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Onuc BuHaxony

BuHaxig HanexuTb 00 HoBOro crnocoly odepkaHHsa 1-(aMiHOMETU)UMKIoreKennoLyToBoi Kucrnotu copmynu (1) is
HOBOIoO MpPOMIXKHOro noxigHoro 1-(HiITPOMETU)LUUKIOreKCcMoyToBOI KUCnoTu 3aransHoi cdopmynu (I), gae R - asnsae
coboto BofeHb, OeH3urbHy rpyny, andeHinmeTunbHy rpyny abo ix noxigHi, samilieHi B apomatudHomy Kinbli C4-Cy
ankinom abo ankokci.

NHp NOy
COOR COOR

1-(amiHomeTun)uMknorekcunoytoea kucnota copmynu (1), Binoma sk rabaneHTiH (gabapeptin), € akTUBHWUM
iHrpegieHToM GABA-aHTaroHiCTUMHUX NikapcbKnx 3acobiB. |3 piBHA TeXHikM BigoMO Aekinbka cnocobiB cuHTesy uiel
CMOIyKMK.

Y GinblwocTi BigoMnx cnocobiB NPOMiXKHY CMOMyKy rigponi3yloTb KUCMOTOK, NpW LpOMY rabaneHTiH odepxyloTb i3
YyTBOPIOBAHOI cori rigpoxropuay rabaneHTiHy npy BUKOPUCTaHHI ioHOOOMIHHOT cMonu. 3ragaHuii cnocié onucanuii B DE
2 460 891, y BignosigHocCTi 3 HWUM aHrigpug 1,1-UMKnorekcnngiouToBOl KUCIOTU NEPETBOPHOOTL Y TigpoKcamMoBy
KUCIOTY i OCTaHHIO NepeTBOPIOIOTE 3a AONOMOrol peakLii posknagaHHa no JloseHy y rigpoxnopuaHy Cinb NpoaykTy.
US 4 024 175 onucye cnocib, B AKOMY BUKOPWUCTOBYIOTbH TOW Xe aHrigpug 1,1-UUKnorekcungiouToBoi KUCOTK §iK
BUXiQHOIO peareHTa. AHrigpua cno4vaTky NepeTBOPKOTL Y MOHOMETUMOBUI edhip MOHOCOMI @ NOTIM i3 HBOTO OAEPXKYIOTb
MoHoasig MOHoKMcNoTK. [igpoxnopug rabaneHTiHa ogepXKytloTh i3 OCTAHHBOIO 3a AOMOMOro peakuil posknagaHHa 3a
Kypumnycom.

TaKUM e YMHOM rigpOoXNopuL YTBOPKETHCA cnocoboM, onnucadum y EP 414 274, Y BignoBigHOCTI 3 UMM BUHaX0O0M
ankinoeuin edip 1-(HITPOMETUN)OLTOBOI KACMOTU NEPETBOPKOITL Y NoxigHe 2-a3a-chipo[4,5]aekaH-3-0Ha KaTaniTM4HUM
rinpyBaHHaM. Tigpoxrnopun rabaneHTiHa ofepKyloTb i3 OCTAHHLOMO MOXIGHOMO NakTama LUMSIXOM MOro HarpiBaHHs i3
3BOPOTHIM XOSNOAWSTBHUKOM Y MPUCYTHOCTI CONSIHOT KMCMOTU 1 rabaneHTiH BMAINAITE 3 BUKOPUCTAHHAM iOHOOOMIHHOT
CMOTK.

Heponikom 3ragaHnx Bulle crnocobiB € HacTynHe. MabaneHTiH YTBOPIOETLCS Y BUMMSAI WOro rigpoxnopugHoi coni i
rabaneHTiH cam no cobi Moxe 6yTU BMAINEHUA fMLIEe 3 BUKOPUCTAHHSAM TPYOAOMICTKOIO i AOPOroLiHHOMO ioHOOBMIHHOTO
meTody. [Ons ycyHeHHs HebaxkaHoro yTBOPEeHHS naktama npu NobouHin peakuii Tako BMMaraeTbCa TpydoMicTKa W
AoporouiHHa TexHika. HacTynHum Hegonikom LuxX cnocobiB € BUKOPUCTaHHA HebeaneyHux peareHTiB, a came, UiaHiga
Kanito, asiga HaTpito i 4oporoLiHHOro obnagHaHHs, CTIMKOro 40 TUCKY.

