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Alk = ankin abo apunankin

LUNAXOM BigHOBMNEHHS 4-MeTun-2-0Kco-1,2-aurigpo-6-
XiHONiHCYNboXnopmay ABOKPaTHUM  HaOSIULLKOM
HaTpilo Cynb®ITy Y NYXXHOMY CepefoBuLL NpU Harpi-
BaHHi, @ Ha odepXaHui NPOMIXHUA NPOAYKT HATPIlO
4-meTun-2-okco-1,2-aurigpo-6-xiHoniHcynbdiHat  Ai-
I0Tb ankin- abo apunankinranoreHigamu y cepepno-
BULLi Boda-gumeTundopmamia npu temnepatypi 75-
85 °C npotsarom 1 rognHu.

KopucHa mogenb cTocyeTbCs opraHivyHoi ximii, a
came-cnocobiB ogepxaHHS XiHONiH-2-OHiB, a came 6-
ankincynbdoHin-4-metun-1,2-aurigpo-2-xiHoniHoHIB,
AKi MOXyTb OyTW BMKOPWUCTaHi siK GiONOMYHO aKTUBHI
CMONyKN, a TakoX SIK MPOMiXHI NPOOYKTU Mpwu oaep-
XKaHHI HOBUX reTepPOoUUKNIMHUX CUCTEM, O MICTATb Y
CBOIW CTPYKTYPi XiIHOMNIHOBUIA LK.

Binomunn cnocio OAepXaHHSA XiHOMiH-8-
cynbgoHinnponioHatis [Synthesis and caspase-3
inhibitory activity of 8-sulfonyl-1,3-dioxo-2,3-dihydro-
1H-pyrrolo[3,4-c]quinolines / DmitriV.
Kravchenko,Volodymyr M. Kysil, Sergey E.
Tkachenko, Sergey Maliarchouk, llya M. Okun,
AlexandreV. Ivachtchenko // Il Farmaco. - 2005. -
Vol.60. - P.804-809] Bkntoyae BigHOBMEHHS NOXiAHOro
XiHOMIH-6-cynbdoxnopuay N'aTUKPaTHUM HaAMULLKOM
HaTpilo cynbdiTy B NPUCYTHOCTI HaTpito riapokapbo-
HaTy 3 YTBOPEHHSIM MPOMDKHOrO NPOAYKTY peakuii
HaTpilo 6-xiHoniHcynboiHaTy, a came-HaTpito 1,3-
piokco-4-peHin-2-(1,3,5-tpumeTtnn-1H-nipason-4-in)-
2,3-gurigpo-1H-nipono[3,4-c]xiHoniH-8-cynbgiHaTy.
[o oTpumaHoi HaTpieBoi coni JoaalTb OLUTOBY KUC-
NoTy, i AiloTb aKpUNoBoK KMUCMoTo abo MeTunakpu-
naTtoMm npu KiMHaTHIA Temnepatypi npoTsrom 24 ro-
OVH 3 ofepXaHHAM XiHOMiH-8-cynbdoHINNponioHaTiB,
a came 3-[1,3-giokco-4-geHrin-2-(1,3,5-TpumeTnn-1H-

nipason-4-in)-2,3-gurigpo-1H-nipono[3,4-c]xiHoniH-8-
cynboHin]nponioHoBoi kucnotn abo ii MeTunosoro
edipy.

Heponikamy cnocoby € OOMEXeHiCTb CUHTEe3y
TiNbKM noxigHux 4-kapOOKCUXiHOMiHY, 3acTOCyBaHHSA
ONS ankinyBaHHs NMLLIE aKpUITOBOi KMCINOTU Ta MeTu-
nMeTakpunaTty, BUKOPUCTAHHA N'ATUKPATHOrO Haanu-
LKy HaTpito cynbdiTy $SK BiAHOBHWKA, OOBroTpuBa-
NicTb CUHTE3Y.

