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MeTun-1,2-anrigpo-2-xiHOMiHOHIB 3aranbHoi opMynm
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Alk = ankin abo apunarkin,

LWNSIXOM BiJHOBMEHHS Ccynbdoxnopuay HaanmMwkom
HaTpilo cynbdiTy B NYKHOMY CepefoBuLL Npu Harpi-
BaHHi 3 YTBOPEHHSIM HaTpilo CynbdiHaTy SK NPOMDK-
HOro NPOAYKTY peakLii, SKui Bigpi3HAETLCA TUM, LIO
BigHOBIIOKOTb 4-meTnn-2-okco-1,2-guriapo-6-
XiHOMIHCYNboXNopuAa, a Ha ofepXaHun SK NPoMDdK-
HUM NPOJYKT HaTpito 4-meTun-2-okco-1,2-aurigpo-6-
XiHoniHCcynbdiiHaT AitoTb ankin- abo apunankinrano-
reHigamu y cepefoBuLlj BoAA - NiAX0XWIA OpraHivyHun
PO3YMHHUK, Hanpuknag, AuMmeTundopmamia, npu
Temnepartypi +75-85°C npoTtarom 1 roanHn.

2. Cnoci6 3a n. 1, sknin BiAPI3HAETLCA TUM, LLO Bif-
HOBJIEHHS 4-meTnn-2-okco-1,2-ouriapo-6-
XiHomiHCynbdpoxnopuay  NpoBOAATbL  ABOKpaTHUM
HaANULLKOM HaTpito CynbaiTy.

KopucHa mopenb CTOCyeTbCA OpraHiyHoil XiMii, a
came crnocobiB ogepxaHHs XiHOMiH-2-0HiB, a came 6-
arnkincynbgoHin-4-metn-1,2-gurigpo-2-xXiHONHOHIB,
AKi MOXYTb OyTM BUKOPUCTaHi Sk GiOnoriYHO aKTUBHI
CMOMnyKW, a TakoX K NPOMPKHI NpoayKT! Npu opep-
XaHHi HOBMX reTepPOLMKIIYHUX CUCTEM, LLO MICTATb Y
CBOIi CTP YKTYPi XiHOMIHOBWIA LIVKJT.

Bigomunn cnoci6 ofdepXaHHs XiHOMiH-8-
cynbgpoHinnponioHatie  [Synthesis and caspase-3
inhibitory activity of 8-sulfonyl-1,3-dioxo-2,3-dihydro-
1H-pyrrolo[3,4-c]quinolines / Dmitri V. Kravchenko,
Volodymyr M. Kysil, Sergey E. Tkachenko, Sergey
Maliarchouk, Illya M. Okun, Alexandre V.
Ivachtchenko // 1 Farmaco. - 2005. - Vol. 60. - P.804-
809] BKknoYae BIAHOBMEHHA MOXIAHOMO XiHOMIH-6-
cynbgoxnopuay N'aTMKpaTHUM HaONULLKOM HaTpito
cynbiTy B MPUCYTHOCTI HaTpilo rigpokapboHaTy 3
YTBOPEHHSAM MPOMDPKHOIO MPOAYKTY peakuii HaTpito 6-
XiHoMiHCcynbgiHaTy, a came HaTpito 1,3-agiokco-4-
deHin-2-(1,3,5-tpumetnn-1H-nipason-4-in)-2,3-
avrigpo-1H-nipono[3,4-clxiHoniH-8-cynbdiHaTy. o
OTPMMaHOI HaTpieBOT coni 4OAA0TL OLTOBY KUCMOTY, i
Lil0Tb  aKpUIOBOK KUCMoTol abo meTunakpunaToMm
npu KiMHaTHIn TemnepaTtypi npoTarom 24 rogvH 3

OAEepXKaHHAM  XiHOMiH-8-cynbdoHinnponioHatis, a
came  3-[1,3-giokco-4-deHin2-(1,3,5-TpumeTun-1H-
nipason-4-in)-2,3-gurigpo-1H-niposo[3,4-c]xiHoniH-8-
cynboHININponioHoBOT kKMcnotn abo ii MeTnnoBoro
edipy.

Heponikamn cnocoby € obMexeHiCTb CUHTe3y
TiNbKN MOXiAHMX 4-KapBOKCMXIHOMIHY, 3aCTOCYBaHHSA
ANs arnkinysaHHS nuve akpuroBOi KUCMOTW Ta Me-
TUNMeTakpunaTy, BUKOPUCTAHHA MATUKPATHOrO Hagd-
NULLKY HaTpito cynbqiTy SK BiQHOBHWKA, AOBrOTpMBA-
nicTb CUHTE3Y.

3aBAaHHAM KOPUCHOI MOJeni € CTBOPEHHS Cro-
coby opepxaHHa  6-ankincynbdgoHin-4-vetun-1,2-
OuUriapo-2-XiHOMIHOHIB, SKUA 3aBOSKU BUKOPUCTAHHIO
4-meTnn-2-okco-1,2-amriapo-6-xiHoniHcynb doxnopum-
Ay SK BUXIAHOI peyYoBMHM 3 NodarlbluMM arnkinyBaH-
HAM HaTpito 4-meTnn-2-okco-1,2-ouriapo-6-
XiHOMiHCYNbiHaTY SK MPOMDKHOrO MPOAYKTY peakuii
ankin- abo apunarnkinranoreHigfamy [o3BONsie oaep-
XKaTu LWMPOKUA pag LiNbOBMX CMOMYK 3a NpPOCTOH
METOAMKOI, CKOPOTUTU Yac peakLii, oTpuMaTu KiHLe-
Bi NPOAYKTN 3 BUCOKMM CTYNEHEM YNCTOTU.
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[MoctaBneHe 3aBAaHHA BUPILLYETHCA TakMM Y-
HOM, WO y cnocobi ogepaHHa 6-arnkincynbgoHin-4-
MeTun-1,2-Aurigpo-2-XiHomMiHOHIB 3aransHoi hopmynu
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BiQHOBMNEHHA cynbdoxnopuay NpoOBOASATb HaA-
NVLWLKOM HaTpito CynbhiTy B NMYXHOMY CcepenoBULL
Npu HarpiBaHHi 3 YyTBOPEHHAM HaTpito cynbaiHaTy AK
NPOMDKHOIO MPOAYKTY peakuii, AKWUA BiApi3HAETbCA
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3asiBneHui cnodob 34iNCHIETECA HACTYMHUM Yu-
HOM: 10 BOAHOTO PO34YMHY HATPIt0 CynbiTy Ta HATpItO
rigpokapboHaTy Npu NepemillyBaHHi Npyu Temnepary-
pi +80-90°C nopuismu gopatote 4-MeTun-2-okco-1,2-
Auriapo-6-xiHoniHcynbdoxnopua, nicns 4oro nepe-
MiwytoTb npotarom 1,5-2 roguH. MNoTim gogawTb Bia-
noBigHWA arkin- abo apunarnkinranoreHig y po3ynHi
NiAX0XOro OpraHiYHOro PO3YMHHUKY, Hanpuknag, au-
Metundopmamigy, Ta nepemiwyiote npu +75-85°C
npotarom 1 rogumHu. PeakuiiHy cymiw po36aBnsitoTs
M’'ATUKPATHOIK KiNbKICTIO BOAM, YTBOpPEHUW ocaj BiA-
GiNbTPOBYIOTL, KpUCTani3yloTb 3 BigNOBIAHOMO opra-
HIYHOrO pPO3YMHHMKA, BUCYWYIOTL. OTpumyoTb 6-
ankincynbgoHin-4-metmn-1,2-gurigpo-2-xXiHONHOHN 'y
BUMAAi GinnX KpUcTaniyHMxX pPeyvYoBUH, PO3YMHHUX B
OpraHiYHMX PO3YMHHMKAX, HEPO3YNMHHUX Y BOAI.

BuHaxig inocTpyeTbca npuknagamu.

Mpwuknag 1

2,52r (0,02monb) Hatpito cynbdity T@a 1,68r
(0,021monb) HaTpito rigpokapboHaTy HarpisaloTb B
10mn Boan 0o po3uuHeHHs. Mpu nepemillyBaHHi Ta
HarpiBanHi go +80-90°C nopuismn popatote 2,581
(0,01monb) 4-metnn-2-okco-1,2-gurinpo-6-
xiHoniHcynbgoxnopugy. KoxHa HacTynHa nopuis
[odaeTbCa Micna po3YMHEHHs nonepeaHboi. [licrs
JofaBaHHA BCbOro  4-metun-2-okco-1,2-gurinpo-6-
XIHONIHCYNbGOXNOPUAY peakuiiHy Cymill nepemilly-
toTb npoTarom 1,5-2 roaunH npu 80-90°C. o oTpuma-
Horo 4-meTnN-2-okco-1,2-gurigpo-6-
XiHOniHCynbgoiHaTy  HaTpito  pgopato  10,70mn
(0,01monb) H-6ytunb6pomigy B 10mMn aumeTtnndop-

TUM, WO BigHOBMOTL 4-MeTun-2-okco-1,2-aurigpo-
6-xiHoniHCYNboXTopma, a Ha oJepPKaHUM K NPOMi-
XHUI NPOAYKT HaTpito 4-meTnn-2-okco-1,2-aurigpo-6-
XiHOniHCcynbdiiHaT AitoTb ankin- abo apunankinrano-
reHigamu y cepeosuili Boga — MigxX0Xun opraHivHumn
PO3YMHHUK, Hanpuknag, AumeTundopmamia, npu
Temnepartypi +75-85°C npoTtarom 1 roanHn.

3rigHO 3 3asBMEHOI KOPUCHO MOJENI0 BiAHO-
BITEHHS 4-meTnn-2-okco-1,2-anrinpo-6-
XiHOMiHCYyNbgoXnopuay  NPOBOAATL  ABOKPaTHUM
HaAMNULWKOM HaTpito CynbaiTy.

Peakuito 3a 3asgBneHnM cnocobom 3ailcHIoTb 3a
HaCTYMHOI CXEMOIO:
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Mamigy. PeakuinHy cymill npu nepemillyBaHHi Harpi-
BaloTb 00 +75-85°C npotarom 1,5-2 rognH. Po3bas-
NATL  N'ATUKPATHOK  KifbKICTIO  XONogHOI  BOAW,
yTBOpPEHWU ocap BiadinbTPOBYOTL, KPUCTaNi3yOTh 3
eTaHony. OTpmytoTb 6-(H-6yTnn)cynbdoHin-4-
MeTun-1,2-Aurigpo-2-XiHomMiHoH (6-anKincynbgoHin-4-
MeTun-1,2-aurigpo-2-xiHoniHoH, e Alk = H-C4Ho).
Buxin 21,30%. T.nn. 215-217°C.

Mpwvknag 2

Mpw 3pilicHeHHi 3asiBneHoro cnocoby 3a ymoBa-
MW, ONUCAHUMU y Npuknagi 1, ane nNpu BUKOPUCTaHHI
OeHaunxnopuay, oAepXyloTb 6-6eH3nncynbgoHin-4-
MeTun-1,2-Aurigpo-2-XiHomMiHoH (6-anKincynbgoHin-4-
MeTun-1,2-aurigpo-2-xiHoniHoH, ae Alk = CH2CegHs).
Buxig 15,76%. T.nn. 286-288°C.

Takum 4ymMHOM, 3asBreHo crocibé ogepkaHHa 6-
ankincynbgoHin-4-meTtnn-1,2-auriapo-2-xiHoniHOHiIB,
nepesaramMu siKOro y nopiBHsIHHI 3 NPOTOTUMOM € MO-
XMUBICTb  OTPUMAaHHS LLUIMPOKOTO pagy  6-
ankincynbgoHin-4-meTtnn-1,2-aurigpo-2-xiHonNiHOHiIB,
BMKOPUCTOBYIOUM Pi3Hi arnkin- Ta apunankinranoreHi-
OW, KOpPOTKOTpUBAniCTb CUMHTE3Y, MpocToTa cnocoby,
Wo He noTpebye ocobnmMBMX yMOB NPOBEAEHHS (BU-
COKi TemnepaTypu, iHepTHa aTmocdepa, BUKOPUCTaH-
HS MIKpOXBUITbOBUX NPUagiB, BACOKO YNCTi PO3YMH-
HUKM Towo) Ta 3abe3nevye BIATBOPIOBAHICTb
pe3ynbTaTiB i BACOKY YACTOTY LiNIbOBUX MPOAYKTIB.

OTpuMaHi cnonyky MoxHa BMKopucTatu sik 6iono-
rYHO aKTUBHI cyOCTaHLil, @ TaKoX siK BUXiOHI CNOMyKu
ANt CUHTE3Y HOBUX reTEPOLIMKIIYHMNX CUCTEM.
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