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CUHTE3, ®U3UKO-XUMUYECKUE U BUOJOT MUECKUE
CBOICTBA MMPOU3BOJIHBIX 2-((3-METWJI-2,6-TAOKCO-2,3,6,7-
TETPATUIPO-1H-ITY PUH-8-UJT)-METUIATUO)AJIKAHOBBIX
KUCJOT

[Tpuitmenko A.O., Kazynun M.C., Bacunses 1. A., [Ipocsnuk A.B.,
ITpuiimenko b.A., Camypa b.A., Tapan A.B.
3anopOKCKUM rOCyIApCTBEHHBIA MEAUIMHCKUNA YHUBEPCUTET,
YKpanHCKUI rOCyAapCTBEHHBI XUMUKO-TEXHOJIOTMYECKUN YHUBEPCUTET,
r. JIHenponerpoBck
HannoHanbHbli (hapMalieBTUUECKUN YHUBEPCUTET, T'. XapbKOB

Ha ocHoBe nmpupoaHbIX KCAaHTUHOB (TeOo(pHIUIMH, TEOOPOMUH, KODEUH)
MOJTY4YEHBI BBICOKO?(D(hEKTHBHBIC CEpIECYHO-COCYAUCTHIE,
OpOHXOJUTHUYECKUE, IMPOTUBOOIYXOJEBbIC, U JPYTMX BHUJOB AKTUBHOCTHU
JIEKApCTBEHHBIC IIpenapaTrbl, KOTOPbIE HCIOJL3YIOTCS B MEIAUIMHCKON
MpaKTHKE [2].



B murepatype umerorcs cBeneHus [1-6] o cuHTE3€ NPOU3BOIAHBIX
KCaHTHHa, o0Jagaronmx HEUPOTPOITHOM, AHTUAPUTMUYECKOM,
TUIIOTEH3UBHOM, IPOTUBOCHAIUTEIBHON, JUYPETUUECKON, aHAIIBIETUYECKON,
AKTONPOTEKTOPHOW AKTUBHOCTBIO.

Brieyka3aHHOE CBUAETENBCTBYET O TOM, UTO CHHTE3 B Py KCAaHTUHA
(mypuHauOHa-2,6) W €ro 3aMEUICHHBIX MPEACTaBIsET HHTEpEC B IUIaHE
MOMCKA BEILECTB, O0JIAAIOMINX OMOJIOTHYECKON AaKTUBHOCTHIO, KOTOPBIC
MOT'YT HAUTU MPUMEHEHUE B IIPAKTUYECKONU MEIULINHE.

Marepuansl u Meroabl. CuHTE3 (PYHKIIMOHANIBHBIX MPOU3BOJIHBIX 3-
METWIKCAHTUHUII-8-aJIKAHOBBIX ~ KUCIOT. (CTpOEHME  CHUHTE3UPOBAHHBIX
COCJIMHEHUI TOATBEPKICHO JAaHHBIMHU 3JIEeMEHTHOro anammsa, MK-, ITMP-
CIIEKTPOCKOITMH B MacCC-CIIEKTPOMETPHU.

HK-cnexktpsl 3anucansl Ha npudope Bruker-ALPHA, IIMP-cnektpsl
3anucanbl  Ha npubope SF:500.1335 MHz, pacrBopurens-ZIMCO,
BHyTpeHHUM crannapt — TMC. Macc-criekTpsl 3anucanbl Ha iprudbope MAT-
311A ¢upmbel VARIAN c HenmocpeACTBEHHBIM BBOAOM 00pasiia B HCTOYHUK.
Y cII0BHS ChEMKH : yCKOpsrollee HanpspkeHue -3 kB, Tok smuccnn 300 MKA,
noHu3Mpymuiee Hanpsokenue -70 3B. Temneparypy miaBiaeHus onpeaessiiv
KanuUIIpHBIM criocooom Ha nipudope ITTII(M).

Pe3yabTarsl u ux o0cyxaenue. Hamu ycrtaHoBieHo, 4TO 3-MeTHII-8-
XJIOPMETUIIKCAHTUH (1) mpH B3aWMOJEHCTBHM C aHWIMJIOM THOTJIMKOJIEBOU
KUCHOTHl B auokcaHe B mpucyrctBurn NaHCOs;, MpHUBOIWMT K TNOIy4EHUIO
aHuIMAa 3-METHIIKCAaHTUHUII-8-METUITUOYKCYCHOU KUCTOTHI (2), KUCITOTHBIN
TUAPOIN3 TOCIEAHEr0 peanu3yeTcss 0O0pa3oBaHUEM 3-METHUIIKCAHTUHUII-8-
METHJITHOYKCYCHOM KuCHO0ThI (3) (puc. 1, meton A). Kucnora (3) nonxydena
AJTKWIA-POBAHUEM 3-METWJI-8-TUOMETUIIKCAHTUHA (4) MOHOXJIOPYKCYCHOM
KHUCJIOTOM B cpenie BoJHOro 3taHona B mpucyrctBun NaOH (puc. 1 meron b).
B AHAJIOTMYHBIX YCHOBUAX MOJTy4YeHa 3-METUIIKCAaHTUHWJI- 8-
METUJITUONPOIIaHOBast Kuciuora (5, puc 1).
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Puc. 1. Cxema cuHTe3a PYyHKIMOHATIBHBIX MPOU3BOIHBIX KUCIOTHI (3)

Crpoenne kucior (3) u (5) NOATBEPXKACHO JAAHHBIMU SJIEMEHTHOI'O
ananm3a, K-, IIMP-criektpockonuu.

Bosnee neranbHO cTpoeHue coenuuenuit (3) u (5) 10ka3aHoO C TOMOIIbIO
MacC-CIIEKTPOMETPHUHU.

