BuHaxig BiAHOCUTLCS 4O OpraHiyHOi XiMii, KOHKPETHO 4O CUHTE3Y HOBOIO MOXiAHOro Hop6opHaHy, HOPOOPH-5-eH-
2-kapbokcu-3-kapbokcunat 1-okcma-2,6-guMeTUNMipUaMHY, WO BUSIBNSE PICTPErynody akTUBHICTb, HACTYMHOT
dopmynm X (* CTpykTypHa copMmyrna Ta HasBa CMOMyku, O 3asBMSETbCA, HaBedeHa 3 ypaxyBaHHSAM HOBITHiX
nornsiaiB Ha OCHOBHICTb NipuamH-1-okeungis, Hanp. U. Bohmer, G. Zundel. Broad single minimum proton potential in
CF3COOH - pyridine N-oxide system. J. Chem. Soc. 1985, 81 (6), 1425-1434.):
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Hop6opH-5-eH-2-kapbokcu-3-kapbokeunaT 1-okeua-2,6-AumMeTunnipuanHy moxe 6yt BukopuctaHuin y Gionorii,
CiflbCbKOMY rocrnogapcTsi.

B nitepaTypi onMcaHO BWMKOPUCTaHHA Yy CiNbCbKOMY rocnogapcTBi siHTapHOT kucnotu [1], HOpOGOpH-5-eH-2,3-
ANKapOOHOBOIT KUCIOTH [2], SIKi CTUMYIIOOTL PICT KOPEHEBOT YaCTUHWN POCTIVH.
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B TOIn e yac nokasaHo, Lo iHWWiA npenapaTt, HOpOopH-5-eH-2-kapbokcu-3-kapbokeu-nat kanito (HopTion) [3],
BMIIMBAE Ha KOPEHEYTBOPEHHS! BinbLL aKTUBHO, HiX 3ragaHi BULLE CMOMNyK/
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Heponikom HaBegeHWUX BULLLE NOXiAHMX KAPOOHOBMX KMCIOT € HEAOCTATHS aKTUBHICTb.

Bigomo, wo 1-okcuna-2,6-gumetvnnipuanH [4,5] nNpuckoprtoe PoO3BUTOK HAA3EMHOI YaCTUHW POCNWH, ane
CTUMYIIOE PICT KOPEHIB B MEHLLIN Mipi, HiXX HOPOOPH-5-€eH-2-kapbokcu-3-kapbokeunar Kanito.

3apavelo BUHaxody € CTBOPEHHS npenapary, ki eeKkTUBHO NPUCKOPIOE PICT AK KOPEHEBOi, TakK i Hag3eMHol
YaCTUHMW POCIIUH.

MocTtaBneHa 3agaya OOCAraeTbCsl CMHTE30M HOBOI XiMIYHOI CMoOnyku, a came HOpOOpH-5-eH-2-kapbokcu-3-
kapbokcunaty 1-okcua-2,6-gumeTunnipuguHy (iBiHOpy), SIKMIA odepXyeTbcs peakuieto 1-okeua-2,6-nipuavHy Ta
HOpP6OpH-5-€eH-2,3-AnKkapObOHOBOI KUCINOTMW.
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AHanoramu HasBaHOi CTPYKTypu € HOpOOpH-5eH-2-kapbokcu-3-kapbokcunat kanito Ta  1-okcma-2,6-
anmeTunnipuanH. CninbHUMKM 03HaKaMUW aHanoriB Ta CMomnyku, Lo 3asiBNseTbCs, € HOPOOPH-5-eH-2,3-aukapboHOBOT
KMcnoTu Ta 1-okeua-2,6-auMeTunnipuanHy, siki BXOOATb B CTPYKTYPY MOTEKYNN.

Ak eTanoH obpaHa a-HaTUNOLTOBA KACMNOTA, sIKYy BUKOPUCTOBYHOTbL B CiNlbCbKOMY roCnoAapcTBi ANA CTUMynsuii
KOpPEHEYTBOPEHHS NMPU BUPOLLYBaHHI XXUBLiB MIOL0BOSTIAHNX Ta AEKOPATUBHMX POCIVH.

Cronyka, Lo 3aaBnseTbes, Ta cnocib il oaepxaHHs B niTepaTypi He onucaHi. BuHaxig intocTpyeTbca HaCcTynmHUMun
npvKnagamm:

Mpuknapg 1. CuHTe3 HopbopH-5-eH-2-kapbokcn-3-kapbokeunaty 1-okcma-2,6-gumeTunnipuauHy (iBiHopy).

