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BHBYEHHS ITPOITECIB AITHUAIOBAHHSA
2,4-AI0KCO- TA 4-IMIHO-2-OKCO-3-®EHIA-5-R-6-R’-TIEHO[2,3-D]
INIPUMIIHHIB

I'. B. Pizak!

AxmyansHicmb 00Ci0KeHHS noasizae 8 6ion02iurili akmugHocmi mieHo[2,3-dnipumiouHis, siki
MOXKYMb MAMU NOMEHYIAN I CMBOPEHHI HOBUX JLIKAPCbKUX 3ac0bie ma papMmaKon02iUHOMY 3ACmo-
cysaHHi. Mema 00CniOIKeHHS NONS2aNa Y 8UBUEHHT NPOYeCi8 Ayunlo8aHHs 2,4-0iokco- ma 4-imiHo-
2-okco-3-¢peHin-5-R-6-R’-mieHo[2,3-d[nipumiouHis ma oyiHyi NOmeHyiany CUHMEe3084HUX CNONYK
Y cmeopeHHI 6i01021uHO AKMUBHUX peUuo8UH. s 0ocsiezHeHHs nocmagaeHoi memu 8 pobomi 6yaiu
30.CcMOCO8AHT MEMOOU 0P2aHIUH020 cuHme3y. Ilodanswuil aHania cmpykmypu OmpuMaHux CnoayK
grIroua8 sukopucmanHs memooie SIMP ma I49 cnexmpockonii. Y 0ariii pobomi 6y.i0 npogedeHo
ayunoearHs 2,4-0iokco- ma 4-imiHo-2-okco-3-gpeHin-5-R-6-R’-mieno[2,3-d[nipumiourie ayuneanoze-
Hidamu KapboHosux kKucriom. Bsaemoodis 8idbynacs 3a yuacmio Hampiegux coneli ma cneyugiuHux
AUUNIOIOUUX a2eHmi8 Y 8I0N0BIOHUX YMOBAX, ULO0 CMUMYIIOBANLO (POPMYBAHHS ULNIbOBUX AYUULOBAHUX
npodykmis. Peaynibmamu excnepumermis noKa3aiu YcniulHe Ayuito8aHH BUXIOHUX CNONYK, UL0
6Yy10 niomeeporKeHo AHALIMUUHUMU OAGHUMU MA CNEKMPOCKONIUHUMU Xapakmepucmukamu. s
No8HOI xapaKxmepucmuku OMpUMAHUX CNOAYK memnepamypu NAA8AeHHs OYau BUMIPSHI 3 MEMO0
niomeepoxxeHHs uucmomu ma cmabiibHocmi ompumarux 3paskie. IIpucymHicms ayuUNIOKCUNbHUX
2pyn Yy CUHME308AHUX MOSEKYNAX C8IOUUMB NPO YChiulHe 88€0eHHS AUUNbHOL 2pyni 00 MOAEKYU
mieHo[2,3-d[nipumiouny. Jooamrosuil AHALI3 OMPUMAHUX OGHUX NOKA3A8, UL0 ANKINYBAHHS MA AYU-
JII08AHHSL HAMpieaux coneti 8i06ysaemsbes 3a Yuacmio eK30UUKAIUHO20 AMOMA KUCHIO 8 NO3UUIL 2, Ui
npuszeooums 00 YmeopeHHs 2-anK(ayusr)oxcu-4-okco(imino)-3-gperin-5-R-6-R-mieHo[2, 3-d[nipumiouHis.
Ompumari 0aHi MaKoIK 6Ka3YyIoMb HA NOMEHUYIUHY MOKAUBICME NOOAILULO20 PO3BUMKY MEeMOOUKU
cuHmesy ma 00CNiIOIKeHHS enacmueocmeil AyULb08AHUX CNONYK 05 iX N0OANbUL020 3ACMOCYBAHHS
Y papmayesmuuHiil npomuciogocmi abo iHUWUX cgpepax, CNPSMO8AHUX HA CMBOPEHHSL HOBUX JliKAD-
cbKux 3ac0bi8 ma PYHKYIOHANbHUX MAMEePIaLis.

Knrouoei cnoea: opeaHiuHUll CUHME3, MeXaHIBMU pearKyii, KapOOHIIbHI CNONYKU, peaKryiliHa 30amHicmb,
MOO0uUiKayisL.
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STUDY OF ACYLATION PROCESSES
OF 2,4-DIOXO- AND 4-IMINO-2-0XO0-3-PHENYL-5-R-6-R’-THIENO|[2,3-D]
PYRIMIDINES

