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3AAJIBHA XAPAKTEPNCTHKA POBOTH

AxryaneHicre pofcTh, 3nawne Micue B opraxivwil XiMii 3aliMaloTs XiHOHH.
Crionyxu nporo ki1acy BHKNHKAIOTS iHTepec 3aBasaxu (isionmoriummm, XiMivauM Ta
(izHKO-XiMIYHHM BIACTHBOCTAM XiHOHOBOrO (yparMenTa, 30Kpema 31aTHICTIO 110
3BOPOTHBOrO OKHCICHHS-BITHOBJICHHS, WO 3YMOBMIOE PISHOMAHITHY BHCOKY
Gionoriuny axkTHBHiCTS noximuux | 4-XiHOHiB, cepenl sKMX HaiiGimbm
NEPCHEKTHRHMMH € AMIHOKHCIOTHI MOXiHi. ‘

Mpore noximmi 14-xiHoHiB, mo MicTATS aMiHOKMCTOTHMA (parmenT
BHMAraloTh MOJANBUIOrO BHBYEHHA. 30KpeMa ‘BBENCHHA MAKDPOLMKITITHHX
(parmenTis B Wi noxiaui no3sonse HamatH iM ioHOpOpPHMX BracTHBOCTEH i
NONETIUNTA MPOMMKHERHS Kpidb Gionoriumi MemGpamm=OKpeMiHM HATPAMKOM
naHoi muceprauifinoi poborn Gyno eBeneHHs TiOCYMb(HOHATHHX PparmeHTiB, mo
Hapae iM HoBmx OGionoriummx BmacTmBocTel, ockimeku Tioedipn Bimomi sx
aHanord npupomHux antubioTmkie | MalOTs HamIBHYANiHO  BHCOKY
bynribakrepHiaHy aKTHBHICTS.

AminoanxingocoHoBi KHCIOTH TakOXK BiOMi AK CNONYKH 3 UiKABHMMH
XiMIYHMMM B/IACTHBOCTSMM Ta pisHOMaHiTHOWI Gionoriusoin axTHBHiCTIO. ToMy,
6es cymHiBy, MOETHAHHA B ol Moftexym kimbkox QyHkuit, 3okpema
XiHOHOBOTO (JPArMEHTY T4 JATHIIKY AMIHOKHCIOTH MAIOTh BAXIIMBE IHAYEHHS K
3 TEOPETHYHOI, TakK i 3 NPAKTHYHOI TOYOK 30DY.

Jlana pobGora BHKOHAHAE Y BINOBINHOCTI 3 MEPKABHHMMH HAYKOBO-
TexHiTHAMH nporpamamu 03.06 "Hosi exonoriuso Gesneuni mixysansri 3acobn”,
7.03.01 “"HoBi peOBMHM TA MATepianM  MAJOTOHAXHOrO  XiMiYHOTO
papobunuTea”, 1.02 "CreopenHs, BHB4CHHA Ta BMPOBAMKEHHA B MPAKTHKY
OXOpPOHH 3mopoB's YkpaiHH roctpo Heolximmux nixapcekux 3acobis”, mo €
NiATBEPIKEHHAM AKTYANSHOCTI TA NEPCTICKTHBHOCTI JAHKX JOCITIIKEHD.

Mera poboth, Cnnres, BuBueHHA (Piznko-xiMiurmx Ta Giomoriunmx snacta-
BOCTEH aMIHOKHCIOTHHX Ta aMminoanxinpocporosnx noximanx 1,4-nadroxinony,
a TAKOXK MOXLAHMX, IO MICTATE TiOCYNb(HOHATHI T4 MAKPOLMKNIYHI Qparluemn,
BHBUCHHA MOX/THBOCTER MPAKTHYHOIO 3aCTOCYBAHHA OICPXKAHHX CIOMYK.

~ Hayxopa mopuina, Brepme nerampno mocmimxeno nepeSir peasuif 2,3-
maxnopo-1,4-uadroxinony 3 aminoxucroTamH Ta epipamu amisodocdorosix
KHCIIOT, SIKi rrpmm no nmmeum mny xnopa Ha mnotuc:ronmﬁ
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sammok. [Tokazano, mo A 3aMiHH aTOMa XIOPY B AMIHOKHCIOTHHX MOXiIHHX
neobxigHo0 ymoBoWw € ix N-auwmoBaHHA, IO Bede N0 NEPEpO3NOAITY
€N1eKTPOHHOI I'YCTHHHM B CHCTeMi CIPSUKEHHS i HAZae PyXOMOCTI aTomy -Xnopa B
peakuiax HykneohimbHOro 3aMilmes s, . .

Meromonm HKmiYHOl BOMLTAMITEPOMETPIl DOCTIIKEHO eleKTpoXiMiyni Brac-
tueocti N-jamimennx 2-(R)amino-3-xnopo-1,4-sadroxinoHis. Beranopnennit me-
XaHilM enexTpoxiMiuHoro BigHoBieHHA N-zamimennx 2-(R)amino-3-xmopo-1,4-
Ha(TOXIHONIB B AMPOTOHHHHMX CEPENOBHIIAX 3 YTBOPEHHAM aHIOH-DAIMKANY Ta
IIAHIOH-PAIMKANY, AKHI B MOJANBIIOMY XiMiTHO rpancq:opuye;sa 3 BiIen/ex-
HAM XJIOPUI-aHIOHY; HA OCHOBI IHMX UMKTIYHHX BOLSTAMIIEPOrPaM 3aMPOTHO30-
BaHO piBeHb AHTHOKCHIAHTHOI AKTHBHOCTI, AKi MiITBEPAHIINCH EKCIIEPHMEHTAh-
HO. : Vs - .
Preneno ¢parment asakpayH-ehipy B aMmiHOokMonorHi moximmi  Ta
BCTAHOBJIEHA HalbiMbm ONTHMATLHA MPOCTOPOBA KOHPOpPMALiA KpayH-edipHux
MOXiTHUX AMIHO-KHCTIOTHIX HaTOXiHOHIB HA OCHOBi iX KBAHTOBOXiMiUHMX
po3paxynris B Habmaxensi MMP 2 3 orrmuimﬂao reomerpii.