B macc-cniektpe coenunenus (3) 3apMKCUpPOBAH MUK MOJIEKYJISIPHOTO
noHa M’ ¢ m/z 270, KOTopsIii cooTBeTcTBYeT 6pyTTo-cocTaBy C;1H4N4O4S.
Hamuuue 3amecturens npu Cg guxcupyercs HoHoM ¢ m/z 252-[M-HOH]', ¢
m/z 211-[M-CH,COOH]", ¢ m/z 179-[M-SCH,COOH]'. Hanuuue
YpAaLMIOBOro (PparMeHTa MmoATBEPKIAAECTCS
peructpanuet moHo ¢ m/z 168, 136, 108, 95, 81, 68. OOmas cxema
(¢parmeHTanuu Kuciothl (3) mpencraBieHa Ha pucyHke 2. Takum oOpazom,
aHaJu3  MAacc-CIeKTpa  OJHO3HAYHO  IOATBEPXKIAET  CTpPOCHHUE  3-
METHJIKCAHTUHUJI-8-METUIITHOYKCYCHOM KUCIOTHI (3).
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Puc.2 Cxema macc-pacnana COSOUHEHHS 3 TOJ JIEUCTBUEM DIJIEKTPOHHOTO
yaapa

B macc-criektpe coemmHeHns (5) peructpupyercs muk M ¢ m/z 284.
MakcumanbHbIM TIMKOM B MAacc-CIIEKTpe fABisieTcss NUMK ¢ m/z 179,
BO3HHMKIIUN B pe3ylibTaTe [-pacnaja OTHOCUTEIBHO TIE€TapUIBHOTO sApa.
Kpome Ttoro, d¢ukcupyerca mon ¢ m/z 211, oOpa3oBaHue KOTOpPOIo
00ycoBIeHo oTphIBOM dacTuis! -[M-SCH,COOH]'.

Hanuume 3amectuTenss B MOJOXKEHUH §-MMUIA30JIbHOTO LHUKIA
00yCJIOBJIEHO Halu4reM UOHOB ¢ m/z 211, 179, 166. Ctpoenue ypaiuiaioBou
4acTU MOJIEKYJIbI MOATBEpKIaeTcss noHamu ¢ m/z 168, 140, 136, 135, 123,
107, 95, 18. Jlerpamanusi COeqAMHEHUA S5 TIPEICTaBICHA HA PHUC. 3.



Kucnora 3 ¢ amumHamm JKHpPHOrOo, apoOMaTUYECKOTO H KUPHO-
apoMaTUUYECKOro psja Jerko ooOpa3yeT BojopacTBopuMble conu (7-11),
KOTOpbIE SIBJIAIOTCSA yIOOHBIMU OOBEKTAMM IJIi M3Y4YEHHUS OHOJIOTMYECKOU

AKTHUBHOCTHU.
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Puc.3 Cxema (pparmenTanuu coeiMHEHU 5

N3yyenue quypeTnyecKkor aKkTUBHOCTH CUHTE3UPOBAHHBIX COCIMHEHUN
(7-12) mpoBoauim Ha Oenbix Kpbicax JuHuM Bucrap maccoi 125-180 r nmo
merony E.b. bepxuna [4]. Cpenu uccinegyeMmblx COEAMHEHUN HamOoliee
BBIPDAKCHHBIM ~ JUypeTHueckuM 3ddextom obnagaer OeH3unamug 3-
METUJIKCAaHTUHUI-8-METUITHOYKCYCHOM KHUCIIOTHI (12), KOTOPBINA PEBBIIAET
akTUBHOCTH dy(puiuimHa Ha 113%. LD 50 uccinenyemsbix coenuuenuit (2-12)
KoJie0sercst B uHTepBaie 392,3-725,0.

[Tonyuennble coenuHeHus 2-12 nccnenoBanuCh Ha HEUPOTPOIHYIO
AKTUBHOCTb. JTAJIOHOM CpPaBHEHHWsI HMCIIONb30Baiu amMuHazuH B 1o3e 0,05
MI/KT 1 Ko(enH-0eHnzoar HaTpus B Ao3e 10 mr/kr. beuio ycTaHoOBIIEHO, 4TO
COeIMHEHUE 3 CHWXKaeT COH OenbIx Kpeic Ha 12%, a coenuHenue 7
YBEJIMUMBAET NOTEHUMpOBaHUE cHA HAa 23%, a coenunenue 12 Ha 30%.
Takum oOpa3zoM, 3aMeHa TUAPOKCHIIBHOW T'PYIIbI HA OCTaTOK aMMHUaKa WIIA



OcH3MIaMUHA PUBOJAUT K YBEJIIMUCHUIO HEUpOJIENTUIEeCKOro 3¢ dhexra.

BriBog
Takum 00pa3om, pe3ynbTaThl JUYPETUYECKOW U  HEUPOTPOIHOU
AKTUBHOCTH CHUHTE3UPOBAHHBIX COCAUHEHUU MPOU3BOAHBIX 3-METHUIIKCAH-
THHWI-8-METHITHOAIKAHOBBIX KHUCJIOT, ITO3BOJISIET CHEJATh 3aKIIOUYECHHUE O
MEPCIEKTUBHOCTH  JAHHOTO  psAla COCAMHEHWUH JJid  JlajJbHEWIIEro
LEJICHANIPABJIEHHOTO CHUHTE3a MW  (DApMAKOJIIOTMYECKOTO CKPUHHMHIA U
CO3J]aHUA Ha UX OCHOBE 3(P(EKTUBHBIX JIEKAPCTBEHHBIX CPEICTB.
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