G. V. Rizak

The relevance of the study lies in the biological activity of thieno[2,3-d]pyrimidines, which may have
potential in the development of new drugs and pharmacological applications. The aim of the study was
to investigate the acylation processes of 2,4-dioxo- and 4-imino-2-oxo-3-phenyl-5-R-6-R’-thieno[2,3-d]
pyrimidines and to assess the potential of the synthesised compounds in the development of biologically
active substances. To achieve this goal, organic synthesis methods were used. Further analysis
of the structure of the obtained compounds included the use of NMR and IR spectroscopy. In the present
work, the acylation of 2,4-dioxo- and 4-imino-2-oxo-3-phenyl-5-R-6-R’-thieno[2, 3-d[pyrimidines with
carboxylic acid acyl halides was carried out. The interaction was carried out with the participation
of sodium salts and specific acylating agents under appropriate conditions, which stimulated
the formation of the target acylated products. The experimental results showed successful acylation
of the starting compounds, which was confirmed by analytical data and spectroscopic characteristics.
To fully characterise the obtained compounds, the melting points were measured to confirm the purity
and stability of the samples. The presence of acyloxyl groups in the synthesised molecules indicates
the successful introduction of an acyl group into the thieno[2,3-d]pyrimidine molecule. An additional
analysis of the data obtained showed that alkylation and acylation of the sodium salts occur with
the participation of an exocyclic oxygen atom at position 2, which leads to the formation of 2-alk(acyl)
oxy-4-oxo(imino)-3-phenyl-5-R-6-R-thieno[2,3-d]pyrimidines. The data obtained also indicate the potential
for further development of the methodology for the synthesis and study of the properties of acylated
compounds for their further use in the pharmaceutical industry or other areas aimed at creating new
drugs and functional materials.

Key words: organic synthesis, reaction mechanisms, carbonyl compounds, reactivity, modification.

Beryn

OpraniyHa xiMmig Tpa€e BasKAHUBY POAb
Yy BUpIIlIEHH] Pi3HOMAaHITHUX HayKOBUX i IIpak-
TUYHUX 3aBAaHb. TieHo|2,3-d|nipuMiauHu Bia-
HOCSATBCS [0 KAACy T'€TE€POLIMKAIYHUX CIIOAYK,
dKi Big3HAYAIOTHCH Pi3HOMAHITHICTIO IIOTEH-
LifiHMX OioAoriyHMX akTUBHOCTe#. HaykoBumii
iHTepeCc 3yMOBAEHHUH MOKAUBICTIO BUKOPU-
CTaHHS SIK AIKapCBKUX 3ac0o0iB Ta 0i0AOTIYHO
aKTHBHUX CIIOAYK, 1110 BiIKpHBaE II€PCIIEKTUBU
[ASL TIONAABIINX IOCAIIKEHBb Ta 3aCTOCYBaHb
B MeAUYHiN Ta (papMalleBTUYHIN rasy3dax.

Jag cunTtedy TieHO[2,3-d|mipuMianHIB BUKO-
PUCTOBYIOTECSI PI3HOMAHITHI METOOU, Ceper
SIKUX O0COOAMBE 3HA4YEHHS MAalOTh IHMKAi3allis
Ta KoHaeHcarida. Y npari O.0. KoaomoiinieBa
(2021) BUB4Ya€ETHCA OUH 3 TAKUX METO/IB CUH-
Te3y 1 po3rAsfaroThCs peakliii ImKaizarii Ta
KOHJIeHcallil [AS HOipUMIiAWHOBUX IIOXiHUX.
Hocaimxkedaa H0.0. OBcauHiKOBOI Ta Ii KoAer
(2014) posmmproe LieH aCHeKT, MOCAIIKYIOYH
HOBI METOIM CHHTEe3y [Ad (POPMyBaHHS Tie-
HO[2,3-d|mipumiguHOBOrO Kapkacy. OmIHUM
3 KAIOYOBHUX eTalliB y Moaudikaii Tieno[2,3-d]
[IipUMIIVHOBOTO SIpa € BBEAEHHS 3aMiCHUKIB,
HaIIpUKAQ[, KapOOKCHUABHUX TIpyl. Y poboTi
O. Muiika Ta cniBaBTOopiB (2014) mocaimxy-
€TBbCH aABTEPHATHUBHUI METOH CHHTE3Y ILiABO-
BUX TIi€HOUIPUMIAUHIB, III0 IPYHTYETBCS Ha

BHKOPHCTAHHI OKCA3WHOBHUX MOXITHUX. AMigu
OyAu OTpPHUMAaHI IIIAIXOM peaxkilii amiHoTioeHy
3 BIANOBIAHUMU XAOPaHTIApPUAaMU OeH30MH-
HHUX KHCAOT 33 YMOB alluAroBaHHS. Lleit meTon
[03BOAsSIE MOAMMDIKYBATH XIMIYHY CTPYKTYPY
CIIOAYK Ta BIOCKOHAAIOBATH iXHi BAACTHUBOCTI
3 METOIO0 IIOAABIIOTO BHUKOPHUCTAHHS y (pap-
MAalleBTUYHINA Ta MEIUYHIH ITPAKTHULL.