3nificnena exjoumknina GyHKWORAMINANIA AMIHOKMCIIOTHUMH 3aNHINKAMH
CHAOLMKIIYHMX KpayH-edipis, mo Mictats HadToXinoHOBMH Qparment. Berasos-
JIEHO B3AEMO3B'IIOK MiX AEAKHMH BHIAMH Gi0ONOriuHOI AKTHBHOCTI (pynriummoi,
Gaxrepnunanoi, picrperymolovoi) Ta Gynosoio naq;rroxiﬁonom MOJIEKYIL.

IlpakTHyHa ninmgicTe, Po3poGeni mpocti Ta Hamjiifi npenapaTHsHi METOMH-
KK OZIEPKAHHSA NOXIXHKX 1,4-HAdTOXIHOHY, IO MICTHTH pisHomasiTHI Gionoriuno-
4KTHBHI (parMeHTH, IO JAE MOXJIMBICTE 3AIACHUTH UiNeCNpAMOBaHH CHATES
HOBHX eKONOrivHO Geaneunmx GioIoNiYHO-aKTHBHHX CIIONYK.

Beranousieno, mo amMinekHCAOTHI MOXinHi 3 Tiocyns(oraTaMM parMeHTom
Ta erepudiroBani AMIHOKMCIOTHI MOXiIHI MAOTh PISHOMAHITHY BHCOKY
BionOriMHY AKTHBHICT NMPH HU3BKIN a00 cepenHili TOKCHYHOCTI, IO MOIBONIE
ABaXaTH IX ekosoriyHo Oesneymiimu mectnummamu. [lposemexi posmmpeni
BHUNPODyBaHHA AMIHOKMCIOTHHX NOXimHHX 1,4-HadTOXiHOHY HA KapmLOTPOMHY
UKTHBHICTH | OTPMMAHO MO3UTHBHI PE3YALTATH.

Cepen CHMHTE30BAHMX XIHOHOBHX MOXiTHMX nunn:-teno AKTHBHI NECTHUMIM TA
CEPUEROCY MK MPenapaTH. .

AnpoGania__pobotd, OcvoBri pesymsTath pobGOTH  AONOBIDAMMCE Ha
Haywosiit koudepeiu "Tpobaemn opraniunoro cuureay” (Jlpnis, 1994), wa
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Yxpaincekifi Kon(pepenuii 3 oprasigsoi ximil (Xapkis, 1995), Ha MixHaponmiii
HAYKOBO-TeXHiuHii  koH(epenuii "PossHTOK Texmiumoi ximii B Vkpaini"
(Xapxis,1995) Ta RaykoBo-TeXHiYHHX KoH(epenuiax JepkaBHOro yHiBEpCHTETY
“JispiBcbka momiTexwika" B 1990-1996 pp.

My6nikauii, 32 marepianamn mucepranii ony6nikosaHo 7 APYKOBAHAX poﬁrr.
MOZAHA 3a4BKA HA NATeHT YKpaiHu, :

QcoburTHil BHECOK [HCEPTaHTA MOMATaE B MPOBEAEHHI eKCIEPAMEHTANLHITX
pocmimkens, obpo6mi oTpHMaHMX pesynsTaTis, (OPMYMOBAHHI OCHOBHHX
TOIOXKEHD TA BHCHOBKIB HcepTaiiiinoi poborn. .

O6'em poborn, [uceprauifina pobora nmane!ﬂ Ha 138 cropinkax
MALIHHONMCHOrO TEKCTY, CKNANAETBCA 3 BCTYmy, 7 rﬂan. BHCHOBKIB, CITHCKY
UMTOBAHO] JITEPaTypH, MO cKIagacThea 3 160 Haﬁumynaus Ta AONATKA, MICTHTB
17 Mamonkis Ta 21 Tabmas,

OCHOBHMI1 3MICT POBOTH

CUHTE3 AMIHOKHMCJIOTHUX TA AMIHOAJIKIJI®OC®OHOBUX
MOXIAHUX 1,4-HA®TOXIHOHA.

Mosxomsicts xnoponoximuax 1,4-sHadroxinony BeTymaTtH B peakuii 3a
Yy4acTi0O BiHUIbHAX peaKiifHHX LEHTPIB A03BONSE CKOHCTPYIOBATH XiHOHOBI
CIIONTYKH 3 MimaHuM# BracTUBocTAMH (Gionoriunnmu Ta ionoopHIME).

Jlna spificHenHa MOCTABEHOI METH B AKOCTi CHHTOHY BHKODHCTOBYBaH 2,3-
" maxaopo-1,4-Hadyroxinon (1), SKuM N€rko, B M'ATKHX yMOBax BCTYMA€ B Peakuii 3
HyKneodibHMME peareHTaMn OOMIHIOIOUH OIMH aTOM XJIOPY HA BiINOBUHHHA
HyKneodinbHui 3aTHIIOK, 30KpeMa aMiHOKHCIOTHH.

