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JOCIIIXKEHHSA ®ITOTOKCUYHOCTI HOBUX TTOXIIHUX
4-AMIHO-6-R-2,3,4,5TETPAT'T/IPO-3-T10-1,2,4TPUA3IH-5-OHY
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IactutyT (izionorii pocnun i renetukun HAH Ykpainu

*KuiBchbKHil HAIlIOHAIBHUKM YHIBEPCUTET TEXHOJIOTIH Ta TU3aiHY

** [nctutyt opraniydoi ximii HAH Ykpainu

CuHTe30BaHO Ppsii HOBHX MoXigHux 4-amiHo-6-R-2,3,4,5terpariapo-3-tio-
1,2,4xpuazin-5-ony, i 3HailigeHo, MmO BOHH OJHU3bKI 10 MeTpUOY3MHY 3a
repOoinMIHUMH BJACTHBOCTSIMH, a TaAKOK CHUHEPriYHO NOCHJIIOITH
¢itorokcuunicTy  iHiriditopy amermia-KoA-kapOokcmiaasm — rpaMiHinuay

(penoxcanpon-m-eruiy.

I'epbiunau - iHriOiTOpH (HOTOCHMHTE3Y HIMPOKO BUKOPUCTOBYIOTHCS B Cy4acCHOMY
POCTUHHUITBI. J{0 IIOTO KIIaCy CIOMYK BITHOCATHCS 3-alIKiNTio-4-amiHo-4,5-murinpo-6-R-
1,2,49pua3in-5-ouu, Hanpukiaa 4-amino-6-(mpem-0yrun)-4,5-nuriapo-3-metuntio-1,2,4-
TpuasziH-5-oH (3eHKop, MeTpuOy3uH) [1-3]. MeTpuOy3uH € OIHUM 3 HAMOUIBII aKTUBHHX
repOinuaiB — iHriO6ITOPiB POTOCHHTESY, IO, SIK BBA)KAIOTh, 3yMOBJICHO BHCOKHUM piBHEM
posurHHOCTI Tpenapary B Bofi (1200mr/xn) i BenuumnnoMO plsg — 6,5-6,7 [4].

Panime mMu gocnigunum B3aemofito 4-amino-6-R-2,3,4,5¢erparigpo-3-tio-1,2,41pu-
a3in-5-oHiB (1af) 3 (W-TaJOrCeHKETOHAMHU B JIY)KHOMY CEPEIOBHIII 1 TMOKa3aiH, IO
MIPOJIYKTaMHU PEakKIlii, B 3aJIe)KHOCTI Bl OyZ0BHM 3aMicHUKA R B moyi0keHH1 6 Tpra3nHOBOTO
KUTbIls, € 4-amiHo-6-R-4,5auriapo-3-henammntio-1,2,41puasin-5-onn (2a-e) abo 8H-3-
(mpem-oyTun)-7-penin-1,2,41puazino[3,4-b|[1,3,4]riaxiazin-4-on (3) [5]. Takox Oyio
BCTAHOBJICHO, III0 CIONyKaM (2a-€) mpuTaMaHHa BHCOKA TepOilliHa aKTHBHICTh 1 HU3bKa

TOKCHYHICTb JIJIS1 TETUIOKPIBHUX.
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1: R=CH(a), (CHs)sC (6);

2: R =(CH)sC (a), CHs (6-¢€); Ar =n-CH30CgH4(6), 4HO-3,5-[(CHs)sC].CsHa (B),
n-ClCeHy (a, ), m-NOCgHy (1), CsHs (e);

3: R = (CH)iC, Ar =CgHs;

MeTtorw naHoi poOOTH € IOCHiIKEeHHs BIUTMBY 4-amiH0-6-R-4,5aurinpo-3-
denanmnrio-1,2,49puasun-5-onis (2a-e) i 8H-3-(n-6yrwn)-7-dpenin-1,2,41puaszino[3,4-
b][1,3,4]riania3in-4-ony (3) HAa PITOTOKCUYHICTH MPOTU3IAKOBUX MOCXOJOBUX I'epOIlIHIiB
KJIacy MOXiJHUX apUIOKCU(PEHOKCUIIPOITIOHOBOT KUCIIOTH.

Bimomo [6], 110 cuHeprivHi cymirn repOiluIiB MPEeICTaBIAIOTh IHTEPEC SIK 3 TEO-
PETUYHOI, TaK 1 3 CyTO MPaKTHYHOI TOUKH 30py. Hamu mokazano, 1o migBuIeHHs (iToTo-
KCUYHOCTI (heHOKCAmpomny HpH JojaBaHHI 4-aMiHO-6-R-4,5xurinpo-3-penanuntio-1,2,4-
TpUa3uH-5-0HIB (2) crocrepiraeTbes Ui BCiX (PITOTOKCHYHUX CIIONYK 1, EpEemyciM, s
2r, AKWil paHillle HAaMM 32 BIUIMBOM Ha 3MIiHHM piBHS BapiaOenbHOi (uIroopecieHiii
xnopodiny (R/Fmay in1eHTHIKOBaHWIA K HAHOLIBII aKTHBHUI B OCHiI iHTiOITOp (OTO-
curredy [5]. s cmonyk, sKi HE MaloOTh TepOIlUIHOI AKTHUBHOCTI, MiABHIICHHS
(ITOTOKCUYHOCTI MOXiTHOTO apUIIOKCU(PEHOKCUTIPOITIIOHOBOT KUCIIOTH HE CIIOCTEPIraioch.

