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CHAPTER 13. CHEMICAL SCIENCES.
Czes¢ 12. NAUKI CHEMICZNE

YK 547.859

CHUHTE3 TA JOCJIJVKEHHSA BJlACT!leOCTEI?l MOXIJHHX [2,3-
d]TIEHOIMPUMHUAHUHIB TA IIEPCIIEKTUBH IX 3ACTOCYBAHHS B MEJHULIUHI

Pizax I'. B.
Kanouoamxka paprayesmuunux nayk, Joyenmra kagpeopu opzaniunoi ximii, HaguanbHo-

HAYK08020 incmumymy ximii ma exonoeli, ABH3 «Yoccopodcvkuit nayionanrsruut ynigepcumemy.

88000, Ykpaina, 3axapnamcoka 06a., m. Yorceopoo, na. Hapoona, 3, galina.rizak@uzhnu.edu.ua

ORCID: 0000-0002-0230-2366

AHorauis: B pobomi byra npogedena po3pobka npenapamugHux memoois cunmesy noxXioHux
2,4-0iokco- ma 4-imino-2-okco-3-enin-5-R-6-R'-mieno[2,3-d] nipumuduny, oocrioxcenns 6yooeu
BUHALIOEHUX PEYOBUH [ NPOREOEHHI IX (DAPMAKON02INHO20 AHANIZY. 30IlICHEHO BIPMYQNbHUL CKPUHIHZ
cunmesoeanux  emun  4-R-5-R'-2-aminomiogpen-3-kapbokcuramis,  nimpuaie  4-R-5-R'-2-
arinomioghen-3-kapoonogux Kuciom, ix ypeioHux noxionux, 2,4-0iokco- ma 4-imino-2-okco-3-
@enin-5-R-6-R'-mieno[2,3-d[nipumuduny, ix aikitbHux, ayunbHuUx me yi@aHeMuiIbHUX NOXIOHUX |

nPoOyKmig ix XIMIYHUX nepemeopeHs.

KniouoBi cnoBa: noxioni [2,3-d] micnonipumvuouny, opeaniviui cunmes, ipmyaibHul

ckpunine, QSAR-anais.

AxTyanbHIiCTb. Baxxn1BKUM 3aBAaHHAM $hapMaleBTHUHOI HAYKH € CTBOPEHHS Ta JOCIKEHHS
J0Ci HEBIAOMUX 0i0JIOrTYHO aKTUBHUX peuoBUH (BAP) Ha OCHOBI HOBITHIX €EKTUBHHMX JTIKAPCHKUX
npenaparis. OaHuM i3 nepcneKTuBHnnﬂf Knacéﬁ TaKMX CMOJYK € noxiaHi TieHo[2,3-d]nipuMuanny.
Meroio naHoi pobotu Oyna po3pobka HOoBUX BAP — noxiauux 2,4-giokco- Ta 4-iMiHO-2-0KCO-3-
¢eHin-5-R-6-R-tieno[2,3-d|nipuMuanHy; AoCHiKeHHs OylOBM CHHTE30BaHMX PEYOBHUH |
npoBeeHHs iX HapMaKoJOriuHOro aHanisy.

Pesyabratu Ta obroBopeHHs. byna npoBeneHa po3poOka npenapaTMBHUX METOIIB CHHTE3Y
MoXiAHUX 2,4-1i0Kco- Ta 4-iMiHO-2-0KCc0-3-deHin-5-R-6-R~Tieno[2,3-d]nipumuanuis. CTBOpeHO
npenapaTMBHI METOAMKM CHHTE3y YpeilHMX MOXiAHUX 2-aMiHO-3-kapOeTokcH(uiaHo)TiodeHy,

HaTpIEBUX cofieit 2-0KkcH-4-0kco(iMiHO)-3-deHin-5-R-6-R'-Tieno[2,3-d]nipumuaunny, 2,4-niokco- ta
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2-0kco-4-iMiHO-3-deHin-5-R-6-R -tieHo[2,3-d]nipumuanny (Pizaxk Tta iH, 201la; Pizak, Ta iH.
2011b, Pizak Tta iH., 2012; Pi3ak Ta iH., 2014). BusasneHo, 110 A0CHIIKYBaHI TIEHOMIPUMIAUHHU HE
BCTYMalThb y neperpynysaHHs JliMpora Ta He B3a€MOJIiFOTh 3 peakTuBamMH [ piHbspa, Ha BIAMIHY Bif
¢dypo- Ta GeH3onipuMiaAMHIB. BCTaHOBNIEHO, 110 alKiyBaHHA Ta aUWJIFOBAHHS HATPIEBMX cojed 2-
okcH-4-0kco(iMiHO)-3-deHin-5-R-6-R"-TieHo[2,3-d]nipuMuanHYy ankil- Ta auuiIrajaoreHizaMmu
Bi10YBa€THCA 32 €K30UMKIIYHMM aTOMOM OKCHreHy B NOJ0XEHHI 2 3 YTBOPEHHAM 2-ajjK(aLHJ1)OKCH-
4-okco(iMiHO)-3-¢eH1n-5-R-6-R'-TieH0(2,3-d]nipumMuanHIB .