. B poboti onepxani amisoxucnoTHi noximai Ha ocrosi: B-denin-a-ananiny,
BAJTIHY, MeHlHHY, nopnemnmy MeTiOHiHy, anaHiHy, [JIyTamiHOBOi Ta
amaparinonm KMCJIOT, :

o == oy

neR= -CH:C.H; @ -CH(CH:);G): -CH:CH(CHA): (4); (CH::CH (5); (CHi):SCH; (6);
<(CH,):COOH (7); -CH (8), -CH-COOH (9)
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3 merolo BeraHoBneHHA ocob/mBocreit mepebiry peaxuiit 2,3-muxmopo-1,4-
nadroxinony (1) 3 COMIMM AMIHOKHCIOT Ui BIaEMOAIT MPOBOIAUIN NPH HArPiBaHHI
B CTWIOBOMY CTMPTi B NMOPIBHANLHHX YMOBaX, MO MPHBOMMTS 1O Baxanmx
AMIHOKMCIIOTHHX mnoXimuux (2-9), GynoBa AKMX MATBEPIKERa pmyni..mmnm
enementHoro ananisy, TLUX ra crnexrpanmsuumm pamumu. B [Y-cnexrpax
aminonoxymmx | 4-naroxisony (2-9) crocTepiraloThCs Xapi TepHi CMYTH
BaienTHHX komuBane -NH- rpynmu npr ~3400 cm!. Cumyrn npu 1642-1675 cu!
BIIHOCATLCA [0 NMOMMMHAHHA KapGOHUBHMX rpyn XiHoirmoro sppa, B JijsHi
1684-1720 cM' BHSBNSIOTHCA IHTCHCHBHI CMYrM BIEHTHHX KOMHBAHb
kapboninernoi rpymu -CQOH dparmenty, a B obmacri ~1600 cM - BamenTHi

 konmupanms cnpskennx C=C 3p'askis. Tax, mampaknan, cnextp MMP (5,m.,) 2-
nefiuuno-3-xyopo-1,4-sadroxisony (4) micrure B cobi mybner mybneris miecTH
METHILHHX TPOTOHIB mpH 0.995, MynsTHIUIET ABOX nporrom METHIIEHOBOI [PYIH
npi 1.856, ABa MyNLTHIUTETH ABOX METHHOBMX MpoToHiB npm 5.250 i 5.996, a 8
obnacri Bix 7.627 mo 7.758 Ta mim 8.129 pmo 8.255 - mybner wOTHPLOX
apOMATHYHHX MPOTOHIB (Man.l). )

3 merow nimeCNpAMOBAHOrO CHATE3Y HOBOI PEYOBHHM 3 MiJCHIEHOINO
NECTMIMIHOIO  AKTHBHICTIO OYB  CHHTE30BAHMI 2-[2-(4-niTpodpenin)-2
rigpokciernn}-amino-3-xsopo-1,4-nagroxinon (10)

Seaeyl

JAna  HananHa  BOJOPO3YMHHOCTI ' AMIHOKHC/IOTHHM  noxiguuM  1.4-
Haroxinony (3,4,7,9) 6ymu orpumani ix MopdomniHosi, katiesi Ta HaTpiesi comi 3
MCTOIO MOAANBINONO b.MPoOyBaHHa ix Ha KAapHiOCTHMYMOIOYY akTHBHicTh. Lle
6yno pocarnyro uwmxoM BiacMopii cnoayk (3,4,79) 3 mophominom B
wiopodopmi (3a,46),  rimpokcumamu kamiio (43,7a,9a) i warpio (96) B
METWIOBOMY CIMPTI.

_Hpn ofepXaHHi Kami€Bux coned npoTikaHHA- peakuii KOHTPOMOBANH 3a
nonomorow pH-meTpa; TakuM uxHOM GYNO BCTAHOBCHO, MO MOHOKANIEBA CUIb
BOXOCHOBHOTO AMIHOKHCNOTHOTO noxigsoro (7a) yrsopioerses mpun pH=9, a
ankanicsa cins pu pH=13 (Mun.2).
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ne R=-CH(CHs): (3a); -CH;CH(CHs): (46); R= -CH,CH(CHs);, X=K (4a); R=-
(CH::COOH, X=K (7a); R=-CH;COOH, X=K (9a); R=-CH;§:b0H. X=Na (96)

Ocxkinbku MeTOI0 HOCTDKeHb GyNO 3aMilICHHS AKX OJHOTO, TAK i APYroro
aromMa Xnopy B monexyni 2,3-maxnopo-1,4-Hadroxinony (1) BunHMxia HeoGxim-
HICTH MPOALWTIOBATH aminoxucnoTaui ¢parment. [Tpore cnipoba NPOALUMTIOBATH

0

"2 8 & & RPN .

Man.1. Cucx’rp IMMMP 2-neftumuno-3- Man.2. Mpadix THTpyBanHs cromykn
x1opo-1,4-nadproxiHoHy (4). (7) 1 1 metaHonbHUM po3wHom KOH

' AMIHOKHMCIOTHI MOXigHi 1,4-nadroxirony He nmana Gaxanux pesymstatis, Tomy
cnovatky Oymn oTpuMani ix mervioBi epipu (11-16), ski mocurs nerxo Gymn
NpoALHILOBAH], MO cnpusano 30iMbmeHHI0 peakuifiHoi 3gaTHocTi wentpy C? i
FONErINAO 3aMiNIeHHS ApYroro aToMa X1opy Ha HykneoinbHi 3anHIIKH (cxema

- 1). Lle#t pakT NOACHIOETHCA 3MEHINCHHAM OCHOBHOCTI aMiHOIPYNH B pe3ynbTaTi
m.mmwmmw'mmomoirycrmuaamm i
CHCTEMH.
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AUWTIOBAHHS TPOBO/IMIIH OLITOSHM AHTLIPHAOM B MPHCYTHOCTI KaTaliTHYHOI
KiNBKOCTI KOHIIEHTPOBAHOI cipYaHoi KHCIOTH mpy 5-10 °C.
Cxema 1

oy O Oy

24889

d*”J

R = -CH,yC Hs (2,11); -CH:CH(CHs): (4,12); -(CH:):CH: (5,13); -(CH;):SCH; (6,14); -CH
(8,15); -CH:COOCH; (16); <CH:CH(CHs) (12,17); ~CH:COOCH:(16, 18). '

B IY-cnextpax cnomyk (17,18) siacyrsi normmuanna B obnacri 3400 - 3200
cM ', mo BiANMOBIAAOTE BaNEHTHAM konuBaHHaM NH-rpymm, npore
CrOCTEpiralThea iHTEHCHBHI CMYrH normuHanks npu  ~1700-1698 cM -1, mo
BiNOBIIAOTE KONMMBAHHAM METHIOKCHKap6OHiNLHOI rpymA.