3aBaaHHsM KOPUCHOI MOAeni € CTBOPEHHS Cno-
coby opepxaHHs  6-ankincynbdoHin-4-metun-1,2-
Aurigpo-2-xiHOMIHOHIB, KU 3aBASIKM BUKOPUCTAHHIO
4-meTun-2-okco-1,2-aurigpo-6-
XiHOMiHCYnbdOXnopuay SiK BUXIOHOI PEYOBUHM 3 MO-
AanblUMM ankinyBaHHSAM HaTpito 4-meTun-2-okco-1,2-
Anrigpo-6-xiHoniHCYNbMiHaTy SIK NPOMDKHOIO NpoAyK-
Ty peakuii ankin- abo apunankinranoreHigamu pgo-
3BOMSE OepXaTu LUMPOKMIN paf LinboBUX CMOMyK 3a
NPOCTO0 METOAUKOK, CKOPOTUTWU Yac peakuii, oTpu-
MaTW KiHUEBi NPOAYKTU 3 BUCOKMM CTYMEHEM YMUCTOTH.

[locTaBneHe 3aBAaHHS BUPILLYETbCA TaKUM Yu-
HOM, WO y cnocobi ogepxaHHs B6-ankincynbgoHin-4-
MeTun-1,2-aurigpo-2-XiHoniHOHIB 3aranbHoI hopMynu
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BiAHOBMEHHS cynbdoxnopugy npoBoAATb Haj-
NVLWKOM HaTpitlo CcynbdiTy B NY>XHOMY CepeaoBuLLi
Npn HarpiBaHHi 3 yTBOPEHHAM HaTpilo Cynb@iHaTy 9K
NPOMDKHOrO MPOAYKTY peakuii, SKuiA Bigpi3HAETbCS
TUM, WO BigHOBMIOKTL 4-MeTUN-2-oKco-1,2-auriapo-
6-XiHOMIHCYNbdOXNopKA, a Ha oOepPXXaHUN SK NPoMi-
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3aaBneHnin cnocib 3aiNCHIETBCA HACTYNMHUM Yn-
HOM: O BOAHOMO PO34MHY HATpIilo CynbdiTy Ta HaTpito
rigpokapboHaTy npu nepemillyBaHHi Npu Temnepary-
pi +80-90°C nopuismn pgopaTb 4-MeTun-2-okco-1,2-
Aurigpo-6-xiHoniHcynedoxnopua, nicnsa 4oro nepe-
MiwytoTe npotarom 1,5-2 roguH. lMoTim gogatoTh Big-
noBigHWI ankin- abo apwunankinranoreHig y po34uHi
NiAXOXOro OpraHiyHoOro PO3YUHHWKY, Hanpwuknag, au-
meTundopmamigy, Ta nepemiwyoTe npn +75-85°C
npotsirom 1 roguHu. PeakuinHy cymiw po36aBnsioTb
N'ATUKPATHOIO KiNbKICTIO BOAMW, YTBOPEHWW ocapj Bia-
iNbTPOBYIOTL, KPUCTaNi3yloTb 3 BiANOBIAHOrO opra-
HIYHOro PO3YMHHMKA, BUCYyWylTb. OTpuMylOTh 6-
ankincynb@oHin-4-metnn-1,2-Aurigpo-2-XiHoniHOHN Y
BUrNSAi GinMx KpuUCTamiyHUX PeYOBUH, PO3YMHHMX B
OpraHiyHUX PO3YMHHMKAX, HEPO3UMHHUX Y BOS.

KopucHa mogens intocTpyeTbca npuknagamu.