[Ipu B3aemoaii 2,4-ngiokco-3-¢deHin-5-R-6-R"-tieHo[2,3-d]nipuMuanHy 3 aKpHUIOHITPHUIIOM
BinOyBaeTbcs N-ankinyBaHHs 3a aTOMOM HiTporeHy B nosioxeHHi | 1 yTBOprOtOThCS HiTpUIH 3-(2 4-
aiokco-3-¢peHin-5-R-6-R'-tieno[2,3-dnipumianH-1-i1) nponaHoOBHX KHCIIOT, TiJpOJI3OM SKHUX Y
KUCJIOMY cepeloBHILI oaepxaHo 3-(2,4-miokco-3-dpeHin-5-R-6-R'-Tieno[2,3-d]nipumianH-1-in)
MPONaHOBI KMUCJIOTH, @ B3aEMOJIEI 3 I'IPOKCHIIAMIHOM — BiAnoBiAHI aminokcumu (TopoxTiH, Pi3ak,

2017).

Byno 3niificHeHO BipTyallbHHIl CKPUHIHT CHMHTE30BaHMX eTHUn 4-R-5-R'-2-amiHoTiodeH-3-
kapOokcunaris, HITpUiiB 4-R-5-R’-2-aMiHoTiodeH-3-kapOOHOBHUX KHUCIIOT, X YPEIAHHUX MOXIAHHX,
2,4-niokco- Ta 4-iMiHO-2-0Kkc0-3-peHin-5-R-6-R'-Tieno[2,3-dJnipumMuanHy, iX ankibHUX, aUUIBHUX
Ta WIAHETWJILHUX MOXIAHMUX 1 NPOAYKTIB X XIMIYHUX MepeTBOpeHb (pHc. 1).

BinnoBigHO 10 OTpUMAHHUX pe3ysbTaTiB, MPOBeAEHO OIONOriYHI JOCHIIKEHHS CTBOPEHHUX
PEYOBHH LIOA0 BHUABJIEHHS HUMM MPOTHUMIKPOOHOI, BMAIIBbHOI, MPOTH3anaibHOI AaKTMBHOCTI Ta

roctpoi TokcuuHocTi. [IpoBeneno QSAR-anani3 ans pany cunresoBanux crnonyk (TopoxtiH, Pi3ak,

2016).

X
R. Rm R, \x\ N 3 Ph

D Sl 5
S H

S NHCONHPh R

Puc. 1. 3araneHi ¢dopMynu A0CHiIKYBAaHUX CMIONYK [JIsl BIPTYalbHOrO CKPUHIHTY

Cepen nocCniaKyBaHUX CIIONyK Oy/M BUSBJIEHI Ti, Ki 0OKa3aJIM BUCOKHI piBEHb 11yPEeTHUYHOI
AKTUBHOCTI, @ TaKOX MPOSBHUIM MpOTH3ananbHy Aito. I1pu nepexoni Bia HEUMKIIYHUX MOXiTHUX
TiopeHy [0 UMKIIYHUX Ti€HO[2,3-d]nipuMHUAMHY cnocTepiranoch MiJBHULIEHHS PIBHSA BUAIIBHOI
akTMBHOCTI. I1pH UbOMY, aNKiNOBaHHA Ta aUMIOBaHHA Ti€eHO[2,3-d]nipUMHAMHY CPHUAIIO NMPOsABY
AlypeTHYHOro Ta MpoTu3anaibHoro edekrtiB. B Tabnuui npuBedeHi aeski XapaKTEPUCTHKH

3aJ1e)KHOCTI CTPYKTYpH (DYHKUIOHANBHUX TpyI) Bi 61070riYHKMX Noka3HHMKIB (Tabdn. 1).
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Tabnruys 1

JliypeTHuHa akTUBHICTb A€SKHUX MOXiAHMX TieHO[2,3-d]nipumMuauny 3 rpynoto -COOEt

Crpykrypa R"+ R" No3a,
O06’em BBeIeHOT PIAMHH, M O06’eM ceyl, M
(R, R") MI/Kr
(-CHaz-)4 34,40 6,40 3,87
(-CHaz-)3 33,04 6,15 6,50
-CHs- 31,84 7,05 7,33

Byno npoBeaeHo MikpoGiosioriyHe AOCHIIKEHHSI CUHTE30BaHUX CNONYK Ha Staphylococcus
aureus ATCC 26923, Escherichia coli ATCC 25922, Pseudomonas aeruginosa ATCC 27853,
Basillus subtilis ATCC 6633 Ta Proteus vulgaris ATCC 4636. BctaHoBneHO, W0 HaHaKTUBHILIMMH
JOCII1KYBaHUMH CrojlykaMu Oyu Takl, siki MiCTHIM GYHKUIOHaNbHI rpynu (aMiHO-, kKapOeTokcH-

abo uiaHo-), 6e3nocepenHbo 3B°s13aHi 3 TiopeHoBuM sapom (Pizak, 2016).

BuchHoBok.  TakuM  4MHOM, JUIs  CHOJYKHM  2-aUE€THUIIOKCH-4-0KkCO-3-deHin-5,6-
auMeTtunTieHo[2,3-d]nipuMuanHy Oyno BCTAHOBJIEHO BMCOKY [JiypeTHYHY Ta MpOTH3anaibHy
AaKTUBHOCTI, HU3bKY TOKCHYHICTb. KpiM TOro, nokasaHo, o MeTOA CUHTE3Y 2-aueTHI0KCH-4-0KCOo-
3-deHin-5,6-aumeTnntieHo[2,3-dnipuMUAKHY € BIAHOCHO AOCTYNHUM. TOMYy ii pekOMeH10BaHO s
nornubaeHux dapmakonoriyHux gociimxkedb. Ha nocnimkeny cnonyky pospobaeso npoekt MK,

OTPUMAHO NATEHT Ha BMHaXill, a TAKOX MNMaT€HT Ha KOPUCHY MOJEJIb.
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