AwmiHorpyna ankinaminodochonaris BcTynae B pan peannn xnpmepm:x
pauiif “YHKUiOHAnBHiE rpymi. 3 MeTO GMpilleHHA MOCTaBieHHX 3aBaHb Gys
CHHTE3OBAHMA Pl aMiHOATKUIPOCHOHOBHX  MOXiAHMX 1,4-sadroxinony 3a
cXeMoIo 2. i

Cxema 2

o . o r‘
°‘ 00 “\m'ﬁm""“
o CH,OH e
i o ‘ [+] — .

ne R?=-C(CHs),, R'=H (19); R¥=-CHC¢Hs, R'=H (20); R3=-CH,, R'=H (21); R?=-
CHCHy, Ri=-CaHy (22,
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3 METOI0 BHABMEHHA MOXIHBHX MEXaHIIMIB aHTHOKCHAaHTHOI mil | 4-nadro-
XIHOHIB | MPOrHO3YBAHHA iX AKTHBHOCTI OYNO MOCHIIKEHO enekTPOXiMidHi Biac-
THBOCTI AMIHOKHMC/IOTHHX Ta aminoankingochonosux noxiannx 1 4-nadproxivony
METOJOM LMKIIYHOI BOMbTaMMEpoMETpii. 3a gonomorol uporo merony, 6yno
BCTAHOBJICHO MEXAHIIM IX eNEKTPOXIMINHOrO BIJHOBNEHHS B ANPOTOHHHX
CEPENOBHINAX 3 YTBOPCHHAM AHIOH-PAIMKANY Ta MiaHIOHY, AKHil B MOJANMBIIOMY
XiMi4HO TPaHCHOPMYETBCA 3 BIAIETINIEHHAM XIOPH aHioHY (cxema 3).

Tabmuus 1
Men. | 12 | 14 | 6 | 20 | 18 | a | 38 | 39| 1 |
A -7.59 | -7.88 | -6.87 | -10.66 | -17.59 | -13.31 -II.IS." 486 | -8.47 | -6.54
38 - 1,4 6enzoxivon 33 - 2,3 amumas - 5,6 moxnopbenion
40 - 2 - metun - 1,4 - HadTOXIHOH
Cxema 3
o I- -] i
*m—n NH—R
L s — | QI
: a p c
o o
l+6
[ 72
2 ) >
oY [T
f———
48 = LEK
o ' °

AHania JaHHX NO eNEKTPOXiMiYHOMY BiAHOBNAEHHIO N-3aMillleHHX 2-amiHO-3-
xnopo-1,4-nagroxiHonis (rabn.1) noxasye, mo GiMbUICTE BHBYEHHX CMONYK
(12,14, 20,21) PiTHOBMOIOTLCA B JOCHTh BY3bKOMY iHTEPBAJI MOTEHUIAMIB, IO He
[03IBONAE BHKOPHCTOBYBATH Ui JaHi, AK E€OMHHA KPHTEpili aHTHOKCHIAHTHOI
akTHBHOCTI uMX cnomyk. [na usoro OyB 3anpOMOHOBaHMIl MPOCTHH | HAOYHMH
' METOII NEPBHHHOI OLIHKH ePEKTHBHOCTI BIAEMO/I] XiHOHIB 3 AHIOH-PATMKATIOM
KHCHIO, AKHA MOXe OyTH BHKODHCTAHHA 1A BHBYEHHA AHTHOKCHIAHTHMX
pnacTuBocTedt umMx cnonyk. LlMkniuHa BonbTamneporpaMa KHcHIO (Man.3)
IMIHIOCTLCA MPH AOAABAHHI B JAOCTLLKYBANBHHIA POIMMH XIHOHIB TAKHM YHHOM,
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O IBOPOTHIN MiK KMCHIO 3MEHLIYETHCA MPONOPUiAHO Kinbkocti moGasnenoro
XiHOHA, YHM aKTHBHILUE AHIOH-PAMKANH KHCHIO BIAEMOMIIOTH 3 BIANOBIIHHM
XiHOHOM, THM MEHLIE 3BOPOTHIH MiK HA UHKIIYHIA BONBTAMNIEPOrpaMi KHCHIO MPH
Till ke camiii KOHUeHTpauii XiHoHa. MareMaTHYHMA aHaM3 OTPHMAHHX
JANEKHOCTEH MOKAalye, MmO KpHBY (Man.4) MOXKHA 3 JOCTATHIM CTYMEHeM
nabmuxenns onucat piBHARHAM; Y=1+AX'?, ne xoediumeHT A BixTBOpIOE
epeKTHBRICTE B3AEMOJIil XIHOHA 3 AHIOH-PAIMKAIOM KHCHIO!

ool
't
._“
.
M
.
an bt
\\
-
.
.
i
£p : M
a0 o N
0,0004 00w Goon

Man. 3. Llukniuna sonetamneporpama  Man.4. 3anexHicTh BETHYHHH
BIAHOBIIEHHA KHCHIO.--- MiC/aA 3BOPOTHBOrO Niky H, KucHIO Bin
NOlABAHHSA cromyku 18, KOHLIEHTPALLi XiHOHA,

Ha ocHOBI OTPUMAHMX eKCIIEPHMEHTAILHHX AAHHX MOXHA MPHAYCTHTH, MO
HAHOIBII  CHNTBHOKO  AHTHOKCHIAHTHOK  AKTHBHICTIO  XapakKTEPH3YCThCH
aumerwinosuit edip 2-N-auerunacnaparino-3-xnopo-1,4-sadroxinon (18), axwi
Mae HailbTbm Big'eMHNil koediient A=-17.59.