Mpuknag 1

2,52r (0,02monb) HaTtpito cynbgity Ta 1,68r
(0,021monb) HaTpito rigpokapboHaTy HarpiBalTb B
10mMn BoAnM 4O pO34nHeHHs. MNpu nepemilyBaHHI Ta
HarpiBaHHi o +80-90°C nopuigvn gopatTtb 2,58r
(0,01monb) 4-meTun-2-okco-1,2-gurinpo-6-
XiHoniHcynbdoxnopuay. KoxHa HacTynHa nopuis
000aEeTbCs Micna po3vMHEHHs nonepeHboi. [licns
[ofaBaHHA BCbOro  4-meTtun-2-okco-1,2-aurigpo-6-
XiHONIHCYNbOXNOPUAY peakuinHy CyMill nepemilly-
toTb npotarom 1,5-2 roguH npu 80-90°C. [o oTpuma-
HOro 4-meTun-2-okco-1,2-anrinpo-6-

91088 4
XHUI NPOAYKT HaTpito 4-meTun-2-okco-1,2-anrigpo-6-
XiHoniHcynbdiHaT AitoTb ankin- abo apwunankinrano-
reHigamun y cepefoBuLli Boga - MiAXOXUA OpraHivyHui
PO34YMHHMK, Hanpuknag, Aaumetundopmamig, npu
Temnepartypi +75-85°C npotarom 1 roguHu.

3rigHO 3 3aABMEeHO0 KOPUCHOK MOAENM BigHO-
BIEHHSA 4-meTunn-2-okco-1,2-aurigpo-6-
XiHoniHCYyNbgoxnopmay  MNpoOBOASATbL  ABOKPATHUM
HaAMULLKOM HaTpilo CynbdiTy.

Peakuito 3a 3asBneHnm cnocobom 34iACHIoTL 3a
HaCTYMHOK CXEMOIO:
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XiHoniHcynbgiHaTy  HaTpito  gogatoTe  10,70Mmn

(0,01monb) H-6yTUnGpomigy B 10Mn aumeTtundop-
Mamigy. PeakuiinHy cymill npy nepemillyBaHHi Harpi-
BalTb 00 +75-85°C npotarom 1,5-2 roguH. Po3bas-
NATb  N'ATUKPATHOK  KIMbKICTIO  XOMOAHOI  BOAM,
YTBOPEHWI Ocaf, BiadinbTPOBYOTb, KpUCTani3yloTb 3
etaHony.  OtpumyloTe  6-(H-6yTun)cynbdoHin-4-
MeTun-1,2-aurigpo-2-xiHomMiHoH (6-ankincynbdoHin-4-
mMeTun-1,2-gurigpo-2-xiHoniHoH, ae Alk=w-C4Hg). Bu-
xig 21,30%. T.nn. 215-217°C.

mMeTun-1,2-aurigpo-2-xiHomMiHoH
ankincyns@oHin-4-metun-1,2-anrigpo-2-xiHoniHoH,
ae Alk=CH,CsHs). Buxig 15,76%. T.nn. 286-288°C.

TakMM 4MHOM, 3asBrneHo crocid opepaHHs 6-
ankincynboHin-4-metunn-1,2-aurigpo-2-XiHoniHoHiIB,
nepeBaraMmn SKOro y MOPIBHSHHI 3 MPOTOTUMNOM € MO-
XKNMBICTb OTpUMaHHS LLUIMPOKOTO psgy  6-
ankincynboHin-4-metnn-1,2-aurigpo-2-XiHoniHoHIB,
BUKOPWUCTOBYIOYM PIi3Hi ankin- ta apwunankinranoreHi-
AW, KOpPOTKOTpMBanicTb CMHTE3y, MpoCcToTa Crnocoby,
Lo He noTpebye ocobnuBMX yMOB MPOBEAEHHS (BW-
COKi TemnepaTtypy, iHepTHa aTtMmocdepa, BUKOPUCTaH-
HA MIKPOXBUMBOBUX NpUnagiB, BUCOKO YUCTI PO3YMH-
HMKM  Towo) Ta 3abesneyye BiATBOPIOBAHICTb
pe3ynbTaTiB i BUCOKY YMCTOTY LifIbOBUX NPOAYKTIB.

OTpuMaHi cnonyku MoxHa BukopucTaTtu sk biono-
riYHO aKTUBHI CyBCTaHLUIi, a TakoX SK BUXiOHI cnonyku
AN CUHTE3Y HOBUX rETEPOLMKITIYHUX CUCTEM.

(6-
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