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1. SATAJIbBHA XAPAKTEPUCTHKA POBOTH

AxTyanbHicTb. JleAki FiJipOKCH- Ta amiHomoXiAH1 nipuMizW-
Hy BiairpaoTt BHHATKOBO BamiMBy poJb B GioaoriuHux npouecax,
OCKIJbKH BOHM BXOAATb A0 CKAARY HYKAEIHOBMX KMCHOT, & TAKOX
BiramiHip | koeHsuMiB. Cepel CHHTETHYHMX AHANOI'B NPUPOAHHX
nipuMi AMHOBMX OCHOB Takox BHamieHl GloperyasTopd WHPOKOro
cnexkrpy ail. Tody 3posayMisa sauikaBaeHicTb A0 XimiyHOl MomM-
¢ikaull TUX noxiAHMx nipuMinuny,wo aexath B OCHOBI .« HaWO1xbm
epeKTHBHMX GloJoriyHo axkTHMBHMX npenaparie 1 B ToMy uucal
HyKA€O8MA1B. fliX NpaBMuo, NPUPOAHI TA CHHTETHUHI  HYKIEO3WIH
MiCcTATL QparMeHT >N-(::—0-. 3 KOTPMM 3B’R3aHa IX smaTHicTb A0
rigpoaisy. AHANOrW TaKMX HYKA€O3MAIB 8 XapaxkTepHUM dparsen-
TOM >N-¢-N¢ Maiwe He OyaM BMBYeH! 1 3paBaloch AOLIJALHUM BH~
KOpPHCTaTH AAA IX CHHTeay npocTWd niaxia - npamse amipoankimo-
BAHHA HAABAXAMBIWMX I'lAPOKCHI1pPUMIAMHIB.

Cryninb jpocaipxerocTi TemaTwku. Baaemogls BlAbHMX N1pu-
MIIMHOBMX OCHOB 8 aMiIOANKINONYMMH AareHTamu, N0 MICTATS
Gparuent -CHCINHCO-, 10 Hamux poOiT He BMBYasach. Bimosi au-
me PoOOTH MNPHUCBAYEH]! aMiNoalNKiNOBAHHO CWALAbHUX  NOX1HAHHUX
ypauuay ta #doro anamoris (XOX, 1987,57,N6,1315-1321; NOX,
- 1900,60,N6,1300-1395). OpHak B LMX poboTak He pOBrARAANTLHCA
GaKTOpH, WO BNAMBANTD HA HANPAMOK aMiJoanKiOBAHHA, & TaKoX
Hé OOroBOPETHCA MOMAMBICTbL mojanbmwol ximiunol . mopudikauil
OnepXaHHX NpOAYKTiB., AMijocankimobaHHA MOHODYHKL1OHANLHHX NO-
Xianux nipuMizuHy, a Taxox TioaHamoris. ypauuay ' Bsarasi. He
BMBYAIOCH.,

Mera pOOOTH MNOJAArala B CHCTEMATHUHOMY JOCHizXeHHL aMi-
AOANK ] MOBAHHA HAABAKIMBIWMX T'IADOKCH- T& . MEPKANTONLpWMILH-
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HiB, KOTpe MOXHA pOBriffiaT AK NPOCTHMA NiAXim NO CMHTesy
cBoepinnux ananorip Hywneosunis - noreHuiAHux GloperyasTopis.

BaBaHHA pocaiaxeHHs. Jlna NOCATHEHHA MeTH poOOTH HeoO-
X1mHO Oy;no posB’A3aTW Takl sanayi:

a) nmocaiautu B3aemonin pagy riapowxcunipusinuuis 1 Ix
TioaHanoris a plsHuMM amizoankimooOuUMK areHTaMu;

0) BMACHMTM BNAMB pisHux d¢axkropip Ha periocelexkTus-
HICTb aMmijnoankimoBaHHsd ;

B) BMBUMTH T1 xiMiusl nepeTBOpeHHA npoaykTie aminoan-
KlJoBaHHA, AK1 NPUBOAATHL A0 HOBMX NOXiAHMX mnipmMi-
IHHY ;

r) nocaiawth pisii BuauM OloakTHBHOCTI N- 1 S-amipoan-
KI1AbHUX NOX1ZHMX NipuMiAMHOBMX OCHOB AAR TOro, moO
sHalTH edeKTUBH1 npenapary.

HayxkoBa HOBHBHa poCOTHM. Bnepwe mNpoBelleHO CHCTeMATHUHE
nocainxenns Bsaemonll paagy riapoxcu(uepkanto)nipudiauuis 8
P1SHMMM aMinoankimoouuMu areHTamu, axki MicTaTh peakuidHo-
spaTHi rpynu: >CCINHCO- | >0-N-(l3-0. mo AOSBOAMAO ONEPXATH
yuMano HoBux N-, S-, O- 1 C-amijjoalkiJbHMX NOXi1IHMX nipumi-

IBMHOBHX OCHOB.

Nokasano, mo Take aMijoankimoBannf HepiZAKO NMPOXOAMTDH
O01abm HanpaBlIeHO, YMM anKimoBaHHA, a AOro periocelekTHBHICTb
CYTTEBO BalexuTh BII “xopcTKocTi" HyKAeODIABHMX UEHTPIB
cy6eTpary, OyAOBH NipuMiIMHOBOI OCHOBM, NPUPONM aMinoankimo-
OYOro areHTa Ta ymoB peakuil.