JliicHo, nepBHHHKI CKPHHIHT HAGTOXIHOHIB HA AHTHOKCHAAHTHY AKTHBHICTD
MATBEPANB  €KCNEPHMEHTANIBHI  PEIYNBTATH  LMKAIYHOI  BONBTAMMEPOMETPIl.
Haiikpammmn AHTHOKCHIAAHTHHMMH BIACTHBOCTAMM BOJOJIE 2-N-
AUETHAACHAPErIHO-3-X10po-1 4-nadgroxinon (18), AKMA NEPEBHIYE NOKAIHHKH
EUUIOHHOTO NPENAPATY - AUETAT W-TOKOPEPONny y BCi TEPMiHH BHBUCHHA.
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MOJU®IKALIISI AMIHOKMCIIOTHHX NOXIAHUX 1,4-
_ HA®TOXIHOHY
TIOCY Ib®OHATHUMH TA MAKPOLMKITYHUMU ®PATMEHTAMM

Binomo, mo edipn TiocymsdokncnoT, axi Habmuikeni 3a csoero Gynosoro 1o
ApHPOOHOro aHTHOIOTHKA AMNiLMHY, MAlOTh HAMIBHYAAHO IMPOKHI CnEKTp
npotumikpoGHOi ail, a Takox BHCOKY mnporubGaxTepianshy, GyHriuummy i
MPOTHCTOLMAHY AKTHBHICTI.

Tomy Gynmo 1ikaso oTpHMaTH TionoxigHi 1,4-HadrToxiHoHy, AKi OHOYACHO
MICTATE 3IHINOK aMiHOKHCIOTH. /18 CHHTE3y Takux cnonyk Gynu BHKOpHCTaHi
[esKi aMiHOKHCIIOTHI MOXiJHi l.4-ua¢rroxinony.

BHABHIOCH, 10 ALMILOBAHI METWIOBI eipH aMiHOKHCIOTHHX noxiguux |,4-
nadTOXIHOHY, AKI MAIOTh PYXOMHMiI ATOM XJIOPY B TPETHOMY MOJIOKCHHI, JIErKO
pearyioTe 3 KAalmi€BMMM CONAMM TIOCYNL(OKMCNIOT HABITH MpPH  KiMHATHIMH
TEMIEPATYPi, YTBOPIOKOYH BiNOBiHI HadTOXiHOHINOBI Tioedipn (26-30).

o ™ o *

N COOCH, N COOCH,
O‘ h x-s-s0,& (7T
—_— 5
ﬂk «  <KCI X s_‘lo“l

o 0
17-18 26-30

R= -CH;CH(CH;)s, R'= -CH; (26); R=-CH;CH(CHs),, R'= -CsH; (27);R=-CH,COOCH;,
R'=-CH; (28); R=-CH;COOCH,, R'=-CH,CH(CH;): (29): R=-CH,COOCH,, R'=-C¢Hs (30)

B cy-iacuiii XiMil MAKPOUMKIIB ONHHM 13 HaAGINBII NEPCNEKTHBHHX
HANPAMKIB € NOEAHAHHA B OAHii Momexynmi ioHodopuux Ta (papmakohopHmX
yrpynyBans. 3aBAsSkH iOHOGOPHMM BIACTHBOCTAM KopoHanaa dapmakodophi
rpyns mepeHocAThes Kpisk Gionoriuni memOpanu, a dyunkuii dpapmakodophnx
$parMeHTiB BHKOHYIOTb AMIHOKHCIOTHI 3amHIuKH. Take cnonyyueHHs pisHHX rpyn
JIOCATANIOCH [ABOMA UUIAXAMH: HyKJeo(inbHMM 3AMILEHHAM ATOMA XJI0pYy B
AUNMBLOBAHKX MeTHIOBMX edipax amiHOokucnoTHux noximnx | 4-nadroxinomny
HA JATMLIOK KpayH-edipy 3 ﬁuiltorpynom 460 eKIOUMKMIMHOIO PyHKLIOHLTIYALIY
EHLOUMKIIMHNX  KpayH-eIpiB  (PPArMEHTAMI, WO MICTATE  AMIHOKHCIOTHMIL
~JUMHILOK,
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lMporarom ocrannix pokis Ha kadeapi nposomunuce pol3pobku cepueso-
CY[AMHHHMX MPENApaTiB, KOTPi MAOTh BHCOKY AHTHMIIMOKCHYHY, MPOTHIH)APKTHY
Ta AHTHILIEMITHY AKTHBHICTS. 3 Wi€I0 METOK OTPHMAHO PRI AMIHOKHCIOTHMX
MOX|IHHX l,4-uat|n‘oxmony, KOTPI MalOTh INMPOKHI CMEKTP Aii AKX KapaioTponHi
npenapaTH 3 HH3BKOIO TOKCHYHICTIO. [lpojoBkeHHAM LHMX JOCHIIXKeHB €
moaM(pikalis CcTPYKTYPH XiHOHIB ioHO(HOPHHMH (hparMeHTaMH. '

Hyxneodinsne 3aminrenns apyroro aroMa xyiopy B cnonyui (18) nposoannn
B3AaEMOiE® 11 3 aja-kopoHaHzamu. Jlna  3mificHeHHs  wiel  peaxuii
BHKOPHCTOBYBAIH MOXifHY acnaparimosoi xucnote (18), arom wiopy B
nonoxeHHi -3 samimanum Ha sanumxn ajabewso-15-kpays--5 (31) Ta asa-12-
kpayn-4 (32). '