MeTor0 IBOTO MOCAIMKEHHS OyAO peTeAbHe
BHUBUYEHHS IIPOIIECIB alluAlOBaHHSA 2,4-Ti0KCO-
Ta 4-imiHo-2-0KCOo-3-deHia-5-R-6-R’-TieHo
[2,3-d]|mipuMignHIB 3 MeTOI0 OTPUMAaHHA KiH-
LIeBUX IPOAYKTIB. TakKoK OAHUM i3 KAIOUOBHUX
3aBIAaHb OYAO [IOCAIIZKE€HHSI YMOB, SKi CIIPHSI-
I0TH (POPMYBAHHIO ITIABOBUX CIIOAVK. .

Marepiaa i meToaH

Y mocaizmzkeHHi aaKkiayBaHHA 2,4-Ii0KCO- Ta
4-imiHO-2-0KC0-3-eHia-5-R-6-R’-Tieno[2,3-d]
MipuMiguHIB OyAO IIPOBEIEHO 3a JOIIOMOTOI0
PiZHOMAaHITHHUX T'AaAOT€HOIIOXiAHUX, TAKHX HAK
aAKiA- abo allMATaAOTeHINH, a TaKOXK aKpH-
AoHITPHAY. [Aa 1uX 1iae#t 6yAn BHKOPHCTAaHI
KETOHH, METHACHAKTHUBHI KOMIIOHEHTH (TakKi
dK eTHUALliaHaIeTaT Ta MaAOHOAUHITPHA),
deHiaizoiiaHaT, a TakKo¥K TaAOT€HOIIOXiIHI Ta
AKPUAOHITPUA IIPOMHCAOBOTO BHPOOHUIITBA.
Po3unnHuky, Taki gk OeuzeH, 1,4-miokcad,
JIM®A, eraHOA, METAHOA Ta OIITOBA KHCAOTA,
OyAn B34Ti IIPOMHCAOBOTO BHPOOHHIIBTBA Ta
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OYMIILIEH]I BiZIMIOBIAHO OO BCTAHOBAEHUX METO-
UK. [Iag BipTyaAbHOTO CKPHHIHTY CHHTE30-
BaHHX CIIOAYK BHKOPHCTOBYBaAach IIporpama
PASS 1.703. Ilix yac BUBYE€HHS BAACTUBOCTEH
OTPHUMAaHUX CIIOAYK, OyAO BUKOPHCTAHO Pi3HO-
MaHiTHI (isuko-ximiuni meromu. Ui merTomu
crIpusAu O0’€KTHBHIHM OIHII SIKOCTI PEYOBUH
Ha OCHOBi OTPHMAaHHUX PE3yAbTATIB.

PesyasTaTH

2,4-giokco- Ta 4-iMiHO-2-0KC0-3-(eHia-
5-R-6-R’-Tieno|2,3-d|nmipuMiguHu  IpeacTas-
AFIOTH CODOIO CIIOAYKH, IO MAalOTh 3HAYHUH
MOTeHITaA [ad XiMigHOI Mmogudikarltii, € BUXif-
HUMH MaTepiaanaMHu [As CHHTe3y HOBHUX 0io-
AOTIYHO AaKTUBHUX pPeYOBUH. BaacruBocrti
IIUX CIIOAYK, TaKi SIK HasBHICTb (DEHIABHHUX Ta
Tio(peHOBHUX KiA€llb, CTBOPIOIOTH MOXKAHUBOCTI
IAS BBeeHHS (PYHKIIIOHAABHUX TPYI B MOAE-
KyAy. AIWAIOBaHHS [OO3BOAWAO MOIUQIKY-
BaTH CTPYKTYPY T1€HO[2 3- d]l‘[lpI/IMl,ZLI/IHlB 110
MOZKe IIPU3BECTH A0 3MiHH iX (Pi3HKO-XiMIYHHX
BAACTHBOCTEH.

ArmvatoBanudg  2,4-miokco- Ta  4-iMiHO-2-
0KCO0-3-(enia-5-R-6-R’-Tieno[2,3-d|nipumiau-
HiB 3aliMae BasKAWBE MiCIle B CHHTE31 HOBHUX
noxigHux TieHo|2,3-d|nipuMiauHiB, 9Ki MaloTh
MIOTEHIiHHy 0i0AOTiYHY akKTUBHICTB. Lle# mpo-
1ec repenbadae BBEIAEHHS AaIlHABHOI TpymIH
(R-CO-) mo moaekyau BuXimgHOTO Ti€HO|2,3-d]
ipUMiIVHY, III0 PO3MIKNPIOE HOro XiMidHY
PEaKTHUBHICTD Ta MOXKAHUBOCTI JAS IOJAABIIIOTO
CHHTE3y CIOAYK 3 0i0AOTiYHOI0 aKTUBHICTB.

