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VIK: 547:543.395:544.722.2
N-(R-KAPBAMOTIOLDITAKJIOAJKIIKAPEOKCAMIJN — TEPCIIEKTUBHUM
KJIAC BIOJIOTTYHO AKTUBHUX PEYOBHUH
N- (R-CARBAMOTHIOL) CYCLOALKYLCARBOXAMIDES -
A PROMISING CLASS OF BIOLOGICALLY ACTIVE SUBSTANCES
Xomomusk O.B., Kosanenxko C.I.
HolodniyakO.V., Kovalenko S. I.
3anopizvruti OepoicasHull MeOuUHUl YHigepcumem
alena.holodniak@gmail.com

OnHuM 13 IpUBLIEHOBaHUX KJIACIB OPraHIYHHUX CHOJIYK € 3aMillleHl TIOCEYOBHUHU, MO-TIEpIIe,
BOHM € TIOTIEPETHUKAMU CHUHTE30BaHUX 0ararboX reTepoIHKIIIB (TPia30id, Tiaaia30J1, Tia30iJOHH,
Tia30JIM TOILO), MO-ApYyTe, M HUX XapaKTepHa PI3HOCTOPOHHS 010JIOTiYHA aKTHUBHICTh. Tak, BOHU
IPOSIBIISIIOTh AHTUOKCUJAHTHY Ta AHTUTINEPTEH3UBHY 110, BUKOPUCTOBYIOThCS SIK aHTHOaKTepia-
JbHI, TPOTHUPAKOBI, MPOTUCYIOMHI, MPOTH3aNajibHi, MPOTUTPHUOKOBI Ta MPOTHANEPriuHI 3acodu
tomto. [Ipuponmubo, mo cunte3 HOBUXN-(R-kapOamorioin)uukioankiikapbokcaminiB Ta Gopmy-
BaHHS Ha IX OCHOBI TE€TEPOLUKIIYHUX CIONYK, SIKI MPOSBUIM O BHpakeHy (PapMakoJIOTIdHY
aKTUBHICTh Ha (POHI HE3HAYHOI TOKCUYHOCTI, 30araTUTh TEOPETUYHI OCHOBHU XiMii TIOCEYOBHH, a iX
pe3ylbTaTd 3HAWIYTh MPAKTHYHE 3aCTOCYBaHHS Yy MEAMIMHI Ta IHIIUX Taldy3sX HapOIHOTO
rocriogapctBa. OTKe, METOI IBOTO JOCIHIIKeHHs Oyna po3poOka miaxomiB mo cuHtedy N-(R-
KapOaMOTiOUT)IIUKIIOATKIIKapOoKcamifiB, iX  Moaudikarmis, BHUBYCHHSA  (I3UKO-XIMIYHUX
BJIACTUBOCTEH Ta pI3HOCTOPOHHBOI O10JOrYHOI AKTUBHOCTI 3 MEPCIEKTUBOIO IOJAIBIIOI0O
MPAKTUYHOTO 3aCTOCYBAHHSI.

Cunre3 HeBiomux N-(R-kap0amMOTiOLT)IMKIOANKITKApOOKCAMIIIB TPOBEACHHUH «One-pot»
METOJIOM, SIKMH 3aCHOBAHUN Ha MOCTIZOBHOMY JI0JaBaHHI €KBIMOJIEKYIAPHUX KUIBKOCTEH aMOHi0
13otionianatry Ta N-HykieoduniB (aHUIIHM, TiApa3uau, (Tio)ceMUKapOa3uau, TyaHIIUHHU) [0
IUKJIOATKUIKapOOHUIXIopuaiB.  JImsi  ofepkaHHs TeTepolMKiIiB  (OCH31MiIa300u, TETPa3oiio-
(Tpiasoino-, Tpia3uHo-)[C]xiHA30JIiHM) HaMU y BHUIlE3a3HA4YCHIN peakilii Bukopuctani 1,4- Ta 1,5-
oinyneodinu (o-dpeninenmiamin, 2-(1H-rerpazono-5-in)aninin, 2-(3-R-1H-1,2,4-tpuaszon-5-in)- ta
2-(3-R-2-0kco-1,2,4-Tpuasun-6-in)anigiag). Peakiiito mMpoBOAWIM B allETOHITPHUII MIPU MOCTIHHOMY
nepeMimryBaHHi. JlogaTkoBO 3 BUKOPUCTaHHSIM CTaHAAPTHUX XIMIYHMX MIJIXONAIB (amuaoni3 Ta
aJIKOJII3, BIAMOBITHO) OylMM CHHTE30BaHI 3aMIlIeHl Tiaaia3oid Ta Tpia3oid. 3a3HadueHl METOAH
CHHTE3y € MpenapaTuBHUMH 1 XapaKTepU3yeThCs 3aJ0BUILHUMHU BUXonamH (52-87%) Ta BHCOKOIO
YUCTOTOI0 KIHIIEBHX MPOAYKTIB. IHAMBIIyaJbHICTh CHHTE30BaHUX CIIOJNYK IiATBEp/KEHA
XpoMaToMac-CleKTPOMETPUYHO, Oy/oBa - eIeMEHTHUM aHaiizom, [Y- Ta 1H-5IMP-cne1<TpaM1/1.