{3~ M
uﬁ'@:\j‘_) 0 ‘Q:U:}

31 ;"‘\Cm
g Ac ™ COOCH,

]

o=

e Lot ‘E;

EU 3

Jlng  ex3omMKmiYHOI  QYHKUOHAMAUI  CHAOUMKIIMHMX  KpayH-edipin
(parMeHTaMH, MO MICTATH AMIHOKMCIOTHHI 3aTHIIOK, SK CHHTOH Gyno obpaHo
1,8,11,14,21-nenraoxco[1](1,2)6en30(7)(1,2)6en30(1)(2,3)  -1,4-nadToxiHoHODaH
(35), mo mictuTs | .4-HadTOXiHOHOBMIA (parmeHT Ta Ba GeH3IONBHMX KUTbLA,
BK/TIOYEHHX B |5-9neHHMil LMKN, Skuil Mae wHpokuit cnexkTp mil (QyHriwmana,
iumroaxapiumm.:picmerymonw) i cneundiuny koHdOpMaLID MONEKYIH.
KpiM TOro, BCTAHOB/ICHO, WO EKIOWMKMIHI 3AMICHHKH 31aTHI IMIHIOBATH Di3nKO- -
XiMiyHi BnacTHMBOCTI KpayH-eipiB (HanpHKIal, PO3IYMHHICTH), BIUIMBATH Ha
npouec iX KOMMUIEKCOYTBOPEHHA 3 MOnexyramu “rocta”, a Takox Oyrw



_peakuifiHMMH  UEHTpaMM 1A BBelleHHs  (dapmaxoopHHX  (parMenTis,
AHANITHYHUX MITOK, FMPOBENEHHA MOMIMEPHMX Ta MOMMED-AHANOr9HHX
NepeTBOPEHb.

Jna  npoeenesns 3arnaHosaHoi  (yHKIioHamizamii BHKOPHCTOBYBABCSH
KnacHuHuit MeTox cymbOXTIOPYBAHHA HAUTHIIKOM XI0PCYNb(OHOBOI KHCIOTH B
xopoopmi B M'sknx ymopax. Lle nossomumo BeecTH cipkoBMicHY (yHKUiO B
apoMaTHyHi aapa xpayH-edipy (35). KoHkpeTHi nonoxeHHs XJI0OpcyibpOHLTLHAX
(parmentis He BcraHoBneno. [lomamsma bsaemonmis peakUifHO3AATHOrO
- xnopcynsonineHoro noxigHoro (36) 3 aMiHOKHCIOTOIO, 30KpeMa, 3 MPOMIHOM
NPHBOAMTL [O ONepXaHHA MakpoumkaiuHoro mnomiepipy (37) 3 nsoma
EK3OLMKITIYHHMH aMiIHOKHCIIOTHUMH (DparMeHTamMu.

e e s e
OO S =0, 3~ 3
s 2 P -0 &

£ * 50,01 w w,Um

3 METOI0 BCTAHOBJICHHA npoi:roponoi 6yn0BH CHHTEROBAHHX KP2YH-C.)ipiB
(33, 34) 6ymu npoBeneHi KBAHTOBO-XiMiYHi DO3IPAXYHKH iX CTPYKTYPH B
aabmxesni MMP 2 3 omrumisauicro reomerpii. 3rimHo 3 pesynsTaTamu
KBaHTOBOXiMIMHHX po3paxyHkiB HaiWGuteln  BiporimHow koHbopMauiilo
METHJIOBOTO edipa N-(3-a3aben3o-15-kpayH-5-1,4-HahToxiHoHiM)-
2anerunacnapariHoBoi kucnot (33) € ¢opma, akii Bignosigae MiHiManbHe
JHaueHHs 3aramsHoi eweprii (E= 48.14eB), 3 KOMIaHADHMM MUIOWMHHUM
posTamyBaHHAM HapToXiHOHOBOro Ta ajabensokpayH-QpparmenTis. Ha mimminy,
usin momepenusoi kapTunu Gymosu cmonmyku (33), ONTHMi3OBaHa rec .erpis
METHJIOBOTO edipy N-(3-a3a-12-xpayn-4-1,4-vadroxitonin)-2-
aueTMNAcmapariHoBOi  KMCOTH  (34) He BKAlyE Ha  KOIUTAHAPHICTE
naqrroxinduonoro T4 a3akpayH ¢parmenris. MiHiManbHe 3HaYeHHs eHeprii (E=
" 148.94eB) nianosigac KoHQOpMAUiIHOMY CTaHy a3aKpayH YrpymyBaHHA B
kpicnononiGHiA dopmi.
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BIOJIOI'TYHA AKTHBHICTb CHHTE3OBAHUX PEYHOBHH

B pegynbTaTi HiECNPAMOBAHOrO CHHTE3Y 3HAiiIeHi pcqonmm AKi BONOMIIOTE
MIHPOKHM criekTpoM Gionoriuxoi aii. .

Peuosnnn (4,12,20,21) no pisHio ¢yHriumaHoi akTHBHOCTI nepmmym
MOKASHHKM €TanoMiB - (irOHy, IONOHY, (YHIA3ONY i NPEACTABATIOTH
GeacyMHIBHAA NMPaKTHYHKHA IHTEPEC Ta JACNYrOBYIOTh NEPEBipkH B AxocTi 3acobis
6opoTs6H 3 PpIIHOMAHITHMMM XBOPOGAMH pOCNIMH | mepm 3a Bee
rensMiHTOCnOpiosamu 3nakis. Tak, merunosuii edip 2-ndl1mno-3-xnopo—l 4-
Hatroxinon (12) na 100% npurnisye cnopn rpuﬁa Hebnlmhaspoﬂum sativum.