[lix yac peakiii alMAlOBaHHS, CIIOYATKY
BimOyBaaocs (popMyBaHHS aAKTHBHOTO KOMII-
Aekcy. Ha mnouaTkoBoMy erami rasoreHaH-
rizpun KapOOHOBOI KHCAOTH, HAIIPUKAAL,
alleTHAXAOPU YU OEH30IAXAOPHI, pearyBaB
3 OCHOBOIO, fKa IIpeficTaBAsgIAa COD0I0 HATPIEBY
ciab TieHO[2,3-d|nmipumiauny. Lle cnpusao yrBo-
PEHHIO aKTHBHOI'O KOMIIAEKCY, SKHH Mir pea-
TyBaTU 3 MOAEKyAaMU TieHO[2,3-d|mipuminuny.
Ha mpyromy erami BimOyBasacss aTaka, KOAH
AKTUBHUU KOMIIAEKC B3a€EMOJIISIB 3 MOAEKYAOIO
TieHO[2,3-d|mipuMinuHy, 30KpeMa 3 aTOMOM
KHCHIO Ha mo3uiii 2. AToM KHCHIO BimOupaB
IIPOTOH Bifl allUABHOTO 3B’I3Ky TaAOT€HAHTIMI-
PULY, IO CIIPUSIAO cTabiAbHOCTI iHTEpMemiaTy.

Ha tperpoMy erari BigOyBasocs BiIHOBAEHHS

apoOMaTHYHOCTi 32 PAaXyHOK IepPeCyBaHHH
CACKTPOHIB i  PO3IIEIIACHHS cTabiABHOTO
MIXKIIPOAYKTY, IO IIPU3BEAO [0 YTBOPEHHH

KiHIIEBOT'O IPOAYKTY — 2-aIllMAOKCH-4-0KCO(iMi-
HO)-3-deHir-5-R-6-R’-rieno[2,3-d|nipuminuny.
Peakmitinuii MexaHi3M nepenbdadaB yTBOPEHHSI
aKTUBHOT'O KOMIIAEKCY MIiXK TaAOT€HaHTiIPHU-
JOM Ta MOAEKYAOIO Ti€HO[2,3-d|nmipuMigvHy.
e copusao CTBOPEHHIO HOBOTO 3B’SI3Ky MiX
allMABHOIO I'PYIIOI0 Ta MOAEKYAOIO Ti€HO[2,3-d]
mipuMmiguay. Y Tabaummi 1 momaHi BuXimHI
pe3yABTaTH Ta TEMIIEPATyPH IIAABACHHS OTPHU-
MaHUX CIOAYK 4.2a-j.

[ani eaemeHTHOro anaaizy ta AMP 'H mig-
TBEPOVWAU XIMIYHHU CKAaf croaykK. Ha mpo-
TOHHHX crnekTpax AMP Oyau HagBHI CUTHAAIB,
II0 BIiANIOBiZAIOTH aaihaTUIHUM 3aMiCHH-
KaM y IoAoXKeHHSX 4 i S5 TiodeHOBOTO Aapa,
a TaKO0XK CHUTHAaAH allMAOKCHABHOTO 3aMiCHHKA
y mipumingmHOBoMy HuKai. Kpim Toro, y mia-
ma3oHi 7,2-7,6 M.9 CIIOCTEPIrarOThCS CUTHAAU
apoMaTHYHUX OPOTOHIB. HaBmaku, cmocrepi-
raeThCs BiACYTHICTH CHUTHAAIB €K30IIMKAIYHOI
rpynu NH mipuMigrHOBOTO IUKAY, Bi3HaYeHA
y  2,4-miokco-3-deHia-5-R-6-R’-Tieno|2,3-d]
nipumiguuiB (3.2a-c). 3rigHo AMP ek3onu-
KAIYHUH aTOM OKCHUI'€HYy B IIOAOXKEHHI 2 MaB
3HAYHUN BIIUB Ha IIOLEC 1 aAKIAYBaHHS JaHUX
TieHO[2,3-d|mipuMiguHIB. Y LIBOMY BHIIAIKY
TEePMiH «€K30IUKAIYHUI» BKa3ye Ha Te, IO
aToOM OKCHT€HYy PO3TAalllOBaHWM Ha 30BHIIIHIN
JaCTHUHI KiABIlI MOAeKyAW. Ilim wac peaxutii
3 allMATaAOTeHiaMu, Iefl aToM BHCTYIIaB SK
HYKA€O(IABHUH IIEHTP, CIPUTIOYH YTBOPEHHIO
HOBOTO 3B’93KY 3 allUABHUM 3aMiCHHUKOM.