Cnoci6, onucannii B EP 414 275 ycyBae yTBOPEHHSI faKkTaMHOI CMOMyKU W rigpoxnopuay rabaneHTiHy, U Takum
YMHOM 3aCTOCYBaHHsl [OOPOrOLiHHOMO iOHOOOMiIHHOrO MeTogy. Y BignoBigHOCTI Ao Uboro cnocoby noxigHi
LiaHoumKnorekcaHmarneiHoBoi KNCNOTH FAponiaytoTe OCHOBOK, AekapOoKCUNyoTb M HapewwTi HITpUneHy rpyny rigpyioTb
y MPUCYTHOCTI KaTanisatopa. 3 gpyroro 60Ky Lied NaTeHT He OMUCYE CUHTEe3 NOXIOHWUX LiaHoUMKrorekcaHmaneiHoBol
KNCMOTK, SKMIA € BaraTocTagiiHuM, BTOMIIIOKHUM NpoLecoM. BaxkHo Big3HaunTy, WO CUHTE3 edipy ManeiHOBOI KUCMOTH
i3 LMKIOrekCaHoHy BKMOYae 4oTUpW cTafii, TOMy CuHTe3 rabaneHTiHy B LinoMy BkNto4vae ciM cragin. Ha npotusary
iHWKWM naTeHTaMm, siki ONUCYOTb CUMHTE3 rabaneHTiHy, Hanpuknag EP 414 274 y paHomy naTeHTi He npuBefdeHa
XapakTepucTmKa YNCTOTU OTPUMAHOro rabaneHTiHy.

3aBOaHHAM BUHaxody € po3pobka eKOHOMIYHOro, MPOMUCIIOBO3aCTOCOBYBAHOMO Cnocoby cuHTe3y rabaneHTiHy,
AKAA yCyBae HE3pYy4HOCTI MpuBedeHUX Bulle CrnocobiB 1 pobuTb MOXIIMBUM 3LINCHEHHS MPOCTOrO CHUHTE3Y AyXe
4YUCTOro KiHLeBoro npoaykty dopmynu (1) B Aekinbka ctagin 3 oobprum BMXOOOM.

CwuHTes rabaneHTiHy Yy BignoBigHOCTi Ao cnocoby no BMHAxXoQy 3aKkmnoYaeTbcs B HACTYMHOMY:

A) ankinbHUi edip UMKIorekcunineHouToBol kucnotu 3aranbHoi cdopmynu (V1) - oe R, asnae C 4-C,  ankineHy
rpyny - NepeTBOpPOOTE B anKinbHUA egip 1-(HITPOMETUN)LMKIOreKCMMoLTOBOI KMCNoTK 3aransHoi cdopmynu (V) - ge
3Ha4yeHHA R, € TUKMM, Ik BU3HAYEHO BULLE - 3 HITPOMETaHOM Y MPUCYTHOCTI OCHOBW, MOTIM OCTaHHIN rigponisyoTb
BOLHO-METaHOSIbHUM PO3YMHOM FiOPOKCUAY Kanito M ofaepykaHy 1-(HiTpOMETUN)LMKIIOrekCMIoLTOBY KUCOTY hopMyrn
(lla) rigpytoTb y pO34MHi Y NPMUCYTHOCTI KaTanisatopa 3 ogepXaHHAM noTpibHoro npogykty dopmynu (1), abo

Olam O~
COORy ™ COOR, oh
O
COOH =

b) ankineHWUi edip LuKnorekcmMnigeHoUToBOT kKucnoTu 3aransHoi dopmynu (V1) - e sHaveHHst R, BM3Ha4eHO BULLE -
rigponiayloTe BOOHO-METAHONMBHUM  PO3YMHOM rigpokcuay kanilo 1 ojepXaHy LMKIIOreKcunigeHouToBY KUCMOTY
dopmynn (IV) nipgatoTe B3aemogii 3 peareHTom dopmynu R4-X - ge Ry sBnsie coboio OeHsunbHy rpyny,
AndeHinMeTuneHy rpyny abo npu HeobXigHOCTI X MoXigHi, 3amilieHi B apomaTuyHomy kinbui C4-C4 ankinom abo
arnkokci - 3 ogepXkaHHAM BigNOBIAHOI NOXIQHOT LMKIorekcunigeHoBoi KMCnoTu 3aransHoi dopmynu (lll) — e 3HaueHHs
Ry € TakMMm, 6K BM3HaG4YeHO BUWE - W LUeld NPOMPKHUA NPOOYKT MepeTBOpKIOTE Yy  MNoXiaHe
1-(HITPOMETUN)YMKNOreKCUIoLTOBOT KUCNOTK 3aransHoi dopmynu (lIb) - e 3HadeHHa R4 € TakuMm, 9K BU3Ha4YeHo BULe
- 3 HITPOMETaHOM W HacTYNMHUM FigpPYBaHHAM Y PO34UMHI Y NPUCYTHOCTI KaTanisaTopa.