Cywmiw 0,36r (0,003monb) 1-okcua-2,6-nipuaunHy 1a 0,55r Hop6opH-5-eH-2,3-AMKapbOHOBOT KUCMOTHU PO3YMHAIOTH
B 10Mn meTaHony, BUTPUMYIOTb 2rof. MpW KiMHaTHIA TemnepaTypi Ta BMNapoBylOTb Yy Bakyymi 6e3 HarpiBaHHs.
3anuwok kpuctanidyloTb 3 auetoHy. Buxig 0,55r (60,4 %), T.tonn. 118-119°C. NMMP (§4MCO,m.4.): 11,794 s (2H,
COOH), 7,334 q (3H, Py), 6,104 d (2H, CH=CH), 3,190 d (2H, norb.), 3,003 d (2 H, norb.), 2,364 s (CH3), 1,303 m
(CH>).

Mpuknag 2. JlabopaTopHi AOCnimpKeHHs picTperyniowyoi Aii npenapaty iBiHOP Ha OOHOAONBHUX POCIMHHUX
TecTob'ekTax.

[is npenapariB iBiHOp, eTanoHy a-HadTUMNOLTOBOI KACMNOTU Ta iHAMBIAyanbHWX NpenapariB iBiHY Ta eHAMKOBOI
KACNOTW BMBYanacb Ha pocrnuHax o3umoi nweHuui copty "Besocta" 3a metoamkoi Cepreesoi T.A. [6] Ha arapi.
Hasaxky 10r arap-arapy sHocunu B 1,0n Boaw, nigirpisany A0 NOBHOIO PO34YMHEHHS i oxonomxysanu go 35-40°C.
MpuroToBaHu arap-arap gonueanu B KOXHY Yaluky lMeTpi B kinbkocTi 37Mn. Ha 3acTurnum arap-arap B KOXHY YaLlKy
MeTpi BuciBann no 15 3epeH nweHudi. [JocnigHi Yawku MeTpi nokpuBanu Kpuwkamu, posmiwyBanu Ha 3 gobu B
TepMocTaT npu Temnepatypi 24-26°C. B KOHTponbHi Yalwky MeTpi 3amicTb pe4yoBMHM BHOCWUM Mo 1mn Boau. MoTiv B
yawkn MeTpi gobaensanu posdnH arap-arapy. MOBTOpHICTL y Aocnigax 4YoTupboxkpaTHa. [ocnign noBToptoBanu
TpWi.



Oani yawkun MNeTpi 3 npopocTkamy MleHuUi BUAManu 3 TepmocTaTta i BUTPUMYBaNM Ha AEHHOMY CBITMi mpu
KiMHaTHI TemnepaTtypi we npoTtaroMm 5 gi6. O6nik pesynbTaTiB 34iiCHIOBaNM Ha AEB'ATMI AeHb MiCns 3aknagku
pocnigy. OTpuMaHi ekcnepumeHTanbHi AaHi ycepeaHeHi i npeacTasneHi B Tabnuui 1.

Tabnuus 1

PesynbTatn nabopatopHux gocnigkeHb npenapary
iBiIHOp, NPOTOTMNIB Ta €TanOHIB Ha POCMHAX MLIEHWL 03UMOT

Ne . Bucota ctebna go 1-ro |Maca cyxux peyoBuH| Maca cyxux pe4oBuH Ha
n/n Mpenapar, koHuerTpauis (%) nuctka (%) KogeHiBFE%) ngiaHrT)i (%)

1 | KoHTponb (Boga) 100° 100° 100°

2 | IeiHop: 0,0001 82,8° 112,1° 110,1°

3 |IeiH: 0,0001 78,9° 83,8° 106,1°

4 | Hoprion : 0,0001 97,42 103,72 105,2°

5 | EHpikoBa kucnota: 0,0001 84,25 106,6" 102,92

6 | EtanoH (a-HadTnnoutosa kucnota): 0,0001 94,6° 100,22 102,32

Mpumitka. OgHakoBMMU GyKBaMU NO3HAYeHi BapiaHTy, WO He Bigpi3HsoTbes npu 0,95 piBHI 3HaYyLWOCTI.

Mpuknag 3. NabopaTopHi AocnigjkeHHs picTperynioYoi Aii npenapaty iBiHOP Ha ABOAOSNBbHUX POCIMHHUX
TecTob'ekTax.