OTpuMaHi pe3yAbTATH [OCAIZKEHHS alli-
AIOBaHHS 2,4-Ii0Kco- Ta 4-iMiHO-2-0KCco-3-e-
Hia-5-R-6-R’-Tieno|2,3-d|nipuMianHiB Bigkpu-
BAIOTh IIMPOKIi IIEPCIIEKTUBH A ITOJAABIIIOTO
BHUKOPHCTAHHS Y CpapMaL[eBTI/I‘{HII/I Ta XiMid-
Hiff  mpomucaoBocTi.  OTpuMaHi  IOXifHi
MOXKYTb MaTH BEAWKHH IIOTEHIiaA y CHHTe3i
HOBUX AIKQpCBKUX 3aco0iB, TaKUX K aHTH-
OioTmkH, mpoTH3amaAbHi TperapatH. Kpim
TOTO, iXHA 0iOAOTIYHA AKTHUBHICTH MOXKeE OyTHU
00’€KTOM MOAAABIINX MOOCAIMKEHBb y IOUIYKY

Tabaung 1
XapaKTEPUCTUKU CIIOAYK
Homep cnmoAykn T na., Buxin, % Homep cnmoAykn T na., Buxin, %
4.2a 281 55 4.2f 279 65
4.2b 276 60 4.2¢g 282 70
4.2¢ 288 60 4.2h 275 70
4.2d 267 70 4.2i 270 65
4.2¢ 259 60 4.2j 279 65

[Dxepesno: mamepian cmeopeHo agmopom
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HOBUX IIperapaTiB 3 BUCOKOI0 €(PeKTHUBHICTIO
Ta 0e3IeYHiCTIO.

OGroeopeHHs

Orpumasi pe3yabTaTH BIIKPUBAIOTh
LIMPOKi IIEPCHEKTHBU y CHHTE31 OpraHiYHUX
CIIOAYK. YCITiIIIHE allMAIOBaHHA 2,4-Ii0KCO- Ta
4-imiHO-2-0KCO0-3-(eHia-5-R-6-R’-tieno[2,3-d]
HipUMIAUHIB CBiAYUTE NP0 ePEKTUBHICTD
00paHOro MiAX0Ay Ta MOTEHIIIHHY BUKOPHUCTO-
BYBaHICTh OTPUMAaHHUX HPOAYKTIB y pi3HOMA-
HITHHUX 00AQCTSX.

BakAMBOIO YaCTWHOIO BHUSBACHHS BIIAHUBY
peakLifHNX yMOB Ha HAIPSIMOK peakdii Ta
BHUAOOYTOK I[IABOBHUX IIPOAYKTIB. 30KpeMa,
BHUKODHCTAHHS II€EBHUX pEareHTiB Ta OIITH-
Mizallid yMOB HIPOBENEHHHA pPeakilii CIPUSIA0
YTBOPEHHIO 0askaHWX allMAOBAHHX CIIOAYK
3 BHCOKHUM BuXofoM. CIIOAYKH, OTpPHMaHi
H. El-Kashef et al. (2010), 3a momomororo
MUKAIZAIIHHNX peakilii 3a pi3HUX YMOB IIPH-
3BEAU [I0 CHUHTE3y Pi3HUX IIOXiMHUX Ti€HOIIpHU-
MiguHy. Jedki 3 UX DOXiAHUX AaAi migmaaucs
IHIITIM peaxIlisaM, 0 IIPU3BEAU 10 YTBOPEHHS
nipuno[4’,3”:4,5]rieno[2,3-d]rpuaszoao|1,5-a]
mipumiguaiB. I[lopiBHIOIOYH 3 mHOoUEpenHIMHU
OCAI[PKEHHAMH, BHUSBAECHO P Ba’KAUBUX
BiAMiHHOCTeH. 30KpeMa, [AesdKi II0Ka3aAH, II0
NH,- rpyna B TieHo|2,3-d|mipuMignHOBOMY
bparMeHTi CIIOAYK BHSIBHAACS MAAOAKTHBHOIO
Ta He pearye 3 XAOpaHTigpuaaMu KapOOHOBHX
KHCAOT Ta CyAbOXAOpHAAMH. Y [OaHOMY 3K
JOCAI/I?KE€Hi eAEMEHTHHH Ta CIIEKTPOCKOIIIYHUH
aHaAi3 MiATBEPOWAU CTPYKTYPY Ta YUCTOTY
OTPUMAaHUX IPOAYKTIB.