<:>:\ @am O:\ avy
‘COORy COOH
N
COORy

Cnoci6 3a BuHaxodoM npeacraeneHnin Ha dir.1
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BuHaxinq OCHOBaHM Ha CNOCTEPEXeHHi, WO BIAHOBMEHHS HOBWUX cnonyk 3aranbHoi dopmynn  (Il) npwu
aTMocdepHoMy THUCKOBI BeanocepenHb0 NPUBOANTL A0 YTBOPEHHA HEOBXIOHOTO YMCTOrO KiHLIEBOrO NPOOYKTY.

HecnogisaHo 6yno BUSIBMEHO, WO BMKOPUCTaHHSA CronyYeHb 3aranbHoi gopmynu (11) sk BuxigHMX Ha crtagii
BIOHOBIEHHs1 He MpPUBOAUTb OO YTBOPEHHS MaKkTamHoi cnomnyku, ane 6e3nocepedHbO OTPUMYETLCA AyXe YUCTUN
rabaneHTiH. Liboro He MoxHa ©yno 4YekaTu Npu BUBYEHHI MonepenHix cnocobiB, OCKIbKM 3 piBHSA TexHikM Bigoma
3[aTHICTb Takoro TNy cnosyk 4o YTBOpPeHHs naktamy (Hanpuknag, EP 414 274).

AnKinoBmin egip LUKIOrekcunigeHoLToBol KMCNoTu 3aransHoi gopmynu (VI), SKMA BUKOPUCTOBYOTb SIK BUXIOHY
CMPOBUWHY, MOXe ByTU OTPMMaHUR Yy BigNOBIAHOCTI 3 BiQOMUM piBHEM TEXHIKW 38 OOMNOMOrOK peakLii LUKIOreKCaHoHy 1
BignoBigHoro edipy AieTUNoCchOHOOLTOBOI KUCIOTH.

Ha ocTaHHin cTagii rigpyBaHHs MoOXyTb OyTu 3acTocoBaHi Oyab-Aki kaTtanisatopu, ki, K npasBwWno,
3aCTOCOBYIOTb Y peakuiax rigpyBaHHs, KaTanizaTopyu Ha OCHOBI piOKMX MeTanis, Hanpuknag, poaito abo nannagito,
Hikenb-PeHeto abo kobanbToBi KaTanisatopu, y AaHOMY BUMNapKy Ha HOCIeBi, Hanpuknag, Byrinni, Kpalwle, nannagin Ha
aKTMBOBaHOMY BYrinmi, Wwe kpatle y kinskocTi 10% BiA BiAHOBMNIOBAHOI CNONYKW.

[iapyBaHHa NpoBoAsATb B iIHEPTHOMY OpraHiYHOMY PO34MHHUKY, Kpawe B C 4-C4 cnupTi, We Kpalwe B MeTaHosi, npu
10-50°C, nig tuckom 1-20kMMa, Kpale npu KiMHaTHIA TeMmnepaTypi i nig aTMOCHEPHUM TUCKOM.

KoHngeHcauito no Mixaenio edipy LMKIOrekcunigeHoUToBOI KACNOTU 3 HITPOMETaHOM MNpoBOAATb Y NMPUCYTHOCTI
OCHOBMW, Kpallle rigpokcuay Kanito.

ligponia ankinbHOT rpyn NpoBOAsATbL 3a AOMNOMOrol OCHOBW, Kpalle BOOHO-MEeTaHOMBHOro rigpokcuay Kanito npu
KIMHATHI TemneepaTypi, NOTIM KMCAOTY BMBINbHIOWTE 10% BOAHUM po3ynHOM aurigpodocdaTty Kanito.

Micna BiadinbTpyBaHHs kaTanisaTopa MNPOAYKT BUAINAITL LUIAXOM KOHLUEHTpyBaHHA dinbTpaty. [pogykT,
oAepXaHui Npu KOHLEHTPYBaHHi, Mae unctoty 98-99%, suxig 50-70%.

MepeBaramu Lporo cnocody €:

- ogepKaHui NPOAYKT € AyXXe YNCTUM;

KiNbKICTb peakuiiHUX CTagii MeHLa, HixXX Y BigoMuX cnocobax;

nakTamHa croryka, Ky AyXe BaXXKO BUOAMNWUTU, He YTBOPIOETLCS;

He noTpebyeTbea Hi crneliansHoro obnagHaHHs, CTIMKOro 4o TUCKY, aHi 4OPOroLiHHOro KaTanisaTopa;

KiIHLEBUIM NpoayKT Moxe 6yTn ofgepxaHuin 6e3 3aCTOCyBaHHS BaXKKOro M CKNagHoOro ioHoOBMIiHHOTO MeToay;

He NoTpiGHO SA0BMTUX abo LWKIAUBUX PEHOBUH.