SHafAeHO, MO OAHY 3 HaRGiJabm THMNOBHX aminoankiabHMX rpyn-
ce,l-lscDNHglcma - BPYYHO BMKODMCTOBYBATH AK BaXMCHy Trpyny B
CHHTes! BaXKONOCTYNHHMX N-3-TAIKOSHAHMX MOXI1AHMX ypalumay.

BuABAE€HO, MO NPOAVKTH KOHAeHcaull ypaumay 1 N- (a-xaop -
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denawpn)aminip Jerko nepeteopiThCcA B HeBigowmi panime noxin-
H1 1-(OKcasos-4-1a)ypawany Ta 1-(r1ason-4-11)-4-Tioypawity.
Bionoriuui nnnpouyna.nua N-amifoankiabHUX NOXIJHMX ypa-
l.ﬁuv 5-QTopypawaly, THMiHYy Ta IX aHAOTiB NOKASANM HAAB-
HiCTb cepe; HMX npenapariB 8 aHTHOAACTHYHOW, plc'rp‘erymcn
Ta 1HCEKTMLMEHOO BKTUBHICTO, WO NOKABYE NEPCEKTHBHICTD noO-
myKy e(bemnnuib( 0'1'operyxa'r09m B paay CHHTeTHUHUX aHANOr1B
Hykaeosunie 3 ¢parmeHToM >N-¢-N<.

TDaKTUYHA BHAYMMICTb DOOOTH NOAATEE B po3podill npenapa-
THBHMX perioceleKTHBHMX CHHTealB Olibume 70 HOBUX N-,0-.5- 1
C-amizioanKiAbHUX NMOXIAHMX NipUMINHHOBMX OCHOB. B NpakTHKY
HYKIEOBMIIHMX CHHTe31B BBeJleHa HOBA 3axMCHa 1-OeHsolaami-
HO-2,2,2-TpuxJopeTHabHa rpyna. [JlokdsaHa nebcnexﬂmnlc'rb no-
myKy eQPeKTMBHMX G1lOperyasTopiB B DAy CHHTETHUHMX aHANOr1B
HyKaeosun1B, WO MicTATh Qparsent >N—¢-N<.

Anpodailifi po6oTH. OCHOBHI pesyAbTaTH JAOCHIJAXEHHA Lono-
Binaanch Ha XVI YkpalHcbkif kondepenull 8 opraniusol ximil
(TepHoniab, 1992 p.) a Takox Ha 111 1 IV Koudepeliliiax 3 610-
opraiiunol xiMil Ta Haproximil (Kuis, 1938'1 1991 pp.).

Ny6aikauii. To Temi mucepranil onyo.uxonéuo 9 craref.

06'eM_Ta cTpyKTYpa poboTd. luceprauifia poforTa BUKiaNe-
HA Ha 150 CTOp. MamMHONMCY 1 CKmalaeThCf 81 BCTYNY, TpHOX
riaaB, RONATKY, BMCHOBKIB 1 cnMcKy A1TepaTypu, Mo BK0YAE 181
uailMeHyBaHHs. B padoTi € 38 TaOMMib, 10 CXéM | 18 MamoHK1B.

llepwa raasa - O A1TepaTypH 3 AIK1MOBAHHA ' I'1APOKCH-
Ta Mepkanronipusinuuis. B apyrifd | i*pe‘ﬂﬂ riaBax BHKIA-
A@0THCA 1 OOrOBOPKTBCA PesyAbTATH BIACHMX AOCAIIXEHD énlno—
alK1MoBaHHA riapoxcu(uepkanto)nipuMinunis. ¥ nona'ricy mene-
Hi naHi npo Giosoriuny aKkTHBEHICTB onepxannx cnu.lyl-:
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KOHKpeTHMI# OCOOMCTMA BKNAJ AMCepTaHTa. EKCnepMMeHTAlbHA
YacTHHA poOOTH,aHanis cnexkTpalbHMX AOCAiIXeHb Ta BCTAHOBJAEH-

HA OYIIOBM CHHTE30BAHMX CIOJAYK 8po0aeHi OCOOGMCTO HNMCEpPTAHTOM.
MeToau mocaizxenHd. Jlaa Jokasy OyJOBH 6araTbOX HOBHMX

noxiaHuMx nipuMiAMHOBMX OCHOB NMPOKO BMKOPMCTOBYBAIMCh pisHi
CHHTeTHuH1 MiZXomu, a Takox pasi I4, YO, fKP3SCl, sMP'H raldc
cnektTpockonii.

11. OCHOBHI PE3YJLTATH POBOTH

11.1. AMIJIOAKIJIOBAHHA MOHO-, JIMI'IZTPOKCHIIIPMMIIMHIB
TA IX TIOAHAJIOTIB

Jlia BMBUYEHHA amifoanKkiOBAHHA HaMM BMKODMCTAH1 MOHOrinm-
poxkcunipwminueu (1-3) 1 aurinpokcunipuMizneu (4,5), mo HaBe-
nenl Huxye y BUraani 61abm BMrizHMX OKCO-(OPM:

' 0 0 0 3 0
N NH NH Nu R NH
CRL o gt
H 12} H
1 2 3 4 5

R= H,CHa; RS- H,CHa,F; Alk- CHa, (CH3)gCH.