Binomo, mo anerun-KoA-kapOokcuiiasa pociivH € KIFOYOBUM (PEpMEHTOM CHHTE3Y
KHUPHUX KUCIOT. IHriOyBaHHS (pepMEHTy CENEeKTHBHUMH IHTIOITOpaMH KIJIacy apuiIOKCHU-
(eHOKCUTIPOMTIOHOBOI KHCIOTU OJOKYye CHHTE3 >KUPHHX KHCIOT Ha CTajil YTBOPEHHS
manoHin-KoA Ta morik Byriemio a0 MemOpan. Tomy npocnmimkeHHs TepOiluaHOI

aKTUBHOCTI cymimed R-4,5maurinpo-3-dpenanuntio-1,2,49puasin-5-oHiB Ta TpaMiHITUAIB



MalOTh 3HA4YE€HHs IPH BUBYCHHI B3A€EMO3B’S3Ky CHHTE3y JIMiAiB Ta (i3iogorianoi
AKTUBHOCTI XJIOPOIJIACTIB.

3 maHux TaONMIN BUIHO, IO JOCITIKyBaHI CIONYKH B cyMimni 3 (peHOKcarmpornom
e(EKTUBHI MMEPEBAXKHO JJIS KJIACY OJHOJOJIBHHUX POCIHH (SuMiHb). Halikpariuii moka3HUK
Mae Tpuas3uH 2a, SIKUil 3MEHIIye Macy CyXoi pEYOBHMHHM HA3e€MHOI YaCTHHHU SUMEHIO B 3
pa3u (HaBiTh MEPEBUILYE Nil0 3€HKOPY). B Toii ke yac cronyka 2a a Ha picT ABYIOIBHOI
pociavHM He BIUIMBae. TpuasuH 2r iHribye pict pociauH 000X KIaciB, Xoda BiH Ji€
e(eKTUBHIIIIEC HA OHOJOJbHI, YUM Ha JBOJOJBHI (Maca pOCIHUH 3MECHIIMINCS BiAMOBIIHO
Ha 1,21 0,5wmr).

HagBeneni n1aHi € OCHOBOIO /JIs TIOAAJIBIIOTO CIIPSIMOBAHOIO MOILIYKY TepOiluaiB Ta
CUHEpricTiB repOinuaiB B kiaci moximHux 4-amiHo-6-R-2,3,4,5retparigpo-3-rio-1,2,4-
TpUa3iH-5-0HY.

ExcnepuMeHTaJIbLHA 010J10TIYHA YACTHHA

Jlocnmiau nmpoBoAWIM 3riiHO MeToAuK [7, 8]. PesynbraT cTaTucTHUHO 0OpOOEHi 3a
meronoM [9]. TToBTOpHICTE 6-KpaTHa.

B sikocTi cTanmapTy BUKOPUCTOBYBaIM TexHIuHUNA 95% 3eHKop BupoOHHITBA Pocii.
B nmochimax BukopuctoByBanu ¢ypope-cyrnep (peHakcanporm-n-eTHI), MaciasSHO-BOJIHA
emynbcis, 69 r/m, ¢ipmu Ilredec-Arpo, Himeuunmna. [lo3um HaBemeHi 3a [it040r0
PEYOBHHOIO.

Temneparypu miaBieHHs, cuektpu AMP 'H, nani enementHOrO aHai3y, a TaKoX
TOKCHYHICTh CIIOJIYK 2a-e i 3 HaBeJeHI B Haliil poooTi [5].
BucHoBKHU
13naiineno, mo 4-amiHo-6-R-4,5aurinpo-3-henanunrio-1,2,41puazin-5-001 € cuHep-

ricTaMy MPOTH3JIaKOBUX TePOIIUIIB KJIacy aprIOKCU(PEHOKCUTIPOTTIOHOBOI KHCIIOTH.

2. Ha nam normsan nmoxigai 4-amino-6-R-4,5aurinpo-3-benanuntio-1,2,41pua3in-5-ouu €

NEePCHEKTUBHUM IS TIOIIYKY HOBHX PEYOBUH 3 T€POIIIUIHOI0 aKTUBHICTIO.



Tabmuus

JlocniKeHHs BIUIMBY HOBHUX CHOJYK - 1HT10ITOpIB pOoTOCHHTE3Y Ha (DITOTOKCHUHICTH

(dheHokcanpory
Maca cyxoi pe4OBHHHU Ha3€MHOI YaCTHHH POCIIHH, I/TIOCYIUHY
Cronyxka,
(0,5mr/ be3 ¢enoxcamnpory 3 nonaBaHHAM (PEHOKCAIPOIY
MOCYIUHY) 0,1 mr/nocynuny
Sluminb Penpka omiina SluMiHb Penpka omiitHa
KonTtpons 4,1 5,2 15 5,3
3eHKOp 1,6 1,1 1,2 0,8
2 3,0 2,0 1,0 2,0
D 3,0 2,0 1,9 2,4
) 3,1 2,0 1,9 2,3
2 3,1 1,9 1,9 1,4
& 2,9 2,4 1,2 2,3
2 2,6 2,3 1,4 2,9
3 2,4 52 1,2 6,5
HIPg o5 0,2 0,2 0,15 0,15
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