Y mnopiBHAHHI 3 NOIEpPeaHIMU, OAS CHH-
Te3y BUKOPHCTOBYBAAWCH TaAOTE€HAHTIIPUIN
KapOOHOBHX KHCAOT 3 KHCAOTOIO i OCHOBH,
30KpeMa TPHUETHAAMiH, Ta peakIlisd IIpoTikasa
Ipu KA'aTigHi. Takul miaxig 103BOAUB OTPH-
MaTU allMABOBaHI TIEHOHIPUMIOAWHHU 3 BUCO-
KHM BHUXOJOM Ta BHU3HAYUTH YMOBH CHHTE3Y
iAbOBHX CcIIOAyK. [lopiBHIOIOWM 3 padimre
BHKOPHCTOBYBAaHHUMH METOAaMH, TaKHH IIif-
Xil MOXKe MaTH IepeBary depe3 BUIIMH BUXIi[
IIPOAYKTY 1 3araabHy €(EeKTUBHICTH peaklii.
HeoOximHO Bim3HA4YWTH, M0 pPeakIlil amuAy-
BaHHS MOXKHA IIPOBOAUTH Y BiMHOCHO M’IKHUX
yMOBax, II0 CHpHUAE €(PEKTHUBHOMY Ta €KO-
HOMIYHOMY CHHTE3y I[IABOBUX CIIOAYK 3 MiHi-
MaAbBHUM yTBOPEHHSAM MOOIYHUX ITPOAYKTIB.
Anmarorodi areHTH, Taki 9K aHTIAPUAN KUC-
AOT [TO3BOASIOTH ITPOBOJUTH PEAKII0 3 BHCO-
KHUMH BHXOJAMH, III0 MOXKe mocaratu mo 85%.
XeMOCeAeKTHBHICTb Ha/la€ MOKAUBICTH BHUOIp-
KOBOTO AaIlMAIOBAaHHS Ti€EHOHIPUMIiOWHOBUX
CIIOAYK, III0 CIIPHUSIE€ KOHTPOABOBAHHM Ta ITiAe-
CIIPSIMOBAHUM MOOUIKAISIM MOAEKYASIPHOI

CTPYKTYPH, PO3IINPIOIOYH CIIEKTP IXHIX MOXK-
AWBHUX 3aCTOCyBaHb.

CrpykTypHa pauBepcudirallia, 3miHfcHIO-
BaHa 4epe3 allMAIOBaHHS ITOXiTHUX Ti€HO0[2,3-d]
MipUMiIVHY, € KAIOYOBHM €TaIlloM y BBEIEHHI
pizHoMaHiTHHX anuabHuxX Tpyn (R-CO-) Ha
TeTEPOIMKAIYHNYE KapKkac. lle mpu3BoguTh 110
CHHTEe3y HOBHUX IIOXiMHUX 31 3MiHeHuUMHU Di3u-
KO-XiMiYHUMH Ta O0i0OAOTiYHMMH BAACTHBOC-
Tamu (Adapa et al., 2023). CrifikicTb amigHOTO
dparmMeHTa anHMABHHX IIOXITHUX BHSIBHAACH
3HAYHOIO, OCKIABKH [I03BOAMAA 3iHCHIOBATH
CEAeKTHBHY MOOU(IKAIlI0O €CTepHOi TpyHIH
B IIOAOKEHHI 2 mipuminuny. lle amyaroBaHHSA
OyA0 HEOOXIMHUM AT BBEIEHHS CIIEIIU(PIIHUX
XiMiYHUX Tpyn abo (PYHKI[IOHAABHUX 32AHIII-
KiB OO MOAEKYA Ti€HOIIIPUMIAWHY, III0 Mae€
BaXKAHUBE 3HAQYEHHS [OAd MOCAIMZKEHHd IXHBOI
0i0aKTHBHOCTI Ta IIOJAABIINX 3aCTOCYBaHb.
Y arMabOBaHUX CIIOAYKaX IaHOI POOOTH TaKOXK
Bil3HAYMAACS CTiHKICTE aMmigHOrO pparMeHTa.
BakAuBHMH BHCHOBKOM 3 IIPOBeAeHO0I poboTH
€ BHUSBAEHHS CIIEN(IYHOTO MeXaHi3My peak-
11, 3riTHO 3 SIKUM aIlMAIOBaHHS Bi0yBarOThCI
3a y4acTIO €K30IIMKAIYHOTO aToMa KHCHIO.
AnuAOBaHHS —TIEHOHIPUMIAWHIB BigKpUBae
IIUPOKUI TOTEHIiaA AT OTPHUMAaHHS CIIOAYK
3 pi3HOMAaHITHOIO 0i0AOTIYHOI0 aKTHBHICTIO.
[MomepenHi HOCAIZKEHHS CBig4aTh IIPO Te€, M0
allMABOBAHI ITOXiAHI TIEHOMIPUMIIUHY MOXKYTb
BUSABAATH Pi3HOMaHITHY O0i0oAOTiYHY aKTHB-
HICTB, IKa POOUTH IX IEPCHEKTHUBHHUMH AL
3aCTOCYBaHHS B MEIWYHHUX [OCAIIPKEHHIX
i papmaneBTUYHIH TPOMUCAOBOCTI.