Sk vakrepuuHay Haibinbm edexTHBHO MposBumM cebe 2-nmeiiimHo-3-x10po-
(4) Ta meTitoBuit eip 2-nefiuuHo-3-Xx10p0-1,4-Hadroxinon (12). ITpaxTHuno BCi :
CHHTE30BaHi PEYOBHHM MOXHA BUIHECTM IO perymsTopis pocry. Bei crmomykm,
KpiM (20), MOXYTH 3acmcoayhamcq. Ak ana o6pobku HaciHus, Tak i uw obnpuc-
KYBAHHS POC/IHH B AKOCTi (yriGaxTepiluLie Ta peryaTopis pocTy poCinH.

AHAaN3 CHHTE30BAHKX coned amnomcno‘nmx noxiganx 1,4-sadToXiHOHY Ha
KapaioCTUMY/IOIOYY AKTHBHICTE BKa3y€ Ha MPHCYTHICTHL ceped moximmmx 1,4-
HA(TOXIHOHY PEYOBHH 3 BHPAXEHUMH MPOTHIlIEMiMHHM Ta MPOTHIIMOKCHIHHM
snactuBocTaMH. Ha Moneni uupkyiaTopHoi imremii MO3Ky 3axucHy fio B Gimbumii
Mipi MPOABNNIOTE HAQTOXIHOHOB! MOXiOHI, AKi MicTAT: B CBOif CTPYKTYpI
sanuuiky acnaparinosoi (9a,6) Ta riyraminosoi (7a) kucnor.

Cnonyku (3a,46) B HETOKCHYHHX [03aX TIPOSBHIIH CHABLHY MpOTHiH(ApKTHY
HiEo 1 méumynarm PO3MIPH 30HH HEKPO3Y MIOKap/a, 4 TAKOX BHABJICHO, MI0 BOHH
BONOAI 'Thb MPOTHrinokcHuHow aktHeHicTio. [lo ceoiff mii wi crmonykn
ncpc;:uumm CTANIOHHHA iIpenapar.

BHCHOBKH

1. CunresoBaHo pan noxigHux 2,3-miutopo-|,4-HaToXiHOHY Ta BCTAHOBMEHI
3akoHOMipHOCTi - mepebiry ' peakuiifi 3 aMiHOKHCIOTaMH Ta ‘edipamu
aminoankingocoHoBHX KHCnOT, a Takox 2-R-3-xm0po-1,4-radroxiHonis 3
aHrMAPHAAMHA, TIOCYNbpOHATaMM Ta asakpayH-edipamu. B:nua-mn LUIAXH
UiNIECTPAMOBAHOrO CHHTE3Y PEYOBHH 3 PisHHMH Buaamu bionoriunoi akTuBHOCTI,

2. Pospobnenj HOBI npenapaTHBHi METOAMKH BBEICHHA AMIHOKHCIOTHHX
JATMIIKIB, B TOMY YHCTI i GOCHOPOBMICHHX, B XIHOIAHY MOTEXYNTy - BIACMOZRICI0
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.2,3-muxnopo-1,4-HadTOXIHOHY 3 aMiHOKHCIOTHOIO CKIIAJIOBOI0 B CHHPTOBOMY
CEepefOBHILi B MPHCYTHOCTI OCHOB.

3. MeronoM LHMKIIYHOI BOJILTAMIEPOMETPIl JOCTIIKEHO eNeKTPOXiMiuHi
snacrusocti N-zamimenux 2-(R)amino-3-xnopo-1,4-nadroxinonis. BeranoeneHo
MeXaHisM iX eJeKTPOXiMiYHOro BiHOBIIEHHR B ANPOTOHHHX CEPEHOBHINAX 3
YTBOPCHHAM AHIOH-paNMKaNy Ta QiaHioH-paJHKaiy, AKHI B NOJANLIIOMY XiMi%HO
TpaHcHOPMYETHCA 3 BIMILENICHHAM XIOPHI-aHIOHY.

4. 3anpomnoHOBAHO METOJ, OIIHKM AHTHOKCHMIAHTHOI MOii IHMX CHOMYK,

' OCHOBaHMIT Ha B3a€MOJI1 XiHOHIB 3 AHIOH-PaJHKAJIOM KHCHIO.

5. AmwmnosanHa e(ipHHX AMIHOKHCIOTHHX Ha()TOXIHOHIB AHTIAPHAAMH
KHCIIOT B MPUCYTHOCTI KaTaNITHYHHX KUIbKOCTel cipuanoi kucnoTH Bene 1o N-
ALMTLOBAHMX MOXIMHUX, 3ABIAKH 4OMY aTOM XJIOPY B TPETHOMY NOJIOKEHHI CTaE
‘ PYXJTHBHM i NTerko 3aMillyeThes Ha HyKaeohinbHHit 3ANMHIIOK - 3PYYHHX CHHTOHIB
VIS OflepKaHHS HOBHX TIOCYNb(OHATHHX T2 23aKPayH MOXiTHAX.

6. CuHTe30RPAHO HOBI MAKPOLMKITIYHI aMiHOknenoTHI noxigni 1,4-nadToxinony
METOAOM BBEIeHHA ¢parMeTy aza-KOpOHAHIY B AMIHOKHCIOTHI MOXiHI XiHOHY Ta
exsoumiutivnoto  dyuxuionamizaniiio emponMkTiyHKMX HadrToxiHOHOBMX KpayH-
eipip AMIHOKHCIIOTHHM 3aJTHLIKOM.

7. lNposeneHi KBAHTOBOXIMiYHI PO3PAXYHKH, HA OCHOBi AKMX CITPOTHO30BaHa
Haiteiporignima xkondopmauis metmnosux edipie N-(3-azabenso-15-kpayn-5-1,4-
HaTOXiHOHIN)-2-aueTunacnaparinopoi kuemotm Ta  N-(3-aza‘12-kpayn-4-14-
HaToxi-HOHiN)-2-aueTHnacnapariHoBoi KHCJIOTH 3 KOMIAHADHMM TUIOMIHHHUM
PO3TalTyBAHHSM KPayH Ta Ha(TOXiHOHOBOrO (parMeHTin Ans nepworo edipy Ta
aKonnasapHuM Kpicno noxibHuM KpayH-pparMeHTOM - 1A APYroro,

8. B pesynsrati susucHRA 6ionoriyHoi akTHBHOCTI CHHTE30BAHHX CIIONYK BH-
apnieni ehexrusni PynriGaxrepunmy - 2-nefinno-3-xnopo-1,4-HagToxinon, me-
THIOBHI edip 2-nefiunno-3-xnopo-1,4-sadroxinony Ta 2-N-(2-auetundocdonin)-
Genaunamino-3-xnopo-1,4-uadroxiHon; akTuBHi mectnuumyu - mopdonisosa cins
2-anauino-3-xnopo-1,4-nadroxinony, xanicsa cins 2-nefiuuno-3-xnopo-1,4-nad-
ToXiHOHY Ta Merwnosuii edip 2-nmeftumuno-3-x0po-1,4-Hadroxinony. Bussneno,
nio xaniesi coni 2-rmyramiHo i 2-acnapariHo- Ta MopdoniHosi coni 2-sanino i 2-
nefunno-3-x10po-1 4-HadToXiHOHIB  BONOIIOTE  MpOTHiMIEMIYHOW  Ta

* NPOTHIINOKCHYHOIO BAACTHBOCTAMH.
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Mapinuosa HI'. Currres Ta snactusocti fesxux docdopo- i cipkosmicrux
aMiOKHCIOTHHX noxiauux 1)4-Hadroxinony. -Pykomic.

Juceprauis Ha 3006yTTA HaYKOBONO CTYMEHIO KARMIATA XiMIYHHX HAYK 32
cneuiansricTio 02.0003 -opramiuna Ximid, Jepxasuult ynisepcurer "Jlbbiscska
nomitexnixa", JIssis, 1997p.

3axumaersea 11 apyxosanux npaus, AKi MiCTATS TeopeTHuHI pospolxu npouecis
HyxneopubHOro 3aMimenns 2,3-mniopo-1,4-nadroxinony 3 amisokucnoTamu, edi-
pamu amisoankingochonosux kucoT 8 Takox ix pynxuionanisauito Tiocymdounar-
HHM# T2 MaKpPOUMKNIYHHMHE (parmenTamu. Jocnimkeni eneKTPOXiMINHI BIACTHBOC-
ﬁcnmmmupcwﬁn.?ospa&wainpenmnﬁummzﬁmamom
CHHTE3y CNIONyK, MO NPOABAMOTS: Wupokuil cnekTp Gionoriunol Ail: Pynrimny,
GaxTepHIMIH, KAPAIOCY AMHHI NpenapaTH i T.0.

Kmouosi cnosa: aMiHOKHC/I0TH, amiRoankingoconam, HadroxiHomu,
(ynriusan, GaKTepuUInIN, CEPUEBOCY AMHHI TPENApaTH,

Mapunuosa Hl" "Cunyes u csoficrsa HEKOTOpbIX (ochOPo- H CEPOCOACPMALLIHX
aMHHOKHCIOTHBIX Mpon3Boannx 1, 4-nadroxunona”.- PyxonHcs.

JIMCCEPTALAA HA COMCKAHME CTEMEHH KAIHIATA XHMHHCCKHX HAYK 10 CriewH-
ansnoctu 02,0003 - opranmveckas xumua, 'ocyaapcrsennbiil ynusepcuTer
"JisBuBCchKa nonuTexnHuka”, Jiseos, 1997 r.

3aummmaerca 11 newarnsix pabor kKoTOphie coaepxar TeopeTHueckne paspabor-
Ki NPOLECCOB HYKNeOPINBHOrO 3aMewenns 2,3-mnuiopo-| 4-HadToxiHoHa ¢ amu-
HOKKCIOTaMH, 3(HpaMi aMEHOANKHI(POCHOHOBBIX KHCIOT @ TaIOKe HX ynxunona-
NH3AUMIO THOCYMBH(OHATHMIMK M MAKpOUMKIMYeCKHMH (parmenTamu. Hayuenn
eNEKTPOXHMHYECKHE CBOMCTBA CHHTE3HPOBAHBIX COEJHHEHHH. Pnpa_,do'rum npena-
paTHBHBIE METOMMKH LENEeHANPABICHHONO CHHTE3a BEUICCTB, MPOABAIOMHX WHPO-
Kuit cnen'p Guonoruteckoro neHcTeuA: Qynruimas, GaKTCPHUMAB, KapAHOCOCY-
AHCTHIE npenapaﬂ-llin T.A. ’



Kmouesbie cosa: aMHWHOKHCNOTH, amuHoankundocdonaTst, HahTOXHHONBI,
.QyHrHLMAbI, GAKTEPHIIMIIB, CEPAEHHOCOCY ANCTBIE NPENapaTh.

N.G.Marintsova. Synthesis and properties of the some phosphorus-containing and
sulfur-containing aminoacid derivatives of 1,4-naphthoquinone.- Manuscript

* 11 publications in area of elaborations concerning processes of nucleopfilic sub-
stitution of 2,3-dichloro-1,4-naphthoquinone by aminoacids, aminoalkylphosphonyc
acids ethers are defend. These works also concem functionalization of these deriva-
tives by thiosulfonates and macrocyclic remains. Electrochemical properties of syn-
thetic materials have been investigated. As a result of purposeful synthesis substances
with wide spectrum of biological activity: fungicidal, bactericidal, cardial vascular
and others,

Key words: aminoacids, aminoalkylphosphonate, naphthoquinones, fungicidal,
bactenicidal, cardial vascular.
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