BuGip 06’€KT1B He € BWNANKOBMM, OCKI1JbKH MK BMKODMCTO-
ByBaaH nipuMizuHOBI OCHOBM HyrleIHOBMX KucaOT 1 1X Hajinpoc-
rimi axHanoru.

fik aminoankimooyl sacoOM 3acCTOCOByBaAMCh pPilaHl o-XAOp-
ankizaMiny KapOOHOBHMX KHMCJIOT, KOTPHM NMpUTaMaHHl Takl rpaHiu-
Hi CTPyKTYpH:
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R'CH-NHCOR? ~~ R' CH-NHCOR? <~ R' CH-NHCOR2
CI CFTans (5]

R'= H,CCI3,CeHsC0; R®= H, (CH3)3C,CH30, Cells, n-CICeHa, 2-dypua.

ATOM XJOpY B LMX eJeKTPOPIJAbHMX peareHTax Iyme PYXKIMBHA,
mo OOYMOBJEHO BNAMBOM Ha 8B’f#80K C-CI HenomizeHol eaeKTpPOH-
HOI napu asory, #Ka XOu 1 BHaXOAMTHCA B KOH'orauil s KapOo-
HiAbHOO rpynoo, ale BCe X TaKkM CYTTEBO BIIMBAE HA DYyXJAMBICTh
aToMa XJOopy BHacainok a-edexty.

KpiM a-xaopankizaminiB, BHMKODHCTOBYBABCA TaKoX N-0eHB0-
laxaopaabiMit - HaAsBHYAAHO CMABHMA aMijoankimoUWA aresr.

AMinoankimopaHHd saMimeHuX nipudizMHiB npoBoAMAOCH B
Pi3HMX yMOBaXx B MPUCYTHOCT! CHMABHMX OCHOB a0 6es HUX AK MO-
KasaHo Ha cxemi 1. Y nepwomy BHDANKy Npolec Brmouae nel cra-
mill: nenpoToHyBaHHA CyGCTpaTy 1 nojaisbma Bsaemofia #oro @
spa- ab0 Sp*- LEHTPOM aM1N0aNK!JNouoro areHry. JlenpoTOHYBaH-
HA r1ApoKcH(MepkanTo)nipuMiaMHiBE NpUBONMTL AO YTBODPEHHA Me-
BOMEpHMX aHioHiB, Hanpuxkaan:

e P G

B= NaOH,EtsN; X~ 0,S.

Xoya B UMX MeBOMEpPHMX aHloHaX € Klabka peakuifHMX LeHT-
piB, IXx auijoanxkimoBaHHa - Glabm HanpaBJaeHud mpolec, Hix ax-
KlmoBaHHA, fAKe OyJo noOpe BMBYEHO pasime.

OcHoeHl ¢aKTopH, mMO KOHTPOMGTb HANPAMOK TAKOro® amifo-
alK1MOBaHHA: CTPYKTypa NipuMiIAMHOBO! OCHOBM, "XOpCTKiCTB"
HyKieopl AbHUX LEeHTPIB B MNPOMIXHMX aMOiJIeHTHUX cyOcTparTax,
NPUPONA &M1NOANKINGONOrO 8reHTy, & TAKOK YMOBH  ‘peaiil.



Cxema 1
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R-H ,CHy 3 R'=H,CCl, CeHSCO; g* =M, (€HY,C CeHs,
wCECH,  2-cpypun

Cnocolu amigoaakinrebamma:
A : R'CHCENHCOR? NaOH, (CHy),C=0/H,0, 0°C;
B : R'CHCINHCOR® | Et,N , CHyCN, 20%C
B : CCLCH=NGCOPh, CH\CN , 20C
[ CCRCHCRNHCOPh, EtyN , CHyCN , 80°C
D CCLLH=NCOPh, CHCN , BO°C.
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flk mokasaHo Ha cxeMax 1,2, adijoankimoBaHHf paay Tria-
pmccunipmunnin (1,2,4,5) nNpoXomWTh 3a YyyacTO BI1JHOCHO
"M’ AKMX" ueHTpPiB N-1 1 N-3, a BianoBigni O-samimexi noxinmni
BOBCIM He YTBOPIOTHCA HeSBAMANUM HA BHAUHMA BKAAN I'PAHAUHMX
CTPYKTYD 8 aHIOHHMM 3apAlIOM Ha aToMl KMCHO. PasoM a8 THM NpH
BBefleHH]1 ankiabHuX 3SaMiCHMKIB B noJoxeHHa 2 nipuMiauHOBOrO
K1AbLIA MOXHA JOOMTHCS YTBOpPEHHA O-aMmifoalKiJbHMX TNOXI1JHHX
BHacJa 110K eupamaﬂ.ua 060X cycinHix N-HykneoplJbHMX LEHTP1B
(auB.nepeTBOpeHHa 2 — 8 1 3 — 9 Ha cxeml 1). PiaHuA Hanpa-
MOK nepeTBopetb 3 — 6 1 3 — O OOyMOBJAE€HHMA, OYEBHIHO, Tep-
MOIMHAMIUHUM Ta KIHETHUHMM KOHTPOJEM.

llikaBo, mo npH adinoankimopaHHi ypalmay Ta AOro aHamo-
ris (4) B M'akux ysmoBax Oepe yuacTb TiJAbKM LeHTPp N-1, a B
MOPCTKMX yMOBaXx - LeHTpH N-1 Ta N-3 (AMB.nepeTBopeHHs 411
i1 4 - 12 Ha cxemi 2). MomaMBO, MO Yy ANPYroMy BHNaiKy asimo-
alKkimowyMMH areHTaMM € He N-1,2,2,2-TeTpaxiopeTuwiamizu, a
pianoBiani N-auuaxaopanbiminu. Ockiabku uLeHTp N-1 Oiabm pe-
axkuiAHosAaTHUA, TO AAA BBEJIeHHA aMilOoANKiJbHMX rpyn BHKIOUHO
B NOAOXEHHA 3 ypalmay cain OJOKYBATH NOJOXEHHA 1 3a JIONOMO-
ro saxMcHol rpynd ado BHKOPHCTOBYBATH eKpaHywuuil edekT am-
KlabHOrO samicHMKA B nojoxeHHl 6 KiAbUA (AMB. NepeTBOPEHHA
4 =13 - 14 - 151 5 — 16 Ha cxeul 2).

SayBamxumo, mo aminoankimopanna 2- 1 4-mepkanrtonipuminn-
HiB CYTTEBO BiAPISHAETBCA BiA 1X T'iAPOKCHAHANOT1B, OCKLAbKH
TOPKAETbCA BUKMOYHO HadOlabm "M’ AKOro"  S-HykieodlabHoro
LeHTpy.

Blabm ckaanHo BBaeMoAle 8 aMiJioAEKiIOUHMM  AreHTaMH
2-Tioypaumn (auB. cxewmy 3). Moro aminocanxkimoBasnfs B pisHMX
YMOBaX NPHBOAKTL MO YTBOpeHHA N-,5- Ta O-3aMimeHMX NOXiJHMX.



Cxema 2
lf! 2 RS R Ce
Reunwmeod” Y] NH  ccegtnnmconrn
A /LO r
2]
4
s 0 _ e ety
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H
5 16

R'=H ccchphco 5 R'=H, (CHyC, CH,0, CHs, n-CeCeHy,
2-cpypun; R3=H,F,CHy .

Cnocodbu amigoaakinrobamna:
A: R'CHCENHCOR®, NaOHM, (CH3),C0/H,0, 0°C;
M: CCR3CHCENHCOAr, EtyN, CHyCN, 80°C.
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Cxema 3
0
2
CeCHNHCOR (M) ' NH  RoucenucoR? (1)
/L R #H
R=H R=H,CHy
n(u-n). 18 (R=CHy)
o o g
ce : 8
NH ~CHNHCOR
l /L cettunmcor*(®) || i 3
N S R NN-TS
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19 &0
!
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e
CCEEHNHCOR" (8)
(:::l3 T cce,
0-CHNHCOR? : O— CHNHCOR?
fN ceey P N cce,
RAL A sbunncod RAGN A SENHCOR?
e
-
R=H,CHy; R'm=H,cCl CHgCO; n'.—.u,(eu,),c,cu,o,cﬁus_
N-CLCHy , 2-9Pypun,

CnocoBu ami goaautnm&am.l:

A: acucmucoa' NaOH, (CHy),C=0/Hs0 0%,
B : R'CHCENHCOR?, EtyN, CH;CN, 20°C.
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B onnux 1 TMx xe ymoBax npu 0°C B npucyTHocTi riapokcuny
HaTpio N-xaopMeTHnGeHsaMmill Rae npoayKT N-1 aminoankimoBaHHA
2-Tioypauuay, a Bci 1Hmi o-Xaopankiiamiau - npoaykTu N-3 sa-
Mimenss. Ilpu npoBeneHHi npoleccy B OeaBONHMX YMOBAX B MpH-.

CYTHOCT1 TpHeTHIaMiHY Jerko yTBOPOOTbCA S-,0-aminoankiabHi - :

noxiani (23), AK nokasaHo Ha cxemi 3.

NiaxoM MOMNMBO, WO PIiSHMUA B HANpAMKY NepeTBOpPeHb 17 -
18 1 17 -- 20 syMoBJeHA yyacT B npoueci pisHux 3a peaxuii-
HOO 3naTHicTo amijzoanxkimoiouuMx aredtiB: xaopserwnaminis 1
N-awpaniminis. |

BBenenna B noioxeHHa 6 Tioypaumay MeTHAbHOI rpynW  ami-
HIOE HANPAMOK aMiZOAIK]JOBAHKA Ta NPUBOAWTH A0 YTBOPEHHA NMpO-
AyKTiB S5-,0-saMimenns.

Otxe periocedekTUBHicTh HywkieodimbHux ueHTpiB B Tioypa-
wani 1 doro romoaosi no BiAHOmEHHO NO aMiNOANKiMOKYMX ares-
TiB nposBageTbCA B MeHmiA Mipi, Hix B ypawmai. :

Bynoey npoayxTie N- Ta O-amijoankimopasHa Baasocs Jo-
BECTM 3a JONOMOrol CeKTpis SMP'3C, B sKux 3sauHo poapisns-
OTbCA XiM3CYBM CcMrsaniB 8. B rpynax —0-(.:I-I-N< (81-82 M.1n.) 1
N-CH-N¢  (65-70 m.2.), (ams. cnoayku 9,23 Ta 7,8,19,20 Ka
cxemax 1,3).

Ina N-3-noxinuux ypawsay (15,16) ra Tioypausny (20) B
Yo cnexkrpax npu nizayxyBaHH1 cnocTepiraeThcs XapakTepHe Oa-
TOXpOMHE 3MIMEHHA AOBrOXBWABOBOTO MaKCHMyMy MOrJAKHAHHA. Take
sMimenHs BiZcyTHE aas onoayk (11,19), mo uoroménca 3
N-1-samimennam. Hapemri, ocHOBHMM KpuTepiew BiaHeceHHs cno-
ayk (23) no rioabHol CTPYKTYpPH € BelWuMHM XIM3CyBiB cHrsanis
3c-2 B cnekrpax SMP13C (157-168 M.A. Aas =C-SR Ta 175-178 °
M.0. paa >C=S).
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11.2. NEPETBOPEHHA N-AMIZIOAJIK LJIGHMX TIOX1IHUX YPAIAILY
TA FAOTr0 AHAJCTIB

Npu mocaimsenni riapoaitTuunol crifdkocti N-aminoankiab-
HMX NOX1AHMX ypawany OyJO 3HaMleHO,mO BOHH CTifK1 B KHCJAOMY
cepemoBMmi 1 Jerxko rizponiayoTbCs AyraMM. 3 UMM NOB’A3aHa
BaxinBa nepesara amifoadkiJbHMX Trpyn nepel aikiabHuMh. [lepmi
8 HMX He T1JBKM Jefleo BBONATHCA B NipuMiAMHOB1 OCHOBM, ane R
Aerxko BiamenmooTbcs, WO € XaDAKTEPHO  AJA anKigbHMX sa-
MICHMK 1B , TOMy HaM BAANOCA BHKODHCTATHM ONHY 8 THNOBHX adimo-
ankiapHuMx rpyn - Wla — K 3aXxMcHy B cCuHTesl
N-3-raiKoBMAHHX MOXINHMX ypalmay. <

o -0
(\m RcGlube- (kn-smu

N /‘LD Bt /LO
CCREHNHCOPH

N
cce. COPh
B ‘W AcO
N-Glu Br
AceGluBr: [ o
N0 AcO
w OAfc

N-AMinoankiasii noxizni ypawwany - peaxuifHo spathl cno-
AyKM, §K1 BMABMAMCH NPHAATHMMM IS Nomaasmol Ximiurol MOAM-
dikaull B umkaiysomy 1 awakaiyromy dparsentax. Ilpw oGpo6ui
cnoayku (11) TiOHiAXJOPUAOM B NPUCYTHOCTI ﬁmrmmpumixv
YTBOPIETHCA noAileHTpoBUA edexkTpodlabHuA pearent (26), AKHA
no pisHody Bsaemollie 3 O- 1 N-Hykneopinamu (mMB. cxewmy 4).

BiamMinnicTb peaxuimHol sgaTHOCT1 eaeKTpOYIAbHMX LEHTPIB
crnoayki (26) NpoABASETbCA TAKOX B KOHAeHcauisx 3l caabuMu Ta
CHAbHMMM OCHOBamMM (AMB. nepeTBOpeHHA 26——29, 26— 30 1 26
—— 32). Tax, 3 aHlalHOM NPOXONMTH 3aMimeHHA TiJAbKM ORHOrO
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aroMa XJopy B mnoaoxeHHl 4 kKiabusa, a npu Bsaemonil a meTHaa-
ToM HaTpino Ta mopdoniHOM BaMimynThCA OOMIBA aToMM XJaopy. Ta-
Ke saMimeHHs CyNnpOBOAXYETHCH JeripoOXJopyBaHHAM 1 yTBOPEHHAM
cnoayk (29,32), mO AOBENEHO Ba JIONOMOroK creKTpis FMPIH 1

13¢, a rakox SKP3SCI,

11.3. TETEPOIMKAIBANIT TPOIYKTIB KOHHOEHCAII] YPAIWLY TA
TIOYPAIMWIY 3 N-o- XJIOPOEHAIDUIBEHSAM 1 JIOM

NponykT Bsaemonll ypaumay 3 N-o-xJopdeHauuaGeHsaminoM
BHABMBCA UIKABMM OO°EKTOM NI CHMHTeBY HOBMX 1-a30J1JAbHMX NO-
X1AHHX NipWMiinHy, #AK1 YTBODOITHCA npil 006podii . cnoayku (11)
TiOH1AXAOpKMAOM ab0 nenTaxacpuuom docpopy (mmB. cxemy 5). ¥
nepmoMy BHMNAlKy YTBOPOETbCA cydim cnoayk (33) 1 (34). Aromu
xaopy B cnoayui (34) nposBasnTb piaHy peakiifiHy sHaTHICTb no
BinHOWeHHO A0 Hykneodiais (auB. nepeTeopenHs 34 — 37). Bap-
T0o BiaMiTMTH Taxox JerkicTb rizpoaisy pearenTy (34) Ta BHMCO-
Ky riapoaiTuuny crabiabhicTb cnoayku (33).

N-3-AMinoankiabHe noxiame 2-rtioypawmny (20) npu Ail
nenracyabdiny focopy UMKNIBYETLCA Takud Xe UMHOM, fAK 1 Woro
ananor (11).

PasoM 3 THM SHaAleHO me OfMH THN reTepolmKkaisauii no-
N10HMX peareHTiB:

o]
_Eunucoc(cu‘}, 2 EtyN f\N__J[NHCOC(CHg,
‘ ————
u/LS N SR .N)\ﬁ ce
20 42

Bynoea cnoayk  (33-42) pnoGpe nNOroAxyeTbCa B8 JAHUMM
cnexrpis IIMP.
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11.4. BIOQJOT'IYHA AKTMBHICTH N-AMIZIOAIKIJBHMX — TOXIZTHMX
I' IZIPOKCHITI PUMITIMH 1B

B pesyabTari TecTyBaHHf PAAly NpOAYKTIB aMizoamkimoBaxHs
rinpokcu (mepkanto)nipmviaunip Ha pisnil Buau Gioperyasuil no-
KABaHO, MO Cepell HUX € npenapaTH 8 BHCOKOW abo NMOMITHOO ak-
THBHICTO. Tak, nocaizaxeHHs noximeux S-@ropypauuiy saraibiol
Gopmyau:

1
CCE CHHNHCOR

B Onxoxoriunomy leHTpl Pocificbkol AxazeMil MemWuHMX Hayk mo-
Kasano, mo IX aHTHOAACTHUHA AKTMBHICTD CYTTEBO BanexuTs Bin
NPHPONH AlMIBHOrO BamMmKy 1 SMEHNYETHCA B pamy:

R=2-gypua >> denin >> Tper.-OyTHa.
Nepmwi 8 wuMX nMpenaparis BMABMBCA RanGiabm akTHBHMM 1 BlaHO-
CHTBCH JIO TPYNH anTHMeTaboaiTiB, Akl OyAyYd CTPYKTYPHHMH
asagoramM¥ nipuMiAMHOBMX OCHOB HYKHETHOBMX KHCIOT TOPMO3ATH
picT 1 posBHTOK KAITHH MyXIAMHH.

AMOBIPHO, MO B LBOMY 'upenapa'rl aKTHBHON UYaCTHHOKN MOJEKy-
au € 5-gropypauman, KOTDHA YTBODOETHCH MpH .NMHTETHBHOW
rizpoaisi dparmenta )N—il:—rk. NikaBo, WO MpW samimenni 2-Qy-
PHABHOrO 3aIMmKy Ha ankiabel uM apwibHi pagmkand anTHOAaC-
TWYHA aKTHBHICTh pisko namae, HesBaxawud Ha Te, mo uil cnoay-
KM MaOTb Yy CBOEMY ckiasi 5-@ropypaimibHHi (parsmenT. OTxe
CTPYKTYpa amijoasxiabHOro 3anMmky CYTTEBO BNAMBAE HA 3jaT-
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HiCTb TpaHCNOpPTY Npenapary A0 NYXAWKW, WO BACAYrOBYe MNOAANb-
WOr0o BMBYEHHA.
Cepen N-3-amipoanxiabuux noxiauux 4-riapokcu-6-msernani-
PUMiMHY, THOY

9 cep,
CHy - CHNHCOR

IN)

AocAiixeRMX KaHn.Gloa.Hayk Bopemkos B.K., Baamoch BHalTH
ACKpaeo amuuﬂ iuridirop pocry pocaun (R- n-CICegHq), KoOT-
pHil Ha NpOPOCTKAX nmehull, KBacoal Ta KYKYpyAsH Ale 8HAUHO
6iabw edexkTHRHO HiX eTanoHHMR npenapar - riapasua sanelHosol
KHCIOTH.

Pasod 8 TuM neBH1 N-1-amioankiabhi noxizui ypauuay sa.a-,
HHMW |, KaHZl.O61oa. Hayk JlauuHol X.C. NposBAANTb BHCOKY 1HCEKTH-
UMTHY AKTHBHICTh NPOTH PHCOBOTO AOBIOHOCHKA. BOHM HE NMOCTY-
naoThca y uboMy BMAl OlocakTuBHOCT! XJopodocy, ame BHaYHO
MEHI TOKCWUYHI JAA TenAoOKpPOBHMX. Jlaa HuMX LDsg > 3000 Mr/kr, a
aas xaopodocy LDsg = 560 mr/kr).

He BHKMOUEHO, WO NeCTHULMAHL Ta picTperymaoyl BAACTHBOC-
T WX npenaparTis oOyMOBAeH! BAANMM NOENHAHHAM I'iapoxcunipu-
M1/IMHOBOTO Ta NONIXAOPANK]AaMiHOPO (PArMeHTiB.

BusBaeHHA BHCOKOI 1| pisHomaniThOol GloakTuBHOCTI Ccepexn
NpoOAYKTiB aMijoankimoBaHHf IiApPOKCHNIpUMIAMHIB BKasye Ha
NepcnexkTHBHICTh nomyky eGeKTHBHMX OloperyisTopiB B pPaly CHH-
TETHUYHMX AHANOT1B HYKHNeOBMA1B 3 (QparmeHTOM >H-(:3-N<.



= e
I11. BHMCHOBKH

1. llpoBeneHo cucTeMaTHuHe JociizmeHHs B3aewmonil papy
rinpokcu(mepranto)nipuMiauuip 3 planuvu  aminoankimowunMu
areHTaMM, mo MicTATh peakuidHosmaTHl (parmeHTH: )001-"1!—9—0
1 >0—N—t.:-0. S'ﬁmwo. MO HANPAMOK TaKoro amioankiJOBAHHA
CYTTEBO BaNexuTb Bin npupoau HykaeodiasHoro cyécrpary, Oyao-
BM amijoankiabHoro pearéuw Ta YyMOB peaxilil. B panl sunaaxis
led npouec € Glabm perioceJeKTHBHMM, HIiX aikimoBaHHA.

2. BcraHoBaeHo, mo amipmoankimoBanHa 2- 1 4-riapokcuni-
puMinueiB, Ha BiaMiHy Bia aakimoBaHH#A, upoxbnnrb Glabm peri-
OCEJEeKTHBHO 8 YUyacT BIJIHOCHO "M’ AKMX'™ HYKA€ODIAbLHMX LEHTPiB
N-1 Ta N-3 BiAnNOBiZHO. PasoM 8 THM IX T10AHANOTM HAKTH Tilb-
KH S-saMmimeHi NPOAYKTH.

3. 3HallleHO YMOBHM, T0IpH AKMX asijoankiwBaHHs ypawmay,
5-¢ropypaumny Ta THMIHY MOMHA 3AIACHMTH 8 yyacTi LeHTpY N-1
abo N-3. JlnA BBeleHHA aMiJoaJKiJAbHMX IpPyn BHKIOYHO B MOJO-
XeHHA 3 noTpiOHO OAOKyBATH LEHTP N-1 3a JONOMOron B8aXMCHMX
rpyn abo BMKOPHCTATH eKpaHyouud edeKT saMicHMKA B NOJOXeHH
6 ypaluMIbHOrO KiAbLA.

4. lokasaHo, MmO OfHA 3 HaWGiJbm TMNOBMX amijoa’nkinbHHX
rpyn = Ptmﬂl-lglmla ~ He T1XBKH JerKo BBOAMTBCA B NOJOXEHHA
1 ypauuny, ane # Ges TpyasomiB BimmenmoeTbcs npu i1 amiaky.
ToMy 11 Bnepme BAANOCA BMKOPHCTATH AK BPYUHY BaXWCHY Tpyny B
CHHTe31 BaXKONOCTYNHMX N-3-rAiKOSMIHMX MOX1AHMX ypaipany.

5. 3Hazeso, mo oOpoGKa ypauuny N-1,2,2,2-TeTpaxiopue-
THAGEeH3aMizoM, a NoTiM TI1OHIAXAODHAOM NPHBOAWTL JAO HOBOrO

“NHB v, B, Cregars
} HB iu. B. Credaunxa |

AH .‘y’gpaﬁ_m
M
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noxiaworo 2-riipoKCH-4-xXaopnipuMiaudy, SAKHA MICTHTL B NOXO-
xenui 1 peaxuidnospariuh gparment CCI3C~-NCHCIPh aparmit ceo-
epiaio wmoaudikysaTuca npd ail piseux O- 1 N-mykneodiais.

6. llokasano, WO NMPOAYKTH KOHAeHcailll ypauuay Ta Tioypa-
wHay 8 N-o-xaoppeHammadensaMi oM Jerko KOHAEHCYOTHCA Npd Ail
TIOH1AXAOpHLY a00 menracyabdiny docdopy 8 yTBOpemHAM N-1- Ta
N-3-280A1bHAX NOX1AHAX N1PHMIIMHOBMX OCHOB, K1 B CTDYKTYp-
HOMY. BARHORHH1 NOA1GHL Ha. $Topadyp.

7. Cepel N-amizcaakiibHMX NOXiAHMX ypaumay, 5-¢ropypa-
unay, THMiHY Ta 4~r1_4pomu-ﬁ—uerm1pmimy sHaAfieHl npena-
paTi 8 mnu;acrmum. 1HCEKTHUMAHOD | PICTPEryJoouoo aKTHB-
HicTO, WO CTUMyJwe iHTepec MO 1X MOAANLEOrO BMBYEHHA.



- 49 -
1V. CIMCOK OIYBJIKOBAHMX HAYKOBMX TPAIL MO TEMI IMCEPTANII

1. Xyropa B.M., Kmouxko C.B., lpukasumxosa J.7., Jlpay B.C./
AMHIIOAIKHAMPOBaHHE ypallMla W ero asanoros//JIAH YCCP. -
1980.-N12.-C. 42-44.

2. XyroBa B.M., Kmouko C.B., Npuxasuukosa J.II. /AMMAO.JIKWAH -
poBaHHe MUPMMUIMHOBHX OCHOBAHMA HYKJIEMHOBHX KMcaoT//XI'C.-
1991.- N4.-C.512-515. -

3. lpukasymkoa J.II., Xyroea B.M., Kmouko C.B. u 1ap./

HayueHne UMTOTOKCHUECKMX W TNPOTHBOONYXOMEBHX CBOACTB
N- aMMIOAIKWABHHX MPOWM3BOAHHX I'MAPOKCHIMPUMUANHOB//CO.DAB.
-1991. -Bun. 23.-C. 37-39.
4. Xyrosa B.M., Jlauusa X.C., Kmouko C.B., Npukasuuxosa N.11.,

NoroMaperko C.I1. /TleCTHUMOHAA AKTHBHOCTD N- aMMIAOANKHJIbHBX

NpPOMSBOAHHX ypalMaa, THMMHA M UMTOsMHA//CO.ODAB.-1992.-
BuNn.24.-C.61-64.
5. Kmouxko C.B., XyroBa B.M., Poxenxko A.B. u 1p./B3aaumonef -
TBMe 2-THOypalumaa c 1,2,2,2-TeTpaxJdOpsTHAAMHIaMH KapOOHO-
BHX KHMCAOT//XI'C.-1992.-N1.-C.95-100.
6. Xyroea B.M.,Kmouko C.B.,PosaHerko E.A. ,llpukasuuxosa J.II.,

Ipay B.C./lipeBpamenya N-aMUIOANKMAbHHX MPOM3BOAHHX YypalM-

Aa//YKD. X¥M. XypH. -1992. -T.58,N5. -C. 425-429.

7. Xywopa B.M., Kmouko C.B., lpuxkasuuxosa J.II., Jpay B.C./
leTepOLMKAKW3ALUMM HA OCHOBE 1-[6eH30uA(6eH30UNAMUHO)Me-
THAlypauuaa//YKp. XMM. XypH. -1993. -T.59,N10. -C. 1067-1070.

8. lpuxkasyuxopa J.01., PuOueHko J.M., Kmouko C.B., IMpoxeH-
Ko B.B., Jlpau B.C./BsauMolefiCTBHe 2- M 4-TMAPOKCHITMDHMH-
AMHOB C N-1,2,2,2-TeTpaxAOpSTHAaMHaMM KApOOHOBHX KM -
cloT// XI'C.-1994.-N10.-C. 1424-1428.

9. Kmouxko C.B., Xyroea B.M., llpuxasuyuxora J.II./AMMIOANKHAM-

poBaHHe 2- W 4-mepkanTo- W 2,4-AWMEepPKaNTONMPUMUIKHOB/ /
XI'C.-1884.-N9.-C.1234-1238.



- 20 -
Kmouko C.B. AMMIOANKMAMPOBAHME TI'HJIPOKCH- W MEPKANTONU-
PHMHUAMHOB.

JuccepraiMi HA COMCKaHMe YYEHOR CTelNeHM KAHAMAATA XHMH-
YeCKHMX HayK no cneuxaibHocTd 02.00.10 - GHoOpraHWyeckasa Xu-
MUA, XUMHA NPHPOAHEX W QU3HONOrWYECKM AKTHBHHX BewecTB. HH-
CTHTYT OMOOPraiM4ecKod XWMMM M Hedrexumuu HAH YKpauhu, Kues,
1995,

SamMuaeTcis 9 HayuyHhX paboT, KOTOpHE COJepxaT JaHHhe o
CHCTEMATHUECKOM MCCIElOBAHMM peaKliMM aMMAOAAKMAMPOBAHMA IMA-
POKCH (MEPKANTO) NHPMMHAKKHOB., YCTAHOBAEHO, YTO AMMAOANKWAMPO-
BaHWe T'HIPOKCHNMPUMWAMHOB NPOTEKaeT perMoceleKTHBHO MO aTo-
MaMm asota. Mx THOAHAJOrH AMMAOAIKMAMDYITCH MCKIKYMTEIbHO NO
S-HyKIeoQMABHOMY LeHTpY. HadzeHO, YTO AMMIOANKMALHYI rpynny
MOXHO HMCMOJAbS0BATb KAK BallUTHYN B CHHTEese TPYAHOROCTYMHLIX
N-3-TAMKOSUAHHX NPOUSBOAHWX ypaluaa. N-AMHUIOANKWAbHHE NPOHS-
BOMIHNWE YpalMla M ero aHaloroB yaaloCch WNHMPOKO MCNOJLBOBATH
NAA CHHTE38 MHOI'MX HOBHX WHKuuouaxbuoaaueneuﬂux NTUPUMHIIHHO-
BHX OCHOBAHWH.

Klyuchko S5.V. Amidoalkylation.of hydroxy- and mercapto-
pyrimidines.

Dissertation has been presented for the receiving the
degree of the Candidate of Sciences (Chemistry).Speciality
1s 02.00,10. - Biloorganic chemistry, chemistry of Natural
Substances. Institute of Bloorganic Chemistry and Petroche-
mistry of National Academy of Sciences of Ukraine,Kiev,1995.

9 Scientific works, which contain the information about
investigation of reaction of amidoalkylation hydroxy(merkap-
to)pyrimidines. It has been established, that amidoalkyla-
tion of hydroxypyrimidines go selected on atoms of nitrogen.
Thelir thioanaloges have been amidoalkylate only on S-nucleo-
filic centre. It was found, that amidoalkylic group could
be used as a protective group for synthesis of hard acces-
sible N- 3-derlvatlves of the uracil. It was showed synthetic

posslbllllt.y of use of N-amidoalkylic derivatives of uracil
and its analoges.

Kmoyoei caoBa: rinpoxcunipuMiaun, ypauma, sepkanTonipumi-

IMH, aMinoankimoBaHHA.
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