AHaai3ylouM TIONEpeHi MOOCAIIKEHHS Ta
CIIMPAIOYHCh Ha 3arasbHi BAACTHUBOCTI IIipH-
MiIMHOBHX TIOXiHUX, MOXKHa IIepeadavuTi
TIOTEHIi}Hy 0i0aKTHBHICTH OTPHUMAHHX PEYO0-
BuH. BioaoriuHa aKTHUBHICTD ITipUMiZUHOBUX
MOXiAHUX BH3HAYAETHCA IXHBOIO XIMIYHOIO
CTPYKTYPOIO Ta BAaCTHBOCTAMH. [lipuminuHOBI
CIIOAYKH MAalOTh YHIKaAbHY T'€TEPOILIMKAIIHY
CTPYKTYpPY, gKa CIpHsE ixHil B3aemomil 3 6io-
MOAEKYAAMHU Y KAiTHHI. Llg B3aemomiss BKAIO-
Jya€e yTBOPEHHsI BOAHEBUX 3B’d3KiB 3 Oirkamy,
HYKA€THOBMMH KHCAOTaMH abo iHIHMH 6io-
MOAEKYAAMH, III0 MOXKE BIAMBATH Ha (PYyHK-
if0 IuUxX cucreM. KpiM TOro, mipuMignHOBI
CIIOAYKH MOXKyTh OyTH aHasoraMH HyKAe-
OTUAIB 1 BIAMBATH Ha MPOLIECH, IIOB’I3aHi
3 [IHK abo PHK, Taki gk pemnaikaiis, TpaH-
CKPUIILiS Ta TPaHCALALg TreHeTH4dHOI iH(oOp-
Marii. /laHi MexaHi3Mu CHPUIIOTH 0i0AOTIUHIM
aKTUBHOCTI MiPUMIiIHHOBUX CIOAYK 1 MOXKYTb
OyTH BUKOPHCTAHI A PO3POOKU AIKAPCHKUX
3acobiB. Cucrema TieHO[2,3-d|nipnminuHy
cTasa IIPeaMeTOM 3HAYHOTO 3alliKaBAEHHS AK
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KAaC BHCOKOE(MEKTHUBHUX IIPOTUILYXAUHHHUX
npenapariB (Seif et al., 2023). Taki cnoayku
BHUKOPHCTOBYIOTECSI IK OCHOBHUM KOMIIOHEHT
A CTBOPEHHS YHCA€HHUX IIOXiTHHUX 3 IIPO-
THUIIYXAUHHOI0O AaKTUBHICTIO, 9K HAaIIPUKAAL
y E.F. Abdelhaleem et al. (2018). Lla rpyna
CIIOAYK OTpPHMasa BHU3HAHHA B JOCAIIKEHHSX
R.A. Hassan et al. (2022) Ta S.B. Salib et al.
(2016), me npomeMOHCTpyBasa HaWBHIIY IIPO-
TUPAKOBY AKTUBHICTb Ha AiHII KAITHH s€4-
HUKiIB. [lo TOro X, IMKAOAAKiATi€EHO[2,3-d]
MipUMIIVHU € TPUIMKAIYHOI CHUCTEMOIO, SKa
€ OCHOBOIO [Ad 0araTbOX HIPOTHUITYXAMHHHUX
noximHux. llg CTPYKTypHA OCHOBa IIIHPOKO
BHUKOPHCTOBYETBCS y CHHTE31 aHTHPAKOBHUX
3acobiB Ta BUABHAA BHUCOKY €(EeKTUBHICTb
B pocaimxkenHax K.M. Al-Taisan et al. (2010),
S.A. El-Metwally et al. (2021), Y. El-Dash et al.
(2021), a Takox y H.G. Hacker et al. (2009).

OTxe, allUAIOBaHHS Ti€EHOHIPUMIiAWHIB Bifl-
KpHUBa€ MIAIX OO0 Po30poKH HOBHX (papMalie-
BTHUYHHX 3aC00iB i3 pi3HOMAaHITHOI0 010AOTIYHOIO
aKTHUBHICTIO, III0 MOXKe 3a0e3[edYuTH pPO3BHU-
TOK iHHOBaILiHUX HpenapaTiB aasd O0OpPOTHOU
3 Ppi3HUMH 3axBoproBaHHAMH (TopoxrtiH
i Pizak, 2016; Pizak, 2023). ITogaabmri gocai-
JIKEHHS Y IIbOMY HAIIPSIMKY BKAIOYAIOTH OIITH-
Mi3allifo CTPYKTYPHU Ta BAACTHUBOCTEH CIIOAYK
A MAKCHMAaAbHOI 0i0AOTiYHOI AaKTHBHOCTI,
aHaAi3 IXHBOTO MeXaHi3My Aii Ha KAITHHHOMY
piBHiI, TIpOBeneHHS KAIHIYHUX BHUIIPOOyBaHb
IAS BU3HAYEHHS e(EeKTUBHOCTI Ta Oe3IeKH,
BHUBYEHHS MOXKAWBOCTI PO3BHUTKY PE3UCTEHT-
HOCTi Ta po3pobKa CTpaTeriii JAS ITOJOAAHHS
i€l mpobaeMH, a TaKOXK IIOJAABIINI PO3BH-
TOK CHHTETHYHHUX METOMIB [Ad 3a0e3redyeHHs
ePEeKTHBHOT'O0 BUPOOHHUIITBA.