[is npenaparTi iBiHOP, €TanoHy a-HadTUNOLTOBOI KACMOTW Ta iHOMBIAyanbHUX NpenapariB iBiHy Ta eHOUKOBOI
KMCNOTM BMBYaNachb Ha pocrmHax keaconi. 3eneHi xwmBLi kBaconi Big 10 go6oBux pocnuH Ha 12 roguH nomiwanu y
BOAHI po34nHKM npenapaty. XKuBLUi NepeHocunun Ha Body, siky MiHANM Yyepes3 foby. BusHayanm KinbkicTb Ta AOBXUHY
KOpiHHS. MoBTOpPHICTb Yy Aocnigi wecTtukpaTHa. Jocnian noBTopsnu Tpudi. PesynbTtatu npuBedeHi B Tabnuui 2.

Tabnuuga 2

Pe3ynbTtatn nabopaTopHUx AoCnimxeHb
npenapary iBiHOp, MPOTOTMNIB Ta €TarloHiB Ha POCMMHAX KBaCOMi

. [oBxnHa KopeHiB, y % |KinbkicTb KopeHiB, y %| Maca cyxmx pe4oBuH
Ne n/n Mpenapar, KoHueHTPaLis (%) 0o KOHTF[))OI'IIO Y 0o KOHT’E)OJ'HO Y KOPiHHS, yy% gc? KOHTPOJI0
1 KoHTponb (Boga) 100° 100° 100°
2 IBiHop: 0,0001 121° 130° 115°
3 IBiH: 0,0001 1012 104° 98°
4 HopTion: 0,0001 106° 108° 106®
5 EHpikoBa kmucnota: 0,0001 98 1032 96°
6 EtanoH (a-HadtunourtoBa kucnota): 0,0001 98° 94" 97°

MpumiTka. OgHakoBMMU GyKBaMU NO3HAYeHi BapiaHTy, L0 He BigpisHstoTbes npu 0,95 piBHi 3HaYyLLOCTI.

HasepeHi aaHi (tabnuui 2, 3) cBigyaTb NPO BUCOKY PICTCTUMYIIOOMYY Aito iBIHOPY Ha O4HO- Ta ABOAONBHUX BUAAX
POCNVH y AOCUTb HU3bkMI KoHueHTpauii (0,0001%). Mpu upomy Ais iBiHOPY SK CTUMYNSATOpPa POCTY NPOSABNSAETLCH SK
Ha NigBWLLEHHI BMICTY CyXMX PEYOBWMH KOPEHEBOi CUMCTEMMW, TakK i Ha MiABULLEHHI 3aranbHOro BMICTY CYXMX PEYOBUH
POCIWH B gocrigax.

Mpuknap 4. TOKCMYHICTL HOBOTO Npenapary iBiHOp, MPOTOTUMIB | eTanNoHHUX NpenaparTiB.

[ocTpa Tokcu4HiCTb Npenapary iBiHOP BMBYanach B nabopaTopHux gocnigax Ha 6inux Muwax camusx i camkax
mMacow 20-22r WwnsxoM MepopanbHOro BBEAEHHS BOAHWX PO34YMHIB npenapaTty 3 Aonomorotw 3oHaa. O6nik
pesynbTaTiB gocnigy NpoBOAMBCS 4Yepe3 24 roavHU 3 MOMEHTY BBEAEHHs peqoBuHU. CTatuctuyHa obpobka
pesynbTaTiB NnpoBoaunack 3a metogom Jlitudinga i YinkokcoHa B mogudikauii PoTta [7] (tabnuus 3).

Tabnuua 3

['ocTpa TOKCUYHICTb HOBOTO
npenapary iBiHOp, NPOTOTUMIB Ta eTanoHiB

Ne Mpenapar JAso, Mr/kr

1 | IeiHop 3000,0

2 | IBiH (npoToTun) 1700 (1400-2050)

3 | Hoprtion 2950,0

4 | EHpikoBa kucnota (npotoTumn) 2850,0

5 | a-HacbTunouToBa kucnota 1070 (930-1230)
(eTanoH)

TakMM 4YMHOM BCTaHOBMEHO, WO HOBUM MpenapaT iBiHOP $BNSETbCSA ManoTOKCUYHOK CMOMNyKow Ans
TENMOKPOBHMX TBAPWH i B TOMN e Yac NpOsiBNSAE BUCOKY PICTCTUMYIOIOYY Ait0 Ha poCrvHax.
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