Mpuknagn

Mpwuknag 1

a) CuHTes 1-(HITPOMETUN)LYMKIOreKCUNoLTOBOI KNCIOTH

PozunH 4,3r (0,02Monb) meTun-1-(HiTpoMeTun)umknorekcunayetara y cymiwi 50mn metanona v 20mn 10% BogHoro
PO34UHY TiopoKCUAY Kamilo nepemilyoTe Npu KIMHATHIN TemnepaTypi npoTarom 24rof, NOTIM MeTaHomn ynaproTb Y
Bakyymi. 3Ha4eHHs pH opgepxaHoro BogHOro po3yuHy goBogaTb Ao 7 3a gonomoroto 10%-HOro BOQHOMO pPo34uHy
aurigpochocdaty Kanito. Po3vuH Tpudi ekctparytoTe 30Mn eTunaueTaTy, opraHivHi Wwapn ob'eqHyoTb, BUCYLLYIOTL Hag
cynbdaToM HaTpito M KOHLEHTPYIOTb 3 ofgepaHHaAM 3,2r (80%) 3rapaHoro y 3arofioBKy CrorfyyeHHsl y BUMmMsgi macna.

b) cnHTEs 1-(aMiHOMETUM)LMKNOreKCUoLUTOBOI KNCIOTH

Posunn 2,01 (0,01monb) 1-(HiTpoMeTun)ymKnorekcunoyToBoi kucnotn B 50mn metaHona rigpyloTb Y NPUCYTHOCTI
0,2 r nannagito Ha aKTMBOBAHOMY BYFiMMi NpuM aTMocgepHoMy TUCKy. KaTtanisatop BigdinbTpoByloTh W GinbTpaT
KOHUeHTpytTb Ao 10mn. do 3anuwky gobasnatoTe 20Mn TeTparigpodypaHy W ocamkeHi Kpuctanu BigdinbTpoByOTh,
BMCYLLYIOTb 1 ofepXytoTb Ha Buxoai 1,3 (80%) 3ragaHoro B 3arofnioBKy crnony3aeHsii. Ty, 164-169°C.

Mpuknag 2

CUHTE3 1-(aMiHOMETMW)LNKNOreKCMIoLTOBOT KMCIOTK

Posa4unH 5r (0,017mornb) 6eHann-1-(HiTpomeTun)ynknorekcunagetata 8 50mn metanona gobasnatoTe Ao cymiwi 0,5r
10%-Horo nonepeaHbLO rigpoBaHOro nannagilo Ha akTuBoBaHoMy Byrinni B 50mn metaHony. Lo cymiw rigpytloTs npu
KIMHaTHIN TemnepaTypi Nig aTMocepHUM TUCKOM [0 TKX Mip, NOKN HE BUKOPUCTAETHCA PO3PaxyHKOBa KiNbKiCTb KMCHIO,
noTiM KaTanisatop BiOdinbTpoBYyOTh, I (iNbTpaT KOHUEHTPYTL Ao 15 Mn 1 gobasnatoTe 30MN TeTparigpodypaHy Ans
ocagKeHHs 3ragaHoi B 3aronosky cnonyku. Buxig 0,51 (51%). T,: 168°C.

0,
%R oon
CHyNO, © OOoH

et () o

: 'CooR, I HyrParc
o \
KOH O:.\ Rax C>:\ Mo, 0,
coon COOR, OCOOR‘

W
an ()

@ir. 1

dopmyrna BMHaxony

1. Cnocib ogepxaHHa 1-(aMiHOMETWN)LMKITOreKCUnoLyToBoi Kucrnotn abo il hapMaleBTUYHO NPURHATHOI coni, AKUIA

5.
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BifPISHAETLCA TUM, LLO 30iIACHIOITL

a) nepeTBOPeHHs arkinoBoro edipy LuknorekcuniHaeHouToBoi kucnotn dopmynu (V) - ge R, sBnse coboto
C4-C,ankineHy rpyny - B ankinosui edip 1-(HiTpomeTun)umkriorekcunoutoBoi knucrnotu dpopmynu (V) - ge 3HadeHHs Ry
€ TaKuM, 9K BM3HA4YeHO BULLE - 3@ AOMOMOIOK HITPOMETaHy Yy MPUCYTHOCTI OCHOBMW, FiApOi3oM BOOHO-METaHOSNbHUM
PO34MHOM rigpokcuay kanito W rigpyBaHHa ofepxaHