brim muar!gponox1an! azoJonlpeMiiuAiB 3 BYBJOBUM a8TOMOM 230-

Ty IO HBJNaBHbLOT'O Y&CYy 3a/Majucd MalolOoclIxeRMMN Ta 3BHYalHO
posraanamica TiJbKM AK MOoxsMB! 1HTepMmellaTH CHMHTe3y I1X reTepoapc-
MaTUYHMX agajorie. Jlo moYaTKy IpornoHyeMmo! pocdoTH (1985 p) mOB!HOM-
JeHHf PO CHHTE3 MWriApoaszosonipuMm!inHle GyJm NpaxTHYHO BI1ACYyTH!;
nepm! mpail, Akl cTocywThea 1X 11JeCHPAMOBAHOTC CHHTE3Y, 3'ABUJHCE
Jome B cepemvH! 1880-X poxls. B HMX, 30Kpema, 3asHavyasiack plzHoMma-
HiTHA, Nepm 38 BCe CepUeBO-CYMMHHAE, @KTMBHICTL UBLOIO KAaCY CIOJYVK.
[e#t GaxT ! odymopsme HoUiARHICTL TOWYKY HOBMX MIMXOAlB A0 CHHTE3Y
JaaX CHOJYK 3 METOK IX MOXMEOTC NOAaJLHOTO IPaKTWYHOTO 3acTOoCcy-
EaHHA. 3asHavYeMo Takox, 00 noTeHL!HO BRcoxa XxIMivyHaz JadlubHIcTb
Jur i xpoasodion i pum | IMHOBMX CHCTEM fae mMpok! mMoxymBocT! mna 1x xi-
mivHO1 Mozrdlkalll 5 MeTOw NOCHJSHHA TPaKTHYHO IIHHMX BJAscTHEOCTEH.

3 TOYKM 30Dy TeopeTHuHO! opradmivHol xIMI1T mwrixponoxinmH!
az0Jon i pUMI IME B BUKJMK20TE IHTEDeC AK Moen! Jnf 3'ACYBAHHA M-
TaHb TayToMepli, KoRQopmallMHOTO agaflay Y4acTKOBO I'l IDOBSHUX Te-
TEePOLMKALE, 1X CTAClabHOCT!, OCOGIMBOCTER 3JEKTPOHHO! OYyIOEBM TA
¥imiveo! nOBeNlHKM JMT!ApOrETepOSPOMATHYHMX CHUCTEM.
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MeTa jocaimkenHs. Po3poOka e(eKTWBHEX CHHTETHYHMX NiIXORIB HO
Jwr i gponioX 1 iEMX asojonipumMl MHIB Ta !X aHajacr!s, BHBYSHHA OYIOBH,
TayToMepil, XIMIYEMX BAacTHBOCTER Ta GloJor!vyHO! AKTHBHOCT! CHHTE-
30B8HMX CIIOJYK.

BimmoslHO Jo MOCTaBJeHO! MeTH B poCoT! BHpINYEaBCA KOMILIEKC
B38EMOSB'A38HAX KOHKDETHMX 3aJa4:

~HEOCHIMTH LEKJOKOHIeHcalln aMmlHOasoN!B 3 apOMaTHYHMMA O, [-He-
HAcHYPHMMHA KeTOHam¥ AK OCHOBHOI'O MeTOJy CHHTe3y IuriapoasoJion!-
peM1IMHOBHX CHCTEM 3 BYBJIOBMM 8TOMOM 330TY, BUABMTH 11 Hanpae-
JEHHICTh, CHHTESYBaTH CHCTeMaTH4H! pAXE I[1JHOBHX CIOJYK;

-BUBYMTE TPLOXKOMITIOHEHTHY KOHJeHcallmn aMiHOasoNlB 3 KapOoH!Jb-
HAMM CIIOJIYKaMM fK albTepHATUBHME 3aclC cumHTesy JuriapoasoJon!pm-
MiIpHIB Ta crnop!JHEeHMX CIIONYK;

-gocalyuTe ocHOBH! XIMiuH! BiacTEBOCT! MHMT!HpOasoJion!pmmimm-
B1B, BHABATH MOXJMBOCT! 1X XimluHo! mommIk&ani! 3 METOO 3HMREHHA
TOKCHYHOCT!, TiaBmmeHHEs OloJoriymol ROCTYMHOCT! T2 BBEJISPHHA AOHAT-
KOBHX (PapMakoQOPEMX I'DYyI;

-Ha mifcTaB! PO3PAXYHKOBMX Ta eKCIEPHMEHTANLHMX JIAaHMX BHABATH
(pakTOpE, BlJ AKMX 3aJeXaTh OCOOJMBOCT! KOHPOpManiftHO! ToBeX!HKH 1M
I'l ApOa3MHOBHX. CHCTEM;

—~BUABATH BHYTpPI!MHLO- Ta MiXMOJekyJapH! (akTopM, MO BH3HaYanThH
noJIOXeHAA IMIH-6HaMIHHO! TayTOMepHO! DIBHOBATM B DANAX CHHTE30BaHK
CHOJIYK ;

—nocai TR §13KOJOT IYHY aKTHBHICTH CHHTE30Bamix pevoBdH.

HayxoBa HOBM3Ha. Pa3Spo0JeHO METOJ CHHTE3Y apOMaTHYHMX 3aMmi-
merdx murigponipasono(1,5-alnipemm!mmy, mmrimpoiminaso(1,2-alnipn-
MizwHy, murigponipemino(1,2-aloersimigasony, muriznpo-1,2,4-Tpuaso-
Jo(1,5-aloipmimmy | murizgporerpasonoll,5-a]oiprMIIMHY LMKJOKOH—
JeHcaulen amiHOasonlB 3 A, P-HEeHACHYEHNMM KOTOHaM# aco I'!gpoXJopH-
JaM# f-IuMeTANaMIHOMponiofeHOH!B.

flx HoBMit cuETeTWYHMI nimxix Xo apoMaTHYHMX 3aMimeHMX anrlapo-
TpHasoJon! puM! MH B 3aIMPONOHOBAHO TPLOXKOMIIOHEHTHY KOHIEHCallw
aM1HOB30JI0B 3 CHHTeTWYHVMY TIONEpeJHVKAaMA O, [l-HeHacHMYeHMX KeTOHIE.
BcTaHORJIEH2 3alieXH1CThL HaNpaBJeHOCT! TPLOXKCOMIIOHEHTHOI KOHNIeHcal!l!
Bix peaxuifigo! spaTHOCT! KapSOHINBHMX CIIONYK Ta yMOB peakili. 3a-
ITPOTIOHOBAHC 3araJjibHUf MeTOl CMHTE3Y apoMaTHyHuMX 3amiuenmx 2,3-1m-
rigpo-1H-1,5-0eH30A1a3eniny koHAeHcallew o-feHlneHNlamlHa 3 ale-
THJEpeHaMl B MOJBHOMY CIIiBBIgHOWEHH! 1:2.

Bnepme BUB4YeHO peakill! OKMCHEHHA, BIIHOBMEHHA, &JKIJOBAHHA, 4.
JBaHHA Ta HiTpo3yBaHHA JWIiapo-1,2.4-Tpuasonol1,5-alntipuMimmils.,
CunTe30oBaH! apoMaTNdH! 3amimeH! HOBO! TeTEDOUMKI YRG! CHCTEME




3,8-mur i xpo-28-1,2,4-Tpuasono(1,5 -alnlpuMigo(4,5-d10en3o[b 1t pary

Brepme NOKasaHa MORMMBICTL CHHTe3y 6-OKCH3aMlimeHMX I1ipasolio-
(1,5-alnipmmlsa | 3-okcmsamlmerux nipamizol(1,2-a)0ensimlnaso-
JIy OKWCJISHHSM IMI'!XpoasojonipumimuAis 31 30epexeHHAM I1X JWI ! Ipo-
CTPYKTYDH.

llokasaHa MOMMBICTE Mepeciry mMKJIOKOHAeHCaUll 1,2-ImMaMiHO-
asoJiB Ta XxalkOHIB 3 eJlMliHyBaEHAM "TlIpasuHOI" amlHOorpymm !
YTBOPEHHAM a30JI001pAM ] IMHOBHX CHCTEM.

MozmplkoBaHO ! JIOMOBHeHO HaGlp mapameTpls CHJOBOTO MOJA
MOJEKyJApHO! MEXaHMKH, MO JAO3BOJHAO PO3PaxoByBaTW NPOCTOPOBY
OyIOBY I'eTepOLMKJMYHMAX CHCTeM, fK! ManTh JUT | ApOoa3sMHOBHR (PparMeHT.
Ha migcrasl onepxamo! ImfopMani! BUABJEH! SaKOHOMIPHOCT! MOJIEKY-
JaapHo! reomeTpi! Ta KoHpopMalllfHO! moBeAlHKM pISHHMX JMI'lXporo-
ximaix olpumuny, noipumlivHy Ta asoJon!pwMimmHIB.

BcradoBaieHO, Wo JurijaponoximHi asoJon!pemizMEIB YyTBODOOTHL B
posulgax cymim! IMIHHEX Ta eHaM!HHMX TayTOMepHMX (Qopm. IIpoanaun-
30BaHO BILMB €JEKTPOHMX Ta CTepwyHMX (paKTOplB HA MOJOKEHHA TayTo-
mMepHO! piBHOBar“. I pany HOXIjHMX JAT ! APOTPAA30JON!pIM ] IKH 1B
EIepme BHABJIHO Ta OXapaKTepusoBaHO AK IMIHHY, Tak ! eHamlHHY (opmH.

[IpaKTHYHa SHAYAMICTL. PO3pOOJSHO NPHHLMNM I1JACIDAMOBAHOIO
cuHTe3y NoxipEux muriznpontpasoxo(l,5-alnipum!ipmHy, JMTAIpOIMi-
Iazo[1,2-alnipmml ey, marmpponipmmino[1,2-al0eHsiMinasony, I¥-
rizgpo-1,2,4-rpuasono(1,5-alnlpmiuey 1 auriaporerpasoJoll,5-al-
nipuMiuEy . 3aOpoONOHOBaHO MeTOMM XIMIdHO! Momm(lkaill marizpo-
1,2,4-rpuasoso(1,5-alulpumlmEiB, MmO AO3BOJARTH SMEHBIMTA TOKCHY-
HicTe Ta nigsm@MTA Glojoriuny ZocTynHICTh MOXIJHWX HBOI'O DALY.

3a pesyJbTaTaMM IpoBeJieHoro ckplHiHTa (islonorivsol akTHBHICT!
OJIepRaHMX JUT [ 1poasoJion!ipuMiMHIB Ta NMPOIYKTIB IX XIMIVHMX mepe-
TBOPeHb SHaflieH! HM3KOTOKCHMYHI CHOJYKM 3 BHCOKY aHaJbI'e THYHOD,
rimorJlkeMruHOR, TOKOJ!THYHOW ato HefipoJIenTHYHON aKTHBHICTO.

Bupuen! peakuli Ta SamponaHoBaH! MeTONMKM CYTTEBO TiABMIYKTH
JocTymEicTh AMT1APONOX | JHMX a30J0T 1 pEM1IMHOBOIO PAAY 1 MORYThL Oy-
TH BHKODHCTaH! IJA OJePKaHHA HOBMX (13!0JOT1YHO AKTMBHMX CIIOJYK.

ABTOD BMHOCHTH JI0 38XHMCTY:

-3arajpEdi! MEeTOXN CHMHTE3Y mMrijgpomoxipsmx nipasono-, 1,2,4-
TpUasoio-, TeTpasonol1,5-alnipumiguais, Imizaso(1,2-a]nipumimmelB
! mipumlzo(1,2-al0eHaImlna3o00B LMKJIOKOHAEHCalU 1w aMiHOa30M1E 2
apOMATHIHMMM O, f-HEHACUYEHAMYE KeTOHAMHU;

-MeTOX cuHTEsY 4,7(6,7)- m 4,5-1mrigponox!pmux 1,2,4-Tpu-
agoJo[1,5-a)nipuMl IMHY TPBOXKOMIIOHEHTHOK KOHJEeHcallew 3-aMlHO-
1,2,4-Tpuasoly 3 KeTOHamM a0 3 KeTOHamM¥ Ta ajbjer!iamu;
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~BRABJEHY MOXJMEBICTEL mepediry uMeIOKOHZAeHcall#t amiboasonts 3
HOHACHYOHMMM KeTOHaMM Ta !X CHHTETHIHMMA TIONEPeHMKAMA Y POTA-
JIOXHNX HanpAMKax, ananis QaxkroplB, mMO BU3HAYENTL NEPeBakHy Hal-
paBieHHlcTL QopmyBanHA IETixpomipuMiMHOBOTO LMKJY T8 SKCIEDUMEH-
TaJbH! KpuTepl! BEOODY M1 ajbTepHATHMBHMME CTPYKTYDaM# IDOIYKT!B
mmKAtsantl;

-peakiili yTBOPEHHA A30JION{DHM]IMHOBMX CHCTeM IIpM B3aemopll
XaJKOHIB 3 o-ZAlamliHOasONaMA; )

-meTomm ximiyaot mommpikant! murinpoasosonipemimuuiB, nig-
X0I¥ IO CHHTe3Y Ha 1X OCHOB! HOBHX IeTepOLMKJIYHMX CHUCTEM;

—cnoci6 cuHTe3y 2,2,4-Tpusamimesux 2,3-mmrizxpo-1H-1,5-CeH-
sonlaseninls KoHIeHCalllen apoMaTHIEMX o-AlaMiHIB C auleTHNapeHam#.

—-0Jilepkan! skcmepuMeETaJbH! Ta pospaxyeEkoB! naH! mpo pisHO-
Baxa! xomfopmani! mariapomoxizHMX mipwimHEa, NipEMizwHA M asojon!-
prmimEIE, amanls sajexsHOCT! OocoCJMBOCTeR KoHPOpMalllftHO! moBen!HKH
UMX CHCTeM BIA THOY IWriApOCTPYKTYPH Ta XapakTepy aHHeJbOBaHOI'O
a30JIbHOTO LMKJIY ;

~kiapkicTH! naH! Mo piBHOBakHOMY IMIH-€HaM!HHOMY TayTOMepDHOMY
Cryiany marimpoasoson!puMimmHIB, KOMILIeKCHMM aHan!s gakTopls, Akl
BU3HAYanTh MOJIOXeHHA l1e!l piBHOBard.

OcooucT® BKJIan aBTOpa. OCOCHMCTMM BHECKOM 8BTOpPa € OOCI'pPYHTYBaHHA,
TIOCTEHOBKA Ta opraHlsanta gocalixedb, po3poOKa AeTalbHOTO INIaHy I
METOJIMK MpOBeZeHHA BKCISDMMEHT!B, y4YacTh B OoIepKaHH! Ta aHaxlsl
P23paXxyHKOBHX Ta& ESKCIEeDMMEHTaJbHMX JaHMX, QOpPMyJOBaHH! BUCHOBK!B
Ta ySaralbHeHb.

ExcriepuMerTadbH! mocalimeHHA 3] 1ACHOBaJMCE a00 OCOGHCTO aBTO-
poM, 000 pasom 3 acuipaHTamy, AKAMA BIH KepyBaB (K.X.H. 'eTMaHCBH-
kit M.B., kK.X.H. lbmkie 0.B.) Ta acnipaHTamM#, B Kep!BHHUTE! AKEMMA
BIH GpaB y4acTk (K.X.H. EcTpaza X., K.X.H. JincoH B.B.). 3qavynmit
BKJial B oprasizanlm nocalixenb, a TakKoX KOHCYJBTATHEHa JNOIIOMOTa
mpu X BukoHaHr! 3xiftcHeHa n.X.H. OpJoBum B.].

Pax nocalzweHb 3piftcHeHO y TBOpYl#t culsapyxsoct! 3 HAI ximt!
Y (IMP - k.X.8. M.C.[l1BEEeHKO, cnexkTpu QuwopecieHuli - H.X.H.
0.A.TloHoMaper), YkpHII QapMaxkoTepan!! eHIOKPMEHWX 3aXBOPKBaHb
(ptalonorivyna akTMEEICTE - X.X.H. O.B.YyByplE, K.X.H. B.B.JlncoH,
K.X.H. H.I. Topdenko), MOX AH Ykpalmu (IIMP - kX.X.H. C.B. IKcaHOBa)
¥ VHEOC AH Poccli (PCA - X.X.H.,4a.Kop. AH Poccl! 0.T.CTpyukos,
K.X.H. O.B.lmk1H, XK.X.H. C.B.J1AneMad, n.Q-M.H. K.A. JloTexiH).

Anpodalita podotn. Okpem! wacTuHE maceprani! nonop!pamch ! of-
roepopeBaymchk Ha Il Beecowsni# Hapax! 3 xXimi! zsvHIE (CBepANOBCHK,
1985), I BeecowsH!} xoHPepeHU!! "XuMHA, CHOXMMUA B DapMaxo)rTis




Npom3BOJHHX MEZOJE" (Tolalcl, 1986), VII MoJoxixHI# KoHPeperu!l 3
CHHTETHYHMX Ta OpuMporHMX (isiojyoridvso akTHBHMX cOoJyk (€peBaH,
1984), IV BcecowsH!ft kondeperu!! 3 macc-cmeKTpomeTpll (Cymm,
1986), Xv, XVI Ta XVII YxkpalHchkuMxX KoHPepeH1l1sxX 3 opraniuno! ximit
(Yxropon, 1986, TepHomije, 1992, Xapkis, 1995), I ¥ II YpaJbCKEX
koHpepeHl1AX "EHaMiEH B OPraHWYeCKOM CHHTeze" (Ilepm, 1986, 1991),
III BeecowsHI#t Hapazg! “JioMAHeCHeHTHH# aHAJME B MeIMLMHE M OHOJOI'MM
¥ erc ammapaTypHoe oCOecrnedemue" (Pura, 1989), HaykoBo-TeXHIYHO!
konfepenil! "CmETes, (apMaxoJOrud ¥ KIMHMYECKH® ACHeKTH HOBHX IICH-
XOTPOIHHX ¥ CE&DAeYHO-COCYJMCTHX BemecTB" (BoJsrorpaxz, 1990), KOH-
(epernll "KapGOHWJILHHE COEJMHEHMA B CHHTE36 IeTepOLMKJIOB" (Capa-
TOB, 1989), VI BcecowsH!fl xoHfeperi!l "OpraEmyecKhe JOMAHODPODH H
UX TIpUMeHeHNMe B HapoXHOM xossficTee" (Xapekos, 1990), VII Bececo-
neH{# KoOHPepeHI!1! “XAMEA IMKapCOHWJILHHX coeluHeHmM#" (Pura, 1991),
VI Beecowsni# Hapax! 3 opramlusHo! kpmcrajoximil (Kuis, 1991),
I-#t BeecowsHIft koHpepenii! 3 TeopeTwyHO! opraHiuHo! ximi! (BoJaro-
rpan, 1991), V-ff BececowsHift xonfeperiil 3 xiM11 asoTBMINYOYMX I'e-
TEPOLMKJIIYHIX CHOOJIYK (YepHOTOJOBKA, 1991), I KoHrpecy celroBol
Pernepaill ykpalHChKMX (apMaKOleBTHYHMX TOBApHCTB (JbBI1B, 1994).
llyoaikautl. Marepiamm micepraul! npeicraBjieHE B 48 CTATTAX,

1-om aBTOpCBKOM cBizoTcTB! CPCP, a Takox HaipykoBaH! B Tesax
BHIIEBKA3aHMX KOH(pepeHL1#.

0c’eM Ta CTDYKTYpa paGoT®. Jlcepranid ckiazaeTbca 3 BCTYIOY, S-MM
I'JiaB, CIHACKY HMTOBaHO! JlTeparypm 3 372 HallMeHyBaHB) ! JoJaTKy. Py-
Komac MicTUTh 44 Tadsmul ® 26 pucyEK1B, JONATOK MICTHTL 26 TalJmMilb
SaranpHMft 00'em mucepTail! (Ce3 JonaTKy) — 347 CTOpPIHOK.

OcHOBHMA 3MiCT pOCOTH

I. MeToms CUHTe3y &30JOM!pHMIIMHOBAX CHCTEM
I.I. IMKJOROHHEHCAIiA apOMaTHYHMX O, f-HeHaCHYCHHX
KeTOHIE 3 aMmiHOa3OJaMHA

fx sarajeEMit MeToj CHHTesy JurlzpoasojonipmdimmHiB, aki mlic-
TATh BY3JOBUM aTOM a30Ty 3anpolioHOBaHa LMKJOKOHJeHcaulsa amiHoaso-
JNB 2 o, f-HeBacHYeHAMM KeTOoHaM# ado I'lIpoXJiopWiaaMy OCHOEB MarHixa.
PospoGiesa zaraibHa MeToIMka cuHTe3y (wem'aAtines B IMPA, 0,1-2 ron)
JoSECJMNa ofepkaTn Jjurixgpomoxignl oipasosmo[1,5-a]- (I,II,VIII),
mmaasol1,2-al- (III) Tpmasoao(1,5-al- (V, VI, X, XI), TeTpasono-
[1,5-alnipmmtpmay (VII) » nipmMino(1,2-a)densimtigasony (IV, IX)
(cxema 1). Ilpy upoMy, Ha BIIMIHY B1J aHajor 1yHMX peakil!i Ha ocHOBI
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pf-mmreTOH!B, 3aMponoHOBaHME MeToX (POpMyBaHHA IIfpuMIAMHOBOI'O #A)pa
BlApI13BAETHCA BHCOKOKD perloceJeKTHBHICTD, 00 Jae MOWMBICTE Llye-
CIOIPAMOBAHO OJIEPKYBATH CIOJYKHA 3 R ,i' R' HABITH [Ip¥ HU3HAYHMX BiIMIiH-
HOCTHX Y eJeKTPOHMX BJACTHBOCTHX LMX 3aMlcHMKIB. Ha ocHOB! cmexT-
paJbHEX XapaKTepHCTHK OJePKaHMX DBYOBHMH T2 JaHMK DPeHTI'@HOCTPYKTYD-
Horo anaJalsy (PCA) nesxmx mnpejcTaBHMK!B (IMB. IJaBy 3) BCTAHOBJEHO,
N0 IEKJOKOHIeHCalld NpoTiKae BHKJWYHO y HalpaAMKY a(a') | IpMBOXATEH
BEKJNYHO A0 AAT!gponoxipHmMx OyloBH A(B), aje He B. TakmM YMHOM, 3al
POTOHOBAHA LMKJOKOHIeHCaNnla Mae HanpasJjieH!CTh, NPOTHAGKHY Halpap-
JerocT! (opmanrHO apaJjorivsol Iff peakni! Ckpayna, mO 3:BASEHO 6
nepedirom mepmwo! cTaigl! npouecy (aJKWIDBAHHA aMmlHa EGHOHOM) IIO
eHIOUMKJ I 9HOMY peakijlfHOMY LIEHTDY, aje He mo amiHorpyn!. Hoim amin
Mae HeeKBiBaseHTH! eHZoumkJl4YH] peakii#in! neHTpH, B QOpMyBaHH!
nipemiguHOBOI'O fifpa NpH#ME y4acTh Glikm HykJeodlJbHEMM 3 HMX (aToMK
“(2} amiHonox1gEMx 1,2,4-Tpuasody ! nipasoxny). Oxkpem! BHHATKM 2
UbOr'0 IpaBMJa OyIyTh po3raaHyT! B posalat 1.3.

Mo zNs HC

. (SH), en s

L Qe 1
"a" | -Me,NH+HCI Y\z?kwoc\n

I-vII

1 X=N, Y=C(CH,;), Z=CH
I1,VII1 X=N,Y=C(Ph),Z=CH
111 X=CH, Y=C(Ph), Z=N
IV,IX X,¥ = o-CgH,» Z=N
V,X X=I=N, Y=CH

i VI, X1 X=Z=N, Y=C(NH;)
VIT X=Y=I=N

(CHQ) —M
X—NH | ™| -Hg0 ’I(I | (?H2)n
i + Ph-CH=C——CO0 —
Y, pRE~ “
Nz z
2 H VIII-XI

I-VII: R = H, CHy, t-Bu, R%Ph; R' = CH,, R*Ph: R? = H, CHj, Ph;
R°,R4 - n, 4-CHy, 4-CH0, 2,4-WMCH,0, 2-HO, 4-(CH;),N, 4-F, 4-C1,
4-Br, 2-CP,Ph, 2,4-IH(SO;Na), 3-NO,, 4-NO,; M = (CH,),, 0-CcH,:
n = 1-3.

3
cxeMa I



1.2. TpLOXKOMIIOHEHTHa KOHAeHcanla 3-amino-1,2,4-
TpHazoAiB 3 KapOOHIALHEM! CHOJYRaMH.

flx aspTepHaTHBHMA MeTOZ QopMyBaHHA IWT 1ApOas0Jion!piM i IMHOBUX
CHCTEM HaMp 3ampoNOHOBAHO HOBHRl CMHTETHVHMM HIAX1A - TPbOXKOMIIO-
HeHTHy KOHZIeHcallln aMlHoasollB 3 KapOOHIJbLEMME CIOJyKami. [lepiion 3
KapOOH!JILHAX KOMIOHEHT B 3aNpolOHOBAHWX PeakKlllAX BHCTYIIAE MOJEKYJa
KeTOHY, Jpyrob - ado Wme OJHa MOJIeKyla KeTOHY, ato MOJeKyJla INMe-—
TunfopMamily WM samimeHoro CeHsaJbiertny. Hamy BCTaHOBJEHO, MO 3-
amigo- Ta 3,5-71aMIHOTPHA30JM B32eMOAINTH 2 IMKJIOTEKCAHOHOM ado
aneTofeHOHOM ¥ MOJLHOMY cniBBliHOmMeHH! 1:2 3 yTBOpeHHAM NOX!HHUAX
5,7-mAr 1 xpo-1,2, 4-Tprasonol1,5-alnipmimEy XITa-T (cxeMma 2). ¥
pas! UMKJOreKCaHOHY III CIOJYKM OyJH E€IMHAMY ITPOAYKTaMk peakuit,
ToA! fAK mpH B3aemoii! aMlHIB 3 aneTof)eHOHOM pasoM 3 JAT!Aporno-
XlmavMe XII yTBOpOBaJMCA Takok 2-R-7-(QeHin-1,2,4-TpHasotol1,5-al-
nipovigeEs XIIT. ¥ [HpOMy BHNSJKY ONHMM 3 KOMIIOHeHTIB KOHIeHcalilf
eHCcTyIME JMPA, AKMA 3acTOCyBaBCA SAK DO3YMHHMK (peakila “6").

Ri

+R1COCH,R? N R
R2 "a" | CH,R?

R*-C:([:H B 2 1

+RACOCH,R? | _ xira-r B 4
-H,0 J'\?]\m R2

o + JINDA N

g B A SR |
N—NH A "6" -H,0, . AN

| S : ~MeyNH
- X111B-€
R 2 CH,R? R1 CH,RZ?

3,B R=H, 0,'-8 R=NH,,

i_cz:_ -pi
R I CO-R 8.6 R".Rgz '(CHz)l.')
R2 ! 7 B,I' R'=Ph, RZ=H
- Hyo "B" R * A€ R*,R?= -o-CgH, (CHy) -
x1va-r " A n=2, € n=3
cxema 2

CniBelzHomeHHA BMXOAIB cHoJyk XII ! XIII cyTTeBo 3alexiTh BIN BH-
kopuctyemoro kartajaisaropa. llpy BumkopucTanH! HOAc OCHOBHMME TPOZLYK-
TaMl peakull e gurimpomoxiasl XII (Buxlxa 50-55 %), a chooaykM XIIT
YTBOPKETECA Jyme B JoMInKosi# (~ 5 %) KlaekocT!. HaBmaku, B IIpH-
CyTHOCT] H3P04 aco HC1 cnlseljHOWeHHA BHXON!B peakiulit "a" t "g"
OyJo NpoTMJexHEM. ¥ BiJcyTHocT! KMCJOT amlHM 2 aileTofeHOHOM (HA
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BiaMIRY BIX UMKJOTEKCAHOHY) He pearyBaim, a y peakiifix 3 TeTpalOHOM
Ta O&H30CYOEPOHOM YTBODHBAJIH JMue reTepoapoMaTRuH! moxliaai Xilix,e.

TakeM YMHOM, HANPAMOK yTBOPEHHS MHIpMMIIMHOBOI'O ILWKJY B peakul!
"a" (cxemMa 2) BHABMBCA NPOTWJOKHMM HAIPAMKY 38 YYacTO HeHACHYSHMX
KeToHIB (mMB. BHEme). Tak, y peakul! aMlHIB 3 LMKJOTeKCHJIJIeHLEK-
JIOT'eKCaHOHOM aco XI1MHOHOM (peakiiia "B") B yMOBaX CHMHTe3y NOX!JHMX
XII oyJno SalkcoBasO yTBOpPeHHA Jume 4,7-1@r1xpo-1,2,4-TpRasolo-
[1,5-a]oipeMijmais XIV, TOOTO, 3CepliraBcd 3aralbHAR LA HEHACHYEHMX
K6TOH!B HampAMOK IMKJOKOHZeHcallll. Bce le BKaaye, MO CaMOKOHIEHCA-
ula xkeToH!B He Moxe OYTH Iepmop cTailen peakil! "a" ! mo BOHa IIpo-
TiKae 4epes mocJlioBHY -B3aeMoill amliHy 3 IBOMa MOJIOKyJiaMM KeTOHA.
11 mexaniam (cxema 2, peakulil "a" ! "O") BKJWYSe YTBOPGHHA !HTepMe-
Ilary A, Axuit DOTIM LMKJAI3yeTbCA 3a ydyacTi ado Jpyrol MOJEKyJM Ke-
ToHa (peakiuia "a"“), aco moJexyJm JIMPA (peakila "G"). IIpm uUbOMY
nepediry peaknl! mo mnAxy “O" cropude 3HEXEHHA DeKiUifiHO! 37aTHOCT!
KeTOHa NpE Nepexoi! BIJ UEKJOTeKCAHOHY I0 aueToPeHOHY. B peakiul?
3,5-nlamtHOTpHA30NY 3 TeTPaJOHOM Ta GEeH30CYGePOHOM lMKJOKOHIeHCalls
fine Jume 3a HampAMKOM "O".

Imma xapTMHa cnocrepiraerhca npy B3aemoxll 3-amino-1,2,4-
TpHas0Jy 3 3aMimeHMME CeE3aJjbler!izems Ta aueTopeHOHaMM (CXema 3).

CgH,R~4
Ne——H wgn* 4-RICgH,COCH; + 4-RCgH,CHO
I . |
K?Lm — ¢ RCgH,COCH=CHCgH,R XV .
= sH R -4
"6" HV
R=H, CH3. CH3O. (CHB}EN. ¥, Cl, Br: B =1H, CH30. 2-0H, Cl1

cxema 3
Ko’ aTiHEA posuMHIiB BMX!JHMX pedoBMH E JIMPA IOPUBOJMTEL IO YTBOPSHHA
BUKJIOYHO 4,7-muriapo-1,2,4-Tpuasodol1,5-alolpeMiquete V, THX camux,
mo 1 y past Bsaemon!! amM!BOTpMAasoJy 3 XaJKOHaM# XV, IIpHYOMY ITOMITHO
noBlabAime (9ac peakuli 3-5 roj samicTh 1 roZ) ! 3 MEHIMAM BHXOJOM.
KpiM nporo, keToHM XI B KIJBKOCTAX JO 5 % peecTpyBaJMCh B peaxiifHWX
cymimax nin dac peakuit "a" (cxema 3). Il ekcnepumeHTaJbH! (PaKTH Ja-
0Th OiJCTaBy BBakKaTW KeTOHH XV 1HTepMeln!aTaMm pOBTJAHYTOrO BaplaHTy
TPLOXKOMIIOHEHTHO! KOHJZeHcaull. Orke, Ha Bigminy Bln peakuift aminOaso-
J1B 3 NBOMa MOJIAMM KeTOHIE a0 3 KeTOHOM Ta JuMmeTHapopMmamilioM, B3ae-
MoZisa amlHOTpMasosa 3 ailleTofeHOHaMM Ta CeH3aJbler izamu 1Ie 4epes mo-
NeperHl KOHJeHCAalUln KapOoH!JbHMX KOMIIOHEHT peakul!. Tary smiHy noc-
alxoBrocT! crapift reTepoumkaisaul! caln, B nepmy uepry, OB’ A3aTH 2
CYTTEBO [1ABHMEHOK 3RaTHICTH OeHsaibierinle (NOpPIBHAHHO 3 KeTOHaMyM |,
TEM Olasm, IapMeTmapopMamlzom) Ac XoHOeHcalll 3 MeTAJeHaKTHBHAMA

CTIOJYKAMA .
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0
CgHg
b
(CH,) I

I Z % a8n=1
A O0n=1

sHs XVIII

H

xvIO0 xviia,b KO, /0/

XVI6 ————— xVvIIO cxeua 4

HoHKypeHI 1 aNpTepHATHBHMX HalPAMKIB reTepolMkJisanit crnocre-
piranack B peakii! 3-amtno-1,2,4-TpHasojy 3 OeH3aibher{oM Ta GeH-
SOUMKJIOANKaHOHaMY (cXema 4). ¥ LbOMYy BHIAJKY OCHOBHEMHM ITDOIYKTAaMA
peaknl!! raxkox OyJm moximmi 4,7-mwrinmpo-1,2,4-TpHasono(1,5-aloipm-
mijuHy Xa,0, OmHak, 3 BUXozamu 15-25 % yTBOpmBaJmcA ! crioJykm XVI,
XVIl, OynoBa AkMX BljanoBlJae IMpOTWJEXKHOMY HaNPAMKY LMKJOKOHAeHcallll.

Takum yMHOM, B peaki1aX TPHOXKOMIIOHEHTHO! KOHJAeHCalll
am!HOTpEA30A!B 3 KapOOH!JLHUMM CIOJYKaMM € MOKMBOK peaiisanis aBox
OpPOTUJEXHUX HANpAMKIB Ipollecy YTBOPeHHA reTepollMKiy, fkl! Bianos!ina-
0TE pl3HEM MeXaHlsmam LWMKJOKOHAeHcau!i! (peakuli! “a® cxemm 1 Ta 2).
Kpim TOoro, MoXNIMBa KOHKYypeHI!d LMKJOKOHJEeHCall#t 3a yyacTh Kapoo-
HIJBHUX cHOJYK pisHO! mpwpoi® (peakiil "a" Ta "G" cxemm 2). Ilepe-
BaxHiCTh mepediry Toro 4 IHBENOI'O HpOLECyY BA3HaYaeThCA, B HEPIY
9epry, peakuiRHOD 3HaTH!CTWKAPGOHIJbHMX KOMIOHeHT peakulIl. ¥ panl
BMNaJK!B (peaknla am!HoTpHasonlB 3 aneTofeHOHOM y mpucyTHOCT! JIMDA)
CyTTERO BINMBaNTh TaKOK YMOBH B3aeMonlil.

MoxJmB!CTE TPROXKOMIIOHEHTHO! KOHZeHcaL!! a30TEMINyHOMMX 61—
HykJeodlale 3 MeTANapuiKeTOHaMu (peakuift Tama “a", cxema 2) He
OOMEXYOTHCA CHHTE30M JMT'1JApoasoJionipeM]imHOBNX cucTeM. Tak, Hamu
DaspoOJeHO 3aralbHAM MeTO] CHHTe3y ApOMaTHYHMX 3aMimeHRMX mur!npo-
GensonlasermuiB XIX, XX peakuien o-QPeHizemAlaminy Ta fioro samlme-

4- Rc.H.. 4-RCgH,
cu;,\ L CHa| H
Hy -2 H, QO
2 4-RCgH,COCH, +
H,KD"
4-RCgH, x” 4-RCgH,

> 1 5 2 = o
R =H, C1, NOy; R', R® = H, CHy, C,HgO, Cl, Br, C=N SRR
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HMX 3 alleTwJiapeHamu (xmi'ATiHEA B MeTaHoa! 1-56 4, karaxis HC1 aco
HyS04, cxema 5). llepepaxmifl HAUPAMOK NpouECY (MepeBara HPOAYKTIB
XIX ato XX) BaBRI¥ BlInoBljae yTBODEHHKW a30OMeTHMHOBOTO 3B’'fA3KYy 3a

yuacTo Olaem HykJeoisbHOT'O aToMy asoTy BHMX!pHoro xlaminy.

f.2. Yreopenna asosonipiuMininiep B peakni! xaaxonis
3 o-A1auiHOazoNaMM

Blimomo, mo pesxuisa o-zlaMMEIB 3 HeHaCHYEHMMHM KeTOHAMH IIPMBOIMTE,
fIK MpaBwiio, A0 QOpMYyBaHHA CeMIYJ@HHOI'O LMKJY. 3 YTBOPEHHAM JMI1Ipo-
TeTpas’ono(1,5-blTpuasemMu!B XXI pearyBaB 3 apoOMaTHIHMMM HeHaCHYSHHMH
keronamu ! 1,5-ptamliHoTeTpason (cxema 6, peaxuls “a"). Haboaku, IIpH
B3aemoA!! xaskoH!B 3 3,4-nlamlHo-1,2,4-TpHasojom, 3,4,5-TpuamlnHO-
1,2,4~-TprasonoM Ta 1,2-alamiBOCeH3IM1NAa30J0M B Tpolec! LMKJIOKOHIEHCA-
it coocreplranoca BiImenneHAA He TIlJbKM MOJIEKYJHM BoXM, a # amlaxy,
Ta IPOXOJMNC YTBODEHHA asojonipmmimmeEis XXTI-XXV (cxema 6, peakull

!!Oll' IlBl!)- H
RC.H..'— N~
x=N =4
!la'! i =
RCgH, XXI
¢ A=RCeH N CeHuR CeHyR
-pl
R1CgH,COCH “NHg A
,I(I S — |
—H,o. S SHURY XA AT HRE
|
NH, c.H.R NH, A xX11 X = cH,
XXIII X = CNH,
i -
CgH, R CoHWR
cu H,n.
ca e ‘
c HyRY sHyR*
XXIV (<85 %) xxv
Ry RY  H, CHa, CH,0, CI cIeua o

3potaeHO BHCHOBOK, WO Bl menJeHHs aM!HOIDYIM NPOXOJMTh Ha OXHIN
13 cranift imeaoxonzeHcalnt! B InTepMenlarax Tumy A. BlamiTmMo Takox,
0o nepeBakanuMP HampAMOK peakni! "B" cxemu 6 (ITOJIOXEHHA 3aMICHMKIE R
t gl mpH R £ R1) £ NMPOTHJEeXHUM TOMY, WO cHocTeplraBcsi B peakilll Tux
Cammx GHOH(B a3 2-aminotenziMigazonoM (JMB. cXeMy 1).

1.3. Pearull MmoHO- Ta plaminie 2 niGenszolsmoximpaumi
erineHy Ta auetineHy
Peakula 3-amliHo-1,2,4-TpuazoNa 3 JMCRHRO 1 JIIOX | THUME ©TWUIEHY T4
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aueTAJeHy B1ApI1BHAETRCA BlJ IMKJIOKOHZEHcaUl! nporo aMmiHy 3 XaJKOHaMH
HU3EKOD ceJexKTMBHICTO { 1! mepmwa craxia - ajklioBagHA aMmiHy HeHacH-
YeHMM KOTOHOM — #Jle 3a yd4acTi BC1X MOXKJMBX Deaki!fHMX UeHTPIB (cxe-
ma 7). Kpim Toro, BigHOCHO GlJBN BHCOKA 3JaTHICTL IMOSH301J6TiNeHY
Oyt aKuemropom I'iApui-!oHa MpoABMJacA B TOMY, WO JUT!IAponoxinHi
1,2,4-TprasoJonipiMiuaiB y BUBYeHI® peaknll olepxan! He OyJm, a
TPOAYKTAMA BAMABWMChH I'eTepoapoMaTHVH! CIOJyKM XXIX, XXX, B-alyKT
XXVII Ta ploeBsolseTad XXVIII.

PhCOCHCH,COPh
|

- I“ 12 % B H30OpONAaHOJe

* L;(,L\G‘ (0 ¥ B IIMDA)
2

CH,COPh XXVII f

axxvr L |l
———

|
CHa XXIX
51 ¥ (30 %)

1 xxuill
Ph N—-N

o | |
—— xxMll +
9

h

o XXX
13 % (38 %)

I +PhCOC=CCOPHh
v\“ﬂ-— XXIX+XXX
cxema 7 y

Iipy BMBYeHH! peaxiift A!1CeH301JeT!NeBy 3 a30TBMIMynYAMA
oinyrkneodinaMu HaMy OXHO3HAYHO BHpImeHO IWMTAaEHA Npo OYJIOBY HpO-—
IykTie B3aeMoil! HbOr'o KeToHa 3 o-(PeHlueHnliaminom (®IA), fAke Oy-
Jo TifcTaBow IJA TpUBaJol JiTepaTypHol! muckycil y 70-X pokax. 3a
JOTIOMOI'CD PERTreHOCTPYKTYPHOrC aHallsy cooJyku XXXIII (cxema 8,
R = R1 = H) JgoBeleHO 11 Jgur1npoXiHOKCallHOBY CTPYKTYpY. le#t QakT
KOCBeHO JOBOJMTEL | OyJNOBY CHOJYKM XXXIV, MO £ MPOAYKTOM Jerinm-
pyBaHHA, Axi@ B JaiTepaTypy chmovaTKy BBakaJM 3a JMaseniH. Bcra-
HOBJIGHO, MO IIPK R{f R’ TepeBaxXHuil HalpAMOK LMKJIOKOHAeHcalll
BimoBijae B3aemoAll 3 amlHOIpYyNoW KapOoH!JLHOR TPyIM apolJbHOTO
fparMerTy, mO MICTHTH OlJjbll CHALHMR BJEKTPOHOACHODHME 3amiCHMK.
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u{ﬁ\ XXXIIIX XXXIV
CeHuR*  R,R' = H, CH,, C1, Br, NO,

cxeMa 8

ToxmM ywHOM jAlapolyieTuneHM NpH BsaemoXi! 3 @A pearywrh fK
1,2-, a 3 amlHoasoJamm, a fK 1,3-ClesexTpodiym. Ieft GaxT cBimulTh
opo Clabmy TepMoJ@HAMIYHY BRriAHICTHL YTBOPEHHA NECTHYJEOHHOIO LHMKIY
NOp!BHAHO 3 CeM¥- Ta I’ ATHYJOHHUMEA.

2. Xiuiwni BaacTusocT! Airimponoxizmux asoxonipesizusis

3arajibHOD BASCTHBOCTTD IHT1JpONOX1JEEX asoJounipuM!iimuis e IX
snaTHicT: IO reTepoapoMaTmsanil, fAxka sAIfcHDETHCHA OpH XAl TaxKmx
pearentiB, Ak N-CpOMCYKURHIMIZE (NBS), Brafﬁom. Se0, (cxema 9). Ilo-
PAA 3 UMM BCTaHOBJBHO, MO B yMOBax JoOpe BlJOMOI'O METOAY IeTepoapo-
MaTE3anl! gurigpoasEEiBR Aiep KMCJOTHMX DOSYMHIB NaNO,, ¥ pasl cno-
JyK# Vr crnocTepiraljocs yTBODeHHA OKcHMa XXXVI. IIineumeHa cTaciib-
HIiCTh: mArizgpocHcTeM IErizporpwasodo- (X = =Z =N, Y = CH) Ta JE-
rigporerpasono(1,5-ajoipmmimmEie (X = ¥ = = Z = N) NPOABHJACE TaKOK
B 1x crifixoct! zo i1! KuMCHW moBiTpA (B He#TpaJbHEX CepeJOBENAx) Ta
TpEH ! TPOCSH30JY .

Se0y
R >
X - Br,
P AN
i
b
H .
11, IV-VII,
IX, X

AXXVIII

R.R’ = H.I:H,.l\r
R* = CHy,Ar

cxems 2o



¥ CIMpPTOBHMX pO3YMHAX JyI'!B OKMCJEHHA JET !Apoasoon!pum!miH!s
noJermyeThcA 1X monmepemHbOn loHIBallen, IpE LBOMY, B pas! cCHOJyKA
Vr nopsZ 3 reTepoapoMaTésalllen crocTepliraeThcA yTBOPEHHA ! T'lApOK-
cesamimeroro XXXvll (X=Z=N, Y=N). 3parTHICTb JO YTBODEHHf IIDH OKHC-
JerH! BlANOBINEMX OKCHM3aMlmeHMX € me O1Jpmol y JWT I JpOIOX I JHAX
nipazoao(1,5-alnipaMluey Ta mipumigo[1,2-alCessimigasonay. Burpu-
MyBaHHA POSYHHIE (GHDla. JMPA, CIMPTH) CIOJYK ULOTO DANY B yMOBax
JOCTYIy KMCHD NOBITPA Belie IO YTBOPeHHA CHOJYK XXXVII AK OCHOBHMX
(X=NY-= c(cﬁj). Z = CH), ato epmamx (X,¥ = 0—06H4. Z = N) IIpo-
nykTie peakul!l. 3asHayemo, Ho OKcH3amimeH! XXXVI NpOABAIM He3BMYal-
Hy O0pu R = H cTifxlcTh f0 A1l jgerizpaTypuMx pearedT!B, mO HOB'dA-
38HO 3 HECHDHATJEBOD A LULOTO Ipolecy reomerplen QparmenTy
C(H)-C(OH) (sa pamAmME PCA).

BlHoBJIeHHA T 1XpoTpHasoJonlpuMliueis VO-J GoporiApMAoM HaTplp
OpuBeJio IO YTBOpeHHA TeTparijponox!yHMX XXXIX (cxema 10), TpPH LBLOMY
B yclX BMIIajKax YTBODOBABCA JME OJMH 3 MOKIMBHAX I'@0METDAYHAX 130Me-
pie (mmc- upm Rl = H, m@c-1mc- IpH Ri = Cﬂs}. 3a JaBuMB cHexTpis [IMP
1A cOoJyK XXXIXO-T TiepeBaxHon € KoHpopmalld 3 nlexkBaToplasbHOK Op!l-
eHTallen 3aMICHMKIB R Ta Rz. AnA Tpmsamlimenoro XXXIXJ - eae-opieHTa-
i saMiCHEKIB R, R' Ta R°. ¥ BEISAKY N-MeTHJLHOTO 3aMlmeHOTo XL
ycepeEeHHA Blimuanpamx KCCB cBINUATEL Ipe HaABHICTH KOHPOpMaulfHO!
plEROBarM 3 CJMSHKEMA KOHLEHTpaillfM# ee Ta aa KOHPopMepliB (B pO3uM-
Hax CFBGOOD}. ToAl Ak y TBepAif Pas! 3a pammmMm PCA peanisyercd Hlex-
BaToplanbHa opieHTaulsa feH1JpHMX 3aMiCHMKIB. 3 eKCIEpPHMEHTAaJbHIMMA
IaEPME JIOOpe Y3TOAXYDThCA pe3yJbTaTH po3paxyHKIB BlJHOCHOI cTallib-
HOCT! MOMJIMBHX KOHpopMepiB cnonyx XXIX MeTOLOM MOJeKyJApHO! MexaHikm.

CgHs

L_/(I “ Q/I o L_/i)\
xxx1x6-x

GR= GHB, B-I R =Ph; 6" R' = H, I R' = CH3; 6,r' I R° = Ph,

B R = CH cxeMa 10

3

Ha cxemi 11 Haeezeno BUBYeH! pearill! aixliwBaHHA, aLMIDBaH-
H4, rigpoJmay Ta reTepoumkJalsanil ymrinpo-1,2,4-Tpuasosolt,5-alol-
pavimmiB. BlamiTiMO, MO asKIJOBaRHA 1Me 1O aTOMy N 4y, 8 HE 0(6},
Mp¥ BEKOPMCTAHH! fK “M'akoro" (CHgJ), Tak ! "xopcTkoro" (MegSO,)
peareHTiB. HaBnawku, reTepolmkilisanis o-oxcwsam!ileHMX AaHOTO Of K-
gy nig alen anplieruiiB NPpUBOAATHL A0 YTBOPEHHA OEH3OIIpaHOBOTO, 8
He OSH30KCA3MHOBOT'O IMKNY. Y KHMCJHX cepeloBumax ! mix Alew m-HIT-
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pOOBHEiBJl’bJIQl"IH .E;HI‘I,I{pO'praso.nonlpml,mm po3naganTheCA 3 YTBOPEHHAM
HEHACHYeHUI KeToHIB Ta &MIHOTPHBSW (aco asoMmeTHHY Ha Roro ocHoBl).
CgHs

CgHg AN, R = CHas CgHgs
3~
4-ClCgH,
' (CH, 250“. CI-I

c'"' + (cHyc0),0

I + TeCl

= H, 4-RCgH,

XLIII

. N—N-H
CeMs * 4 Malethitl w\m;cguscmm

p)
cH NO, ~4
| o) o] ¢ XLIV

+ HaO, H N—N-H

| - || + CgHgCH=CHCOR
H R = CgHgs 2-HOCgHg 7 :

cxema 11

3 MeTON 3HMKEeHHA TOKCHYHOCT! Ta mijgBMmeHHA GloJorlysol joc-
rTymHEOCT! CHOJYK asojionipumimmHoBOro pAny sAificHeHO alllJKBaHHEA
1x 2-amiposamimeHMX  AHTapHMM aHT'iIpHIOM, WO IPUBEJO, B
3anexHocT! BlJ yMOB peakull, Ho DOXIFHMX CYKUMHaMlHOBO! KHC-
JOTH XLV Ta XLVII (kin'Arisna y nipualnt) ato cykimHaminy XIVI,
XLVIII (O3 posumEHIKa, t = 150-170°C ).

CgH R CgHyR CgHyR CgH R
o
| e
XLV H (o] XLV XLVII XLVIII

1

R = H, 4-C1, 2-F, 2-CP,; R CHy, CgHe. 4-CH,CeH,, 4-C1C.H,

[s}}



B pesyaprar! sjificEesoro ckpiHiEry @islojorivsol axkTHBHOCT!
OZepXaHMX JHTijgpoasojon!ipeMizEHE!B Ta mpoAyKTIB IX XIMIYHEX mepeT-
popeHb (YKpHJII (papmaroTepani! eHAOKDHMHEWMX 3aXBOPENBaHB, YKpalHCBHKA
(papmaneBTRYHEa akajzeMld , US National Cancer Institute)3naffieHo
pev0OBHEH, MO MaNTh BUCOKY aHAJLTOTHYHY, I'inorilkemidvHy, TOkoJ!THYHY
T8 HeRpOJEIITHYHY AKTHBHICThL DPASOM 3 HMUSLKOD TOKCHYHICTO (KOHKpeTHI
pesyJbTaTE CKplHIEry HaBeZeH! B JucepTaulBeift podor!).

3. MozeryaspHa CTPyKTYpa i Kompopuanil xirizpoasmmis

3 meTop aHanlsy QgaxropiB, fk! BESHAYAOTL OPOCTOPOBY GYAOBY Jarin-
pomox 1 IEMX asoJionipumM!mEEiB, 3K1#CHEHO POSPAXYHKE CHCTOMATHYHME pA-
AlB aixla- Ta QeHlysamimenmx Jurizponipuawey XLIX, IWr1xpomnipmm!im-
Ha L 1 murigpoasojonipuMimmeis II, III, V, VII MeTONOM MOJEKYJADHO!
mMeXaH!ikE. NoC peanisysaTs mocTaBlieHy 3ajady OyJia JIONOBHOHa HapaMeT-
pasanif CHJOBOTO HOJIA JAHOT'O METOZa, MO YMORIMBAJO #OT0 BHKODMCTAH-
HA JNf POSPaXyHK!B CHOJYK, WO MapnTh JET 1 ApoaswHOBHR (jparmeHtT.

3.1. 1,4-Jiar!apomparmm

OcodmBocT! KoHPOopMalilfiEO! moBexiHKM 1,4-JurijnpoaswHiB, B IiJoMmy,
O/m3bK! JO TaKmxX y 1,4-1mmrjaorexcazlieny. flxmo R = H, plBHOBaxHa KOH-
fopmaills XLIX-LIV maocka. [l Bxasye Ha mepeBary B JAHMX MOJEKYyJax
(ParTOp!B OCYMOBJIONYMX S3ILIOMEHHA KOHpopMmailll: ajilJbHOI'C HalpyXeHHH
3 yYacT® BONHOBHX aTOMIB MeTHIeHOBO! I'pyIM, CHpAXSHHA B (QparMeHT!
C-NH-C). Ane HafBHICTHL OZHOYaCHO ! posmomyoyEx (QakTopis, y mepmy
9epry KyTOBOT'O HANDYXeHHS, NPEBOJMTL A0 BMCOKO! KoHPOpMallfiHOI
rHydxocT! jmrixpompxay. OxHak, Ha BiaMIEY BlX IEEJOrexcanleHy, B
mporec! 30BHIIUIONMMHEAX KOJWBaHb BlJX1JeHHA HacHYeHOI'O aTOMa ByTJelw
Bl NJCHVHE HEBOJHEBMX ATOMIB moiBiftEMX 3B'aA3KiB momiTeEO Giarme HIX
Blax1jeHHEA aToMa a30Ty IMiBOrpymm. Takok 3asHadMMO, MO 3a NaHMMB
POSpaxyHK1B fAK METOJOM MOJIEKyJAApHO! MeXaHPKH, Tak ! KBaHTOBOXIMIu-
HAME MeTOZamME (MNDO) CTyOeHbL IHYYKOCT! XHri1JZpouEKIy B JAT iIpoaso-
Jonipemi jmHax LI-LIII noMiTHO 3aJeXWTh BlX THIY a30JbHOI'O fAlpa.
HafiGiabl pyXJMBEM BRABABCA JHT1NpOLMKS y TpHasoJo(1 .5—a]uugmm1
LI; HafiMeEm - y mipasosol1,5-alnipemimer! LIII (R = R' = R® = H).

™o, LI X =N, ¥ =2 =CH

a ¢ LI1 Z =N, X=Y =CH

2 "1 LIII X =Z = N; Y =CH
Mo -
XLIX 2 N o3 o, Ne' Ets i-Prs L-Bus Ph

flkmo R = H, TO 3amicHuMK: Ri—R3 CYTTEBO He BILIMBaNTL Ha plBHOBaxX-
Hy konfopmaillp yurijzpolmKJy coolyK XLIX-LIV, OJHAK 3DOCTaHHA 00'eMmy
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R BeJile Ao MOMITHOI'O SHMXHHA THYYKOCT!. fKmo R/=, H, To plBHOBaxHa
KoHJopMalll 4 JHI'i ApOIMKIY - HepaBHOMIpHO 3MUCmeHa "BaHHa", CTyIIHBL
BKJIAIYATOCT! AKO! BS8KOHOMIpPHO IiJBHIYSTHCA 3 POCTOM OC'eMy R, IpH
koMY SaMIcHEK R 3afiMae KBazlaxclajibHe IOJIOXKeHHSA .

32 paspmm PCA gwrixpon!ipemi MHOBMR IMKJ B Va HOPaKTHYHO ILNOCKM#,
ToA! AK y choaykax Ve,x Ta XIVB BiH Mae koHfopMalllp "BaHHA" 3 KBa-
3lakclanbHon opleHTallen HafiGijapm OG'EMHOrO 3amiCHEMKa IpE HACHYOHO-
My atom! Byraeiw. Cepejl !HNMX OCOGJMBOCTe# MOJEKYyJAPHO! CTDYKTYpH
Jwr ! gpoTpEasoonipuMizuEiB Va,e,x, XIVB BiJMITEMO IJIOCKOKOOPIMHOBA-
HicTe aToMa a30Ty IMIHOIpDyIM Ta BHCOKY CTYI!HR CHpAXeHHd foro Hemo-
Itjerol SJOKTPOHO! mapm 3 T-CHCTeMAM#A TDHa30JbHOTO Alpa Ta STUAEHO-
BOT'O (PparMeHTy, mC OPOABJAETHCA B 3KOpoveHH! BlAmoB!XHMX 3B ASKIB
C-N.

mmﬁ“*m

ve VK =2
s-001 033 s = 0025 s..0240
= 9,8 o=2 ¢ = 12,6
0 = 64,3° 8 = 72°% 8 = 65,8°

3.2 6,7-larixpoasononipuiaE Ta MOfeiLHI CHOOAYEH

He eimMisy Bix 1,4-marigpoimkaie, Ind 1,2-JWr!JpoCHACTeM XapaK-
TepHa BIJHOCHA KOHPopMallifiHa OJHOMaHITHICTEL. 32 JAHMMM DO3PaxyHK!B
METOZOM MOJNEKYyJADHO! MeXaHWKM, He3AJNeXHO BiJ wMcJa Ta 00'eMy 3amic-
HUK!B JWT!IpOIWKJ CHOJYK LV-LX 30epirae gopdy "skpumBieHa coda".
Takum yeHOM, 3 (gaxropiBs, MO BM3HAYawTh DIBHOBaKHY KoHpopmanip HMX
MOJIEKYJ — CHOPAXeHHA B asaCyTanleHoBoMmy (parmeHT! (cruomywdw#t $axTop)
! KyToBa Hampyra (posmjomynduR QaxTop) mepeBakHwil BIUME 3J1RCHDOE
ocTaEHIff. AJKmMJbH! 3amicEHMKM R ! R® mepeBaxHO 3aiiMawTh KBaslakci-
aJlbHe TIOJOXeHHA. OHHAK, AKHC R = Ph JZemo Gliaem CcTaClJbHEM € eKBa-
ToplanpEmit komfopMep. BlasocHa craGlualsanla exBaToplajsbHOro KOHPOD-

i R LVI X =Ny, Y =2 = CH
L3 T
3 & X—N 2 IVII Z=N, X=Y =CH
s 1 B
a 1 LVIII X =Z =N, Y = CH
2 5
R ’Y\z/ AN.s R-R® = H, Me, EL, i-Pr,
'8
LIV 3 L=Bu, Ph

I"'l‘:lr"r 1 nanl Popma mariaponipev!IMHOBOTO LMKJY XapaKTepUsyeThcH
napameTpamM cknamgdarocti S, ¢, 8, ak! pospaxosad! no 3edlpory-lla-
Joainy (Jokn.akan.Hayk CCCP.-1980. -T.ESETT.QZ_,?{__‘{:;_L‘: o 1‘:*;_’1 Bi2danr
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Mepy np nepexoxn! Bip R = Me, t-Bu Jio R = Ph B pas! Jurixpomox!mHux
1,2,4-Ttpuazoo[1,5-alnipEuMl MHY eKCIIePHMeHTAJNLHO IiATBEPIAXYSTHCA
cnexTpockonien IMP.

Pesyavrrata PCA cmoayk Ia, Va3, XXXVI, XXXVIIa,O0 OiATBOpPIXyDTH
cJalkKy sanexH!cTh QopMm Jwr!ppor!pmMizMBEOBOTO IMKNY fAK Blx 3amic-
HEK!B, Tak ! Bl XapakTepy aHHeJLOBAHOT'O a30JBLHOI'O LMKJNY. 3a JaHW-
M PCA samicHMKM y HacH4YeHMX aToMiB y cmoaykax Ia, V3, XXXVI,
XXXVIIa,0 3afMapnTh KBa3laxc!albHe NOJOXSHHA. BJWM3LKe MO 1McoljHO!
oplenTail! OKCHI'PyIM Ta aTroMa BoxED QparmenTa CH-C(OH) y crmoiykax
XXXVIIa,0 € IpHYMHOR CTIfKOCT! IMX pevoBMH JO JETixparaunll.

s = 0,56

Ph
¢ = 28,7° S = 0,56 S = 0,61
| 8= 49,1 W ¢ = 27.43 | ¢ = 28.92
N C o NMo -4 T R 8 = 45.4"- A 7 6 = 46,2
e 12 XXXVIIa
Ph Ph

0 S = 0,54 S = 0,17

QR 8 O i

: 8 = 46,8 e 0 = 47,7°

XXXVIIO XXXVI
BBeJIeHHSA JOAATKOBOTO sp-T'1CPMAHOTO LIGHTPA B I1DWMIZMHOBE AXpO
(OKCAM XXXVI) IDHBOJMTH M0 TOMITHOr'O SILIOWGHHA CHCTOMM, fKa JHIe
PopMasrHO B1AHOCHTHCA A0 PpAAy MarijponoxiiHEwMX asojonipumizmHIB.

3.3. 4,5-Jurinpoasonon i pumi muemz

PCA criosqyk XIIB, XVII MOKasaB, WO JwurixponipuMimmEOBE K1JbIe
Iceye B KoHpopMaull 3KpHBJEHO! cof¥ Ayke OJH3KOI JO Takol y
6,7-mar 1 fpoasononipeMl IHaX. ¥ MOJeKynax XIIB B XVIr HaftGlubn
0C’emMHMl 3aMICHEMK Ip¥ HacHYeHOMY aTomi ByrJelld 3HAXOMNETLCA B
nceBpoaxc lanpHOMy moJoxeHHI. Ha BimMiny Bin 4,7-marinpo-1,2,4-
TpHasono[1,5-alnlpumiamEiB, aToM A30Ty B CHOJyKax XIIB 1 XVIr
mae mipaminaibHy KOOpIMHALID.

Ph
AN S5 = 0.450 [ S = 0,470
! Ph O =29,6 i ¢ = 29,3
Me 6 = 45,5° Ph B = 53,4
xizg M XVIT H
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4. IuiB-eHauMiEHa TayToMepHa piBHOBara B pARy
Jur | gpoasoson { paM ! pEH1B
PoSNOBCOAXGHMM SBMIEM B DALY IMTixpoasoJonipeMiiWHIB 3 BY3JOBMM
aTOMOM a30Ty BHABWIOCH YTBODEHHA B POSYMHAX cymimeR eHaMIHHMX (A)
Ta IMiEEMx (B) TayTomepHuX Qopm. HBamTOBOXIMIuH! pospaxyHk# (AM1)
IOKasynTh, mo 1l opMA ManTb OJM3bK! 3HAYOHHA CBOIX TOPMOJIMHaMIv-
HAX napameTpiB (Aaa marizpponoxiaHux BHesamimenmx nipasono[1,5-al-,
Imtnaso(1,2-al- 1 1,2,4-Tpuasoso(1,5-alnipuimaie BeJwYMHa

300
AHrA-aHrB He mepeclibmye 1,2 KiX/Moub, |AGy " n| < 0,4 KIX/MOJB).

TaxvM 9MHOM, HaBI1TH HOSHAYH! CTPYKTypH! SMIHM MOXYTH CYTTeBO BILM-
BaTH Ha NOJIOKCHHA DIBHOBAI'M, WO POCHTH CHOJYKE LLOTO KJacy 3pyYHM-
MM MOJOJIAME JJifi BHBYEHHA WULOT'O THIY TayTomepll.

PiBHOBaxHW# TayTOMepHHR cKJal A:B BHSHAYAETLCA EKCHEDEMOHTAJLHO
Hacamnepell 3a JaHuMP [IMP coeKTplB madAxoM smiBCTaBJeHHA IHTeIpaJibHAX
InTeHCHBHOCTER B1JNOBINHMX I'pyn CHrsHa’iiB. 3aBlaxkM cyTTeBiff BIMIE-
HOCT! OCHOBHMX Xpomo(opHMX (parMeHT!B TayTomepls A 1 B, OpollecH Tay-
TOMEPHOI'O OOPeXOJY SPYYHO TaKOK KOHTDOJWBATH 328 ICHOMOIron YO-CIeKT-
pockontl; AN pAAy CHONYK (I¥B. Hamp. Tatj. 3) UMM MBTOJOM OJepxaH!
Jadl 1 no p!BHOBaXKHOMY TayTOMEPHOMY CKJIaJNy Ha OCHOB! 3I1BCTaBNeHHA
CoeKTpy piBHOBaxHOI cymim! Ta cueKTplB !HIMBIXyaJbHEX IHTimpodopm.

JIaa BRABNEHHA (PaKTOp!B, MO BM3HAYANTH MOJOXEHHA TayTOMEPHO!
plBHOBary B pany jurixpoasojnonipemijmeiB, ZonlJbHEO pOSrAAnaTH Xa-
pakTep 3MiHE PIBHOBaXHOI'O CKJSJY IpH Bap'oBaHH! 1-2 Ta nocTtifHOCT!
IEmmx CTPYKTYPEHEMX (jparMeHT!B MOJOKYJH. Crpynosas! TakeM YMHOM pe-
3yJbTaTH BECIpKOBO BljoOpaxeH! B Tada. 1-4.

R R Taciunsa 1.
H H
BumlIcT TayTromepa X
B 3ypHax (%) | 3 Il M ¢
¥ o Y 2 L )
‘H‘R"’_4 .H..R‘ e
H
R H CH C.H
X v |z PosyuH- . 3 65
HEK R™| NO,(H [MeO| H|MeO| NO,| H |Me |MeO|Me,N
N N [N |IMCO-dg Qe 020 1140
CP3000H 0 OS] 40l 0
N CH |N [IMCO-dg O |15] 40{ O } 10| O | O O} O] 55
CFSOOOH 0 |50] 90| 45| 90| O | 15| 35| 60 0
9—06H 4 N JlMCO—d6 0|0] 20, 0] 0 G | o @510 ] 6D
CFSGOOH 5 |55] 801 701 90| o0 } 50| 70| 90 0 .
CH|C(Ph)|N |IMCO-dg 80 |80|100|100/100f 90 | 95| 90| 95| 95 |
N |C(Ph)|CH|IMCO-dg 90 |90| 95|100|100| 100{100l100i1n0!




Jlar! Tadxn. 1 !JMOCTPyOTH CYTTEBY 3alexHiCcThk pIBHOBaXHOI'O TayTo-
MEDHOI'O CKJA8Jy BlJ XapakTepy asoJIbHOI'O LMKJY Ta saMlcHHKa rl. B
pajax maripponoximaex 1,2,4-Tpmasoio-, TeTpasodo- [1,5-almipmmi-
JuH!B Ta mipuMino(1,2-alGensimizasonis cnocrepiraeTbCA BUpaxXeHa
TeHAeHN A no BigHOCHO! cTacialsant! gopm B 5 miJBHNEHHAM 6JEKTDPO-
HOJOHODHOT'O XapaKkTepy Ri. lle noB’'A3aH0 C KOH'WramniftEmMme efexTamu,
TaKk fAK came B Jurizpofopm! B peanisyeThcA MOXIMBICTE KOHbRIraill Rl s
8JIOKTPOHOAKIIEITOPHOD a30MOTHHOBOR Ipymoft Ta asoJbHEM ¢parMeHToM Mo-—
JieKyJM. Jlana saxoHoOMepHICTE BEKODMCTAHA JUIfi OJIepXaHHsA 060X [HmMBI-
IyanbHEX Herizpofiopd cooJykm V3. [Ia pedopmHa KpHCTallsyeThcA 3
compTiB Ta xjopofopMy y BEI'AsAf! mepeBaxapyo! y IMX po3umHAX IMIHHO!
fopvm E. ¥ posTMHEX B CF4COOH AiMeTuNaMIHOrpyNa OPOTOHYETHCA, 3MIHDE
CBIff eNeKTPOHHMR XapakTep, y HACAIJOK 4Yoro cnocrepiraeTbcsa NPaKTHYHO
DOBHEM mepexij cmosyk: Vs y zurizpofopmy A, B BErasapn! axol 1! t Bia-
JocA 3aKpucTanisyesaTé micasd mBMAKO! HefiTpaaisani! posuMHY.

CeHs CgHg

I AT UM AT m
A 2
.H.m., sH NMo,~4

CeHg

BoyME Ha TayTOMODHER CKJAJ IPHEPOIM aHEJhOBAHOI'0 A30JLHOI'O LMKJIY
(ZaB. Tall. 1) NpOABAAETHCA B 3aKOHOMIpDHOMY smimeHH! TayTOMepHOI
pieHOBaT® B Gik dopM B, a Takox B HiBeJwBaHH! BIUMBY 3amlcHEKa R
Opy SHMKeHH! eJeKTPOHOAKUENTOPHO! X1l a30JEHOT'O AXpa HA TN-CHCTEMy
JAT' | TPOLAKITY .

Y mox!mmux murigpoasosonipmmimuEie, mo MICTATL O-OKC!apAabHAHR
SaMiCHHK, cyTTeBMM (axTopoM, AKME JoJAaTKOBO cracialaye ImMiHEY Tay-
TOMepHY (QopMy, € BHYTD!NHbOMOJEKYJADHMR BOJAHeBH 3B'A30K. [IpoABIeH-
HAM i1 uboro gaxkropy € ! ABHO BHPakeHM BIJMB Ha p1BHOBaXHMM CKJAJK
IpApPOJY pO3YMHHMKA (IMB. Tadka. 2). CoabBartanifte!l edekTH CyJo BH-
KOpPMCTaHO JIA OJIePKaBHA 060X JMrixpodopM CIOAYK VH,J,H-TI, MJAXOM
KpucTaxnlsant! 12 comprie Ta xjopodopmy (muriapofopmm B) ado JMCO
(zwr ! npodopv A).

TayTomepHa piBHOBara Majo 4yTJMBa N0 eJIEKTPOHHOI'O XapaxKTepy 3aMmic-—
HUMK!B R=Ar IIpM HacHYeHOMy aTom! ByTJeup; crocrepiraeThca Jmme caal-
KOBMpakeHa TeHJeHIllA Ao 11 aMimenHa y Gk jurixpofopm B mpm mnocuieH-
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B

Tacmma 2
BatcT Tayromepa "B" (%) B pO3UMHAaX CIOJYK VA-D
, W

Posmmm ] 3 E ] "] H [ o P
H CHy | CHy0 |(CHy),N| F cl | Br |3-No,
i-ProH" 68 | 70 74 75 60| 65| 63| 59
cnc13“ 100 | 100 | 100 | 100 100 | 100 | 100 | —-
mns“ 25 | 25 30 35 26 ¢vg0 ) 20| —

* 3a nammm Y®-cnekTpockon!!. ** Ba naauvE [IMP-cnexkTpockoni!.

H! eJOKTPOHONOHOPHOI'O XBpakTepy R. B Toff xe uac, OpeacTaBieH! y
Ta01.3 AaH! cBijuaTh Ipd noMiTHY BipEOCHY cradlialisaiin Tayromepis A
npe BBefieEH! OC'eMHEMX 38MICHMKIB R. Blpor!mHon HpWYHHAON OIABMHEHHA
piBHOBaxHO! KOHLEHTpalll TayToMepi® A HpE 3CijbmeHH! 0G'eMy R €
pisHuns y xoefopManlifteift mosexlmnt 4,7- t 6,7-marigpoasosont pumi-
mmiB, a came, Glibma kKoOHPopManifiga JiadlJpHICTL JHAT | APOLMKIY B
TayTomepax A.

n R TadJmna 3
Buict Tayromepa B (%) —
o fpare
B PO3YMHAX z CHRL-4 N CHRE -4
H A E
R' = R _
3YMHHAK .
s H CH, (033)30 CgHg
H {.}})Cl3 20 20 0 0
.IMCO—Ds 15 0 0 0
CFBGDDD 50 45 io 15
CH40 CDC1, 65 65 30 as
}J}JCO—DS 40 10 0 0
CP3000D 90 S0 65 €0

s crepwaEmx QaxToplB we GlJbll BAPaxeHa y BHIIAXKY JAT!ApOa30-
JoripuMi MAH1B, aHHEJNLOBAHMX 7O T1DHAMIIMHOBOMY AXpY YaCTKOBO TiApc-



BAHMM KApOOUMKJOM. flKk BHEHO 3 TalJi. 4, aHOJINBAHHA NPAKTHYHO 3aBXKIM
CYIPOBOZXY6TBCS IIOBHEM LOPEXOJOM CIIOJYK B €HaMIHHY TayTOMODHY
fopMy. 3 TaKMM CHOCTEPOXSHHAM NOOpe YSTOZXYOTHCA HaH! pO3paxyHK!B
TEIIOT YTBOPEHHA Jur!apoasoqonipem!muis, MO BMKOHARHO METOJOM MOJie—

Tacmua 4.
BmlcT Tayromepa B y posumHax (%)

CgHg
Pos- X
X Y |Z | wmm- i I
HEK L 1
H
M = (CHy)aIN = o-CgH,
Ri| CHy | CgHg n 1 2 1.l 2 3
N CH [N |IMCO-dg 0 0 0 0 of|o 0
CF5COOH 0 15 0 0 o}|o0 0
o-CgH, [N JNGO—ds 0 0 0 0 oo 0
GFSOOOH 20 50 0 0 0 a] 0
N G(Ph)(ll!.l})l(}()—d.6 100 100 0 0 0 100 O

KyaapHEol MexaHlk!, AK! BKasywThk Ha Glupmy cradinlzainin cHam!HHEX
TayTOMEpHIX (OopM NpM BBeleHH! KapOoimkJidvHOTO (parMenTy. HaftmeHbm
Bnpammueia@amymamlzcsﬂé.n=2. TOMYy DO B LMX CIO-
Jiykax BIH YaCTKOBO KOMIOEHCYETHCHA HANDYTOD, WO BUHMKAE S&BHIAKA BH-
MymeHOMYy SOJMKSHHD 8TOMa BOHD IMIHOI'DYIM Ta O-BOZHEBOI'O aToMa
dentnesoBoro Ampa.

BHCHOBKH

1. BcraHoBleHO, WO peakiild apoMaTHYHMX O,f-HEHACHIGHMX KETOH!B
3 amlHOA30JiaMM NIDUBOJMTL JO YTBODEHHA JIHMT!XpoasoJon!pmM!IUHORUX
cucTeM. Hampasser!cTh mpouecy gopMyBaHHA T iApomnipuMiMEOBOrO
Allpa BHSHAYaeThCA B326MOAIED P-BYrJeLEBOTO aTOMy EHCHY 3 HaftGlubm
HYKJeop1IbHMM eHIOIMKJIYHIM peaKi|ifiHiM LIeHTpoM aminy.

2. Ilpy Bs3aemonl! 1,2-ntaminocensaimigasony, 3,4-atamligo- 1 3,4,5-
Tpuamlbo-1,2,4-TprHasoly 3 XaJKOHaME cIocTepiraeTbes BlIenieHHA
"I'1ApasuHHOI" amlHOTpym# 1 yTBOpeHHs HoXijHMX nipmmizo(1,2-al-
censimlpasony ra 1,2,4-Tpuasono(1,5-alolpuMiamHy. BCTaHOBAEHO, MO
nepesakHa HanpabJeHICTh opMyBaHHA mipEMiIMHOBOIO UMKNY B peakiilax
1,2-nlaminoCen3iMllasosly 3 XaJKOHaM¥ TIPOTHJEXHA aHafor {uH1# KoHIeH-
canl! Ha OCHOB! Z2-amlHOGeH3Im!pasoay.

3. Po3poCJeHO METOIM CHHTE3Y apOMATHYHMX 3aMimeHMx 4,7- B 4,5-1M-
Il IpoTpHasonon i pyM | IMHOBAX CHCTeM MJAXOM TPLOXKOMIOHEHTHO! KOHIEHCA-

23



ul! 3-amlBOTpHASOMAY 3 CHHTETHYHMMH IONEPeIHMKAMHA O, -HOHACHIOHHX K6-
TOHIB. BCTABHOBJEHO salexHlcTh HampaBieHocT! B3aemoixll B1A peaxiifiHO!
3JlaTHOCT! KapOoH!JNLHMX KOMIOHOHT Ta yMOB NPOBEJIOHHA KOHIeHcalll; 00—
TOBOpeHO (JaKTOpH, WO BHSHAYANTHL perioceleKTHBHICTh LMX Opouecis.