BHCHOBKH
Y xoni eKCIlepuMeHTIB OyAO YCITIIITHO IIpO-
JEMOHCTPOBAHO MOXKAMUBICTh  allMAIOBAaHHA

2,4-miokco- Ta 4-iMiHO-2-0KC0-3-(eHia-5-R-6-
R’-tieno[2,3-d|mipuMignHiB anmarasoreHigaMu
KapOOHOBHX KHCAOT 3a Yy4YacTI0 HaTpieBHX
coaell Ta crienu@iYHUX alMAIIOYHUX areHTiB.
lle [03BOAMAO OTPHUMATH IIABOBI aIIMAOBAHI
MIPOAYKTH, LI0 OyAH IiAaHi peTeAbHOMY aHa-
Ai3y. PesyabraTv aHaAITUYHUX [JOCAIIKEHb
Ta CIIEKTPOCKOIIIYHOTO aHaAily IiATBEPAHAN
epeKTHBHE BBEICHHS allHABHUX I'PYII 10 MOAE-

KyAH Ti€eHO[2,3-d|mipuMinnHy, 110 € KAIOUOBHM
KPOKOM y CHHTE31 HOBUX 0iOAOTIYHO aKTUBHUX
crioAyK. OCHOBHHUM 3aBHAHHAM OyAO IOCAi-
JKEHHS MOXKAMBOCTEH allMAIOBaHHS BKa3aHUX
MipUMiZUHOBHUX CIIOAYK Ta BUBYEHHS BIIAUBY
peakmifHuX yMOB Ha HAIIPSIMOK peakilii ta
YTBOPEHHH LIABOBHUX ITPOAYKTIB.

BukopucranHa crnenu@idHUX peareHTiB
Ta OIITUMI30BAaHUX YMOB peakIii I03BOAHAO
e(PeKTUBHO KOHTPOAIOBATH XIMiYHYy MOAUi-
Kallil0o MOAEKYASIPHOI CTPYKTYPH IIipUMIiIVHIB.
MeTonuKa MOOCAIMKEHHS BKAIOYasa CHHTE3
BUXIHUX CIIOAYK, aHaAi3 B3aeMofil 3 peareH-
TaMH Ta CIEKTPOCKOIIYHI OCAIPKEHHS AT
MiATBEPAXKEHHA CTPYKTYPHU OTPHMAaHUX IIPO-
OYKTiB. A9 IPOBENEHHST aHAAITHIHOI'O KOHTP-
OAI0 BHUKOPHCTOBYBAaAHCH METOAM €AEMEHT-
HOTO aHaai3y, a Takox IMP 'H-criekTpockorrii.
JocaimkenHs OyA0 BHUKOHAHO BiAIIOBIIHO 10
BCTAHOBAEHHUX CTaHAAPTIB Ta IIPOTOKOAIB.
OTrpumaHi pe3yAbTaTH CBig4aTh PO YCITiIHE
alMAIOBaHHA Ta (POpMyBaHHSA allMAOBaHHUX
MIPOAYKTIB 3 BUCOKHUM BHXOAOM. Takoxk 06yao
BUBYEHO BIIAMB pPeareHTiB Ta yYMOB peakIlii
Ha HaIpgMoK peaklii. BuasaeHo, mo anu-
AIOBaHHS Bin0OyBaloOThCH 3a yYaCTIO €K30IH-
KAIYHOTO aToMa KHCHIO, III0 € BasXKAUBUM OAS
hopMyBaHHS KiHIIEBUX IIPOAYKTIB. [JJoOaTKOBO
Oyaa IIpoBefeHa OIiHKa TeMIIepaTyp IIAaB-
A€HHS OTPHUMAaHHUX CIIOAYK, IO HiATBEPIHAO
iXHIO YUCTOTY Ta CTabIABHICTb.

lle BaxkAMBHUU eTall OAd MOAAABIIMX OCAI-
KEHb Ta 3aCTOCYBaHb, OCKIABKH CTabiABHICTH
CIIOAYK MAa€ BEAVKE 3HA4YEHH4 A4 IXHBOI [T01aAb-
11101 00POOKY Ta BUKOPHUCTAHHS B Pi3HUX raAy3sX
HayKH Ta NPOMHCAOBOCTI. [lepcrieKTUBH Maii-
OyTHIX MOCAIIKEHDb 3aKAIOYAIOTECH Y BHBYEHHI
6i0AOTiYHOI aKTUBHOCTI BUBYEHHX CIIOAYK Ta ix
MOKAWBOT'O BUKOPHCTAHHS y (papManeBTUIHIN
raaysi fas po3poOKH HOBHUX IIPEIIapaTiB 3 BUCO-
KOI0 e(DEKTHBHICTIO Ta MiHIMAALHHUMH I100id-
HUMH PeaKIlisTMH.
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