Jns BuOoOpy HampsiMKy O1OJIOTIYHMX MOCTIHPKEHh HAaMH BUKOPHUCTaHI HACTYMHI IT1IXOIH:
aHaJi3 JITepaTypHUX JaHHUX II0J0 BIJOMHX JIIKAPCHKHX 3aC001B, MPOTHO3 aKTUBHICTH/TOKCUYHICTD
(PASS, GUSAR) ta Meroau MOJEKYISPHOTO JOKIHTY HION0 OCHOBHHMX OiOJIOTIYHHMX MilIeHEH
(x1rouoBl KMITHHHI (QepMeHTH abo penentopu). B mnonmanbpmomy BigiOpaHi CHOJAYKH Oyiau

MIPOTECTOBAHI Ha MPOTUMIKPOOHY /ii0 0 CTaHIAAPTHUX LITaMiB MIKpPOOPIaHi3MiB, IPOTUTPUOKOBY
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miro 1o 12 mramiB ¢iTonaroreHHUX rpubiB, Ha MyTareHHicTh g0 mTamiB Salmonella typhimurium
(TA98, TA 100) Ta piCTCTUMYITIOIOYY aKTUBHICTh. JIs1 pAAy CHOMYK MPOBEACHO JOCIIIHKEHHS Ha
IlypeTU4HY, MPOTHCYIOMHY AaKTHBHICTb Ta HEHPOIPOTEKTOPHYAII0 Ha MOJeNi KOpa3oJOoBOTO
KIJIJTHTY.

Pesynbrati mociipkeHb MOKa3aid, 10 AU3aMilleH]I TIOCEYOBMHU Ta TIOCEMHUKapOa3uaIu €
e(PEKTUBHIUMHU POTUTPUOKOBUMHU 3aco0aMK Ta BIUIMBAIOTh HA PICT 3epHOBUX KyIbTYp. [IpoBeneHmit
aHaJl3 «CTPYKTypa-aKTUBHICTBY MOKA3aB, 0 Y OUIBIIOCTI BUMAAKIB OJJHUM 13 KPUTUYHUX «(hapma-
Ko(opHUX» (PparMeHTIB y MOJIEKY/l € MUKIONpPOMmioHUIbHA Tpyna. Toal K, HAa BUIUIbHY (YHKIIIO
HUPOK HIypiB OLIbII €(EeKTHBHO BIUIMBAIOTH IU3aMIillICH] Tiagiazoiu. BaxkiauBo, mo OUIBIIICTH
JTanUATIOCEMUKApOa3H/IiB CYyTTEBO CKOPOYYIOTh JIATEHTHUW TEpioA Ta TPUBAIICTh KIOHIKO-
TOHIYHHX CYJIOM, 3HWXKYIOUHU MPH IbOMY CMEpTHICTh TBapuH Ha 40-70%. [l HaiO1IbII aKTUBHOTO
MPOTUCYIOMHOTO areHTa Oyna JIOCIiKeHa HEeHpONPOTEKTOPHA Jlisi 3 BUKOPUCTAHHSIM IOKa3HHUKIB
BMICTY HITPOTUPO3HHY Ta IIyTaTIOHY BiJHOBIECHHOTO.

[TpoBeneHi KOMIUICKCHI TOCITIKCHHS TO3BOJIMIM BHSBHTH DSJI TIEPCICKTUBHUX CIOJYK 3
MPOTUTPUOKOBOIO Ta (DYHTIIMIHOIO JI€0, CIIOIYKY 3 BHCOKOIO J1yPETUYHOIO JIEI0 Ta CIOJYKY 3
BHCOKOIO AHTHKOHBYJIBbCATHMBHOI aKTUBHICTIO. Jlochmi/pkeHHS B 3a3HAUCHOMY  HANPSMKY

IMpOAOBKYIOTLCA.
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