4. BcTaHOBJEHO, YTO Hepex!i) B1J XajiKoHIB IO IMOeH3O 1JMIOX!yHuX
eTAJIEHY Ta aueTAJeHYy OpPMBOIMTL JIO BTPATH perioceJsloKTUBHOCT! B peak-
uit 3 3-amino-1,2,4-rpmasonoM 1 mepediry 1t mepmo! crapil - amimo-
BaHHfA aMIHY €HOHOM — MO BCIX MONMBMX peaki!BHNMX LeHTDax I'@TePOLEKJY .
llokasaro, mo peaknlsa AlapolieTmneH!B 3 o-feHmNeHNK!aM!HOM NPHBONHTH
Io QopvyBaHHA XlHOKCallHOBOTO, aje He OeH3oXLlasemiHoBoro OlLMKAY.

5. 3aIponoHOBEHO YMOBM IeTepoapoMaTusallll murlxpoasoonipumimi-
HiB; BEUBYeHO peakul! BipHOBJNEeHHA, ajiklymwBasHA ! HiTpO3yBaHHA XWTIA-
po-1,2,4-Tprasono(1,5-alnipuMiME1B. AlMIOBAHEAM 2-aM1HOBaM!meHMX
LaHOT'o OlipkJjy Boepme oZepkad! moxinH! cyKumHaMiHOBOI KHCJOTH Ta
cyKupHaMiay, mo MIcTATh IurixpoasoJonipeMipuBEOBME (PparmeHT. HoBOB
peaxiilen rerepoumkaisanii- Bzaemonlen 5-(2-oxcmpenin)-marinpo-1,2,4-
TpEasono(1,5~-alolpuMIMEIB 3 KapOOH {JbHAMH CIIOJIYKaMH CHHTe30BaHl
apomaTiyH! 3amimeH! HeommcaHo! paHim reTepolMKilvYHO! CHCTEMH -
3,8-mar i jpo-2H-1,2,4-Tpazono(1°’,5"-alnipmmi o 4,5-d)6erso (b ]-nipa-
HY, NOKA38HA MOWMBICTEL YTBODPSHHA MY CHOJYK O83MOCepefHLO IIPH B3ae-
monil 3-amino-1,2,4-TpEasoly 3 O-OKCHaNeTOPeHOHOM Ta 3amlmeHAMA
OeH3aJbier ! naMu .

6. Po3pOoOJAeHO MeTOJ| CHHTe3Y 6-OKCH3amlmenux mipasosof1,5-almipm-
mimmay 1 3-oxcusamimeEmx nipmmizo(1,2-a]0eHsiminasony OesmocepemHbO
OKWCJIEHHSIM KHMCHeM HOBITpA 31 3CepexeHHAM IX JuI'iApOCTpPYKTypH. [loka-
38HO, Mo CTifkICTh OKCHSaMimeHMX mHMTlxpoasojonipemimmHiB HOo All Ze-
rijgparypouux aresTiB Mae cTepeoximivH] [DWIWEHA.

7. BzamMoznla o-PempmnenniamiHy Ta #loro samimeHMX 3 alleTHJIApe-
HaM# Beje IO YTBOpeHHA 2,4-11apui-2-meTmi-2,3-marixpo-iH-1,5-
censoniasenisiB. BeTaHOBJEHO, WO B OpMyBaHH! as3sOMeTHHOBOI'O 3B’A3KY
AtazeninoBoro UMKy NpeiiMae ydacTb Hafoiabm HyxaeodlipHult aTom aso-
Ty AlampHy. OCTDYHTOBaHO MeXaH13M reTepouMkiisanlil, AKMA BKIKYae as3o
MeTHHOB! 1HTepMexiaTH.

8. JONOBHEHO NapaMeTpaMd CHJOBe IoJie MeTOAY MOJEeKYJAApHO! MeXaHnl-
Kd, A4 pOSpaxyHKy JuI'|JpOaSHHOBMX CHCTEM, WO JOSBOJMJO ONEPKYBATH
pesyabTaT¥ , AK! 3af0BlJLHO YSI'OIKYOTHCH 3 EKCIIEPUMEHTOM. OZepXaHO
JaH! ppo pipHoBaxH! komfopMailll CHCTEMATHVYHMX DANIB aixui- Ta Qe-
HinsamimeHyx JurixpoazosonipemMiMHIB T8 MONEJLHMX CHOJYK. Ha OCHOE!
apail3y eKCHepHMeHTaJLHMX Ta POBPaXYHKOBMX J2HWX BCTaBOBJIEHO, MmO
1,4-1MriapoasuHOBR @parMeHT MOJIeKYJ XapaKTepUBYEThCA BHCOKOKW KOH-
dopMaLMfiHOD THYYKicTo. [lokasaHa 3allexH!CTh CTYNEHK DYXJMBOCT! LMK
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Bla cTepMYHMX XapaKTOPDHCTHK 3aMICHMKIB Ta SJOKTPOHHOI'O XapaxKTepy
830JbHOTO Afpa. Jlna samimeHmMX 1,2-7WriApoBaHMX HOX!NHMX ITfpHmEHY,
nipmMizEEy Ta asojonipmMimMHIB € XapaKTepHEM BlAHOCHa KoHpopMmallifiHa
OIHOMAHITHICTh: y piBHOBaxHMX KOHpopMaliax Qopda IHT iJpOIMKIY -
SKpuBJeHa cofa, nepeBakHa opleHTallsA 3aMiCHEK!B IpM HACHYGHMX aTOMaxX
ByrJeup - KBaslakciajbea.

9. Jlna apoMaTHYHEX 3aMimesmX JuI1JpoTeTpasojo-, Nurimpo-1,2,4-
TpEasoJo(1,5-ajnipmsimais t marigponipmatio(1,2-al0eHsiMinasony,
¥ SarajbHOMy BHNAAKY, Hatoljpm cTadlibHa eHamiHHA, a Jid Jurizxpo-
noximmx Iimizaso(1,2-al- m mipasoso(1,5-alnipemizuny - imIHHS Tay-
TOMepHa (QopMa. BCTaHOBJEHO, O BBEJIOHHA SJEKTPOHOJNOHODHHX 3amic-
HUK!B B apoMaTHdYHe fHpO, fAKe CYIPAXEHe 3 a30MOTHHOBOD I'DYIOD Ta
9JIeKTPOHO2KUSNTODHAM A30JbHEM LMKJOM, IDHBOJHTE N0 BlJNHOCHO! cTa-
Oilnlsanil imliEEEX TayroMepHUX (opM. BBeleHHA 0C'eMHMX 3aMlCHMKIB Jo
HacCH4eHOrO aToMy ByIrJeip Jurimpo-1,2,4-Tpuasonol1,5-almlpumiguais,
a8 TaKOX aHeJWBaHHA maT!JxponiprMiIEHOBOrO AJpa HACHYEHMME KapOOLMK-
JiaM# BlzoCpaxyeThcd y sMimeHH! piBHOBarm B OiK €HaM!HHMX TayToMepiE.
[lpoaganisoBaHo MOXMB! Mexanismy J11 cTepHYHMX (akTOplB Ha HOJO-
¥OHHA TayTOMepPHO! piBHOBarmW. B moxipHmx mar!ppoasoJoniprMimuHiB,
fK! MapTh O-OKCHapEJbHME 3amicHEMK, IMiHHa TayToMepHa QopMa JHOJIaTKOBO
cradinisyersca BHYTPINMHLOMOJEKYJAPHEM BONHOEEM SB'A3KOM. fIpKO BHpa-
X6HM BIUIMB OPHPOJM DOBYMHHWKA Ha DIBHOBaXHMR CKJaj, WO crocrepl-
raeThCA B IbOMy BHOAJKY, OyJIO BHKODHCTAHO AidA BHAlJNeHHA AK IMIHHOI,
TaKk | emamiBEHO! JwETizpo@oOpM PAAY CIOJYK.

10. Cepex oxpepxaHMx JurizpoasoJon!peMijuuis Ta mpoaykTis 1x ximiu-
HUX [epeTBOpPeHL SHAMOHO HM3LKO TOKCHMYH! CHOJNYKM 3 BHCOKOD aHaJble-
TUYHOD, I'iporiaikem!{4sop, TOKOJ!THYHOD Ta HeAPOJENTHYHON SKTWBHICTH.
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Jlecenko C.M. JMTBAPOIPORSBOJHHE aA30JOIMPDUMMIMHOB C Y3JOBHM aTOMOM
asoTa.

Jmccepralmsi - Ha OpapaX DYKOIMCH - Ha COMCKaHMe YYeHOR CTeleHW
JOKTOpa2 XMMIWYECKHX HEYK 1O choelmalbkHOCTM 02.00.03 -~ oOpraEMYeckas
XpMisA, XapbKOBCKHl rodyJapCTBeHHHR yHMBepcHTeT, XapbKoe, 1995.

SanpmaeTcs 49 HayWHHX pacoT, B KOTODHX NPUBEJIeHH De3YJLTATH MC-
cJeliOBSHMI CHHTE3a8, CTDOBHMSA, TAyTOMEDHM ¥ peaKift IMIMIPOIPOMSBOX-
HHX ASOJIOIMPUMAIMHOB, COIEPKalMX Y3JOBO# aToM asora. MsyueHH peak-—
LM aMUHOA30JIOB C HEeNpeJieJbHHMA KeTOHaMM ¥ MX CHHTETHYECKVMH IIpej-
meCTBeHEMKaM. PaccMoTpeli OCHOBHHE XMMUYECKME CBOMCTBa JMTHIPOa30-
JIOTMPAMAIMHOB. [IpOBEJIeH aHAa/M3 OCOCEHHOCTe# MOJEeKYJIAPHOA CTPYKTYDH
¥ KOHPODMAIMOHHOT'O MOBENEHWA MOJIEKYJ, COJEPRalMX JMTAIPOasHHOBHE
fparMeHTH pasJMYHHX THIOB. [IPOS8HAJMSHPOBEHH BHYTDH- ¥ MEXMOJIEKYJAD-
HHe (AKTODH, ONpejeJAnEMe INOJOKOHWE WMMH-6HAMMHHOTO TayTOMEpPHOTO
PaBHOBECHA B pANaXx JMIMIPOASOJONMPMMAIMHOB .

Desenko S.M. Dihydroderivatives of azolopyrimidines with bridge-
head nitrogen.

Dr.Sci.Chem.Thesis (manuscript) on organic chemistry (02.00.03),
Kharkov State University, Kharkov, 1995.

49 Papers containing resulis of the investigation of synthesis,
structure, tautomerism and reactions of dihydroderivatives of azo-
lopyrimidines with bridgehead nitrogen are defended. Reactions of
aminoazoles with «,fl-unsaturated ketones and their synthetic
precursors have been studied. The main chemical properties of di-
hydroazolopyrimidines are investigated. The analysis of molecular
structure and conformational behavior particularities of molecules
with various types of dihydroazines fragments has been made. Intra-
and intermolecular factors affecting imine-enamine tautomeric
equilibrium state in series of dihydroazolopyrimidines have been
analysed.

KmouoBi cnoBa: murinpoasosonipeMiivEM, CHHTes, IMKJIOKOHIeHcallld,
KoH(popMal 1 #Hmit aHanls, peakuli, TayTomepld.
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