YKPAIHA

agUA 1142262 35U

D (I (51) MINK (2009)
bé%ﬂ C07D 473/00
>/
MIHICTEPCTBO OCBITU .
I HAYKM YKPAIHU O I-I M C unzetoon g

o BnacHUKa

RErOII AETATTAMEST A0 ATEHTY
BNACHOCTI HA KOPUCHY MOAEJb

(54) 3-METWUN-7-1-MNAPOKCU- 1-(n-XITOPO®EHOKCW)MPOMIN-8-METUNTIOKCAHTUH, AKUA BUABNAE

AIYPETUYHY AIlO

(21) u200901194

(22) 13.02.2009

(24) 25.06.2009

(46) 25.06.2009, Bron.Ne 12, 2009 p.

(72) POMAHEHKO MMWKONA IBAHOBWY, YEPYE-
COBA OINEKCAHOPA HOPIIBHA, EBCEEBA NMOJ-
MWIA BONOOMMUPIBHA, CAMYPA BOPUC AHO-
PINOBWY, TAPAH AHOPIV BIKTOPOBWY

(73) 3AMOPI3LKMA OEPXABHUA MEOUYHUN
YHIBEPCUTET, POMAHEHKO MWKOJNA IBAHO-
BMY, YEPYECOBA OJIEKCAH[OPA OPIIBHA, €B-
CEEBA MMOOMUIA BONOAVMMUPIBHA, CAMYPA
BOPUC AHOPINOBWY, TAPAH AHOPIN BIKTOPO-
BMY

(57) 3-MeTun-7- B -rigpokeu- v -(n-
X10pOHEHOKCU)NPONifN-8-MeTUNTIOKCaHTUH,  hopMy-
nu:

Cl

0 /\<\o
1K
)\ OH
o) rr N/T
CH, CH,

AKUA BUABNSAE OiyPETUYHY Ailo.

KopucHa mopens BigHocuTtbea go GionoriyHo ak-
TMBHUX CMOMYK i MOXe OyTu BukopucTaHa y hapmali
Ta MeguUVHI.

B apceHani cydacHux AiypeTukiB BUKOPUCTOBY-
I0TbCSl JOCUTb BEMNWKUI PSIA CUHTETUYHWUX CMONYK, SIKi
BiAHOCHATLCSH B OCHOBHOMY [0 MOXiAHUX reTepOoLMKIIiB
(rippoxnopTiasug, dypocemia, UMKNOMETIa3na, OKCo-
JoniH, giakap6, nop3onamig Ta iHwi) (MawwkoBckuin M.
[. NekapcTBeHHble cpeacTaa. - N3a. 15-e, nepepab.,
ucnp. n gon. - M: OO0 "M3patensctBo HoBasi Bon-
Ha", 2005. - c. 498-508). Hepgonikamu BuLLE3ragaHKX
npenapaTiB € JOCUTb CKnagHi cXeMu iX CUHTesy Ta
3Ha4YHMI psag nobivyHux edpekTiB. Cnig Bkasatu, WO
cybcTaHuii 3a3HavyeHux diypeTukiB B YKpaiHi He BUTo-
TOBNSIOTBLCA.

HanbnwkyMm aHamnorom Ccronyku, Lo 3asBns-
€TbCA, MOXe CNYXUTH 7-B-rigpokcn-y-(n-
xrnopodeHokcum)nponin-3-meTnn-8-N'-
deHinninepasnHokcaHTuH (MaTteHT YkpaiHm Ne32618,
MMK Co7D 473/00. 7-B-rigpokcmn-y-(n-
xrnopodeHokcum)nponin-3-meTtnn-8-N'-
deHinninepasnHoOKCaHTUH, AKUA BUSBNSAE rinoxorec-
TepuHeMiyHy gito / PomaHeHko M.l., CanpoHoBa
0O.10., OctaneHko A.O. Ta iH. - Neu200800009; 3asBn.
02.01.2008; Ony6n. 26.05.2008):
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Cnonyka, Wo 3asBnseTbCs, 3a CTPYKTYPOLO Bigpi-
3HSETbCA Bif HaMOMMXKYOro aHamory HasiBHICTIO B
nonoxeHHi 8 metunTiorpynu. Ha BigMiHy Big Hanbnu-
XYOro aHanory, cronyka, Lo 3asBNsAeTbCH, BUSBNSE
OiypeTuyHy Aito.

B ocHoBy kopucHOI Moaerni noctasneHa 3agada
CTBOPEHHS HOBUX ManoTOKCUYHUX CMOMyK AiypeTuy-
HOT pgji, aki nicns nornubneHnx capmakonoriyHmx
JocnimpkeHb MOXyTb OyTVM BUMKOpPUCTaHi B MeOWYHIN
npakTuui.
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lMocTtaBneHa 3apjava BUPILLYETLCA CUHTE30OM 3-
meTun-7-p-rigpokcu-y-(n-xnopodeHokcu)nponin-8-
METUNTIOKCAHTUH, (POPMYIu:
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Ha BigmiHy Big eTanoHy nopiBHSAHHS (rinoTia3ua)
cronyka, Wo 3asiBsETbCH, BUSIBMAE 3HAYHO CUMbHI-
Wy AiypeTuyHy aito.

OpepXyoTe CNOMyKy, WO 3asBNSETbCH, B3aEMO-
Jieto 8-6pomo-3-meTun-7-B-rigpokcm-y-(n-
xnopodpeHokeu)-nponinkcaHTuHy (1) 3 NaS 3 nopga-
NblUMM  HarpiBaHHAM  3-MeTun-7-B-rigpokcu-y-(n-
xnopocdpeHokcu)nponin-8-tiokcaHTtuy (1) 3 meTuniio-
Onaom y BOAHOMY PO34MHi i30NponinoBoro cnupTy.

Mpuknag 1. Etan 1. CwuHtes 3-metun-7-B-
riApOKCK-y-(N-XnopoeHoKCH)-Nponin-8-TiokcaHTUHY
(m.

Cymiw 8,6r (0,02monb) 8-6pomo-3-meTnn-7-B-
riapokcu-y-(n-xnopodpeHokcu)nponinkcaHtuny (1), 9,6r
NazS-9H,O (0,04monb), 80mn gumeTtundopmaminy
KMN'ATATb 2 FOAMHW, OXOMNOMKYITb, PO3BOAATb BO-
noto. Yepes 24 roanHu dinbTpytoTb Ta dinbTpaT nig-
KMCIIOTb XNopuaHoto kucnototo Ao pH=2. Ocag, wo
YyTBOPMBCS, BiadiNbTPOBYIOTb, MPOMMBaOTE BOAOKO Ta
KpUCTani3yTb i3 BOAHOrO Aumetundopmamungy. Bu-
xig 7,0r (91,6%), Tronn. 272-274°C. C45H15CIN4O4S.
3HangeHo, %: C -47,00; H- 3,76; N - 14,51, S - 8,27.
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PospaxoBaHo, %: C - 47,06; H - 3,95; N - 14,64, S -
8,38.

MMP- cnektp (8-wkamna, M.A., PO3YMHHKK -
OMCO): 13,62 (c, 1H) - SH; 11,27 (c, 1H)-N4H; 7,23-
6,82 (kB, 4H) - CHapom; 5,17 (g, 1H)-OH; 4,35 (m, 3H) -
CH-CHg; 3,92 (M, 2H) -N7- CHy; 3,34 (c, 3H)-N3-CHa.

Etan 2. CwHtes, 3-metun-7-B-rigpokcu-y-(n-
XrnopopeHOoKCH)Nponin-8-MeTUNTIOKCaHTUHY,  CMOJy-
KW, WO 3asiBNAETbCS.

Cymiw 3,82r (0,01monb) 8-tiokcaHTuHy, 0,71 rig-
pokcuay Kanito po34YMHSAIOTb NPWU HarpiBaHHi B 20Mn
Boau i 20mn i3onponinoBoro cNUpTy Ta AoAatTb 2Mi
mMetunnoamay. Bunae winsHui G6inuid ocag. Oobas-
nawTb we 20mn isonponunosoro cnupty. Kun'ataTte
30 xBunuH, pobaBnswTb AuMeTundgopMamug [0
PO3YMHEHHS ocady i B KMMMSYOMY BUrNSAi pinbTpy-
10Tb. PiNbTpaT PO3BOAATL BOZOK, OCaf, WO YTBOPMB-
cs, Bi®INbTPOBYOTL, NPOMUBAIOTL FAPAYOI0 BOAOHO i
nepeKkpucTanisoByloTb i3 BOAHOro AiokcaHy. Buxig
29r (73,00%), Tromn. 232-234°C. C1gH17CIN4O4S.
3HanaeHo, %: C - 48,30; H-4,28; N - 14,07, S - 8,00.
PospaxoBaHo, %: C - 48,42; H - 4,32; N - 14,12, S -
8,08.

MMP- cnektp (8-wkanma, M.O., PO3YMHHWK -
AOMCO): 11,09 (c, 1TH)-N4H; 7,35-6,9 (kB, 4H) -
CHapom; 5,5 (g, 1H) - OH; 4,48 - 3,89 (M, 5H) - CH»-
CH-CHj; 3,35 (c, 3H)-Ns-CHs; 3,31 (c, 3H)-S-CHa.

Mpuknag 2. BuByeHHs AiypeTuyHol Ail crnonyku,
L0 3aABMSETLCA, Ta eTanoHiB MOPIBHAHHS NPOBOAW-
nn Ha 6inux wypax 3a metogom bepxiHa €.5. (bep-
xvH E.B. MeToapbl n3ydeHus OerCTBUS HOBbIX XUMU-
YeCKUX COEdVMHEHUA Ha yHKUMIO nodek // Xum.-
dapM. XypH. - 1977. - T.11. - Ne5. - C. 3-11). B sakocri
eTarioHy MOPIBHSAHHA BWKOPWCTOBYBanM rinotiasug B
[03i 25Mr/kr.

Tabnuus 1

LiypeTnyHa gis cnonyku, Wo 3asBAsETbCA, NPOTOTUMY Ta eTarnoHiB NOPIBHAHHS

Ne n/n Cnonyka Hosa, mr/kr Hiypes, % 3a KOHTpoInb
1 3-MeTMJj-7-[3-r|,qpoKcm-y-(n-xnopocbeHOKcm)nponln-8- 30,0 198,90
METWUMTIOKCAHTWUH, CNOMyKa, Lo 3asBNA€TbCs
2. lnoTiasng 25,0 170,80
4. |KoHTpomb 100,00

Ak BUOHO i3 HaBeaeHMX B Tabnuui 1 gaHux, cro-
nyka, WO 3asBNSAETbCS, BUSBMSE CUMbHILLY AiypeTuy-
Hy [il0 HiXX eTarnoH MOPiBHAHHA. 3a MOKa3HWKOM Aiy-
peTuUYHOI Ail crnonyka, Wo 3as8BnSETbCH, akTUBHILLA Ha
28,1% 3a rinoTiasua.

TakMm 4YvMHOM, HaBedeHi BuLe AaHi ceigvyaTb Npo
Te, WO nicnst nornMbneHmx dapMakonoriyHnx aocni-
OXXeHb Cronyka, Lo 3asBnseTbCs, MoXe OyTu BUKO-
pucTtaHa B SIKOCTi AiypeTUYHOro 3acoby B MeguyHin
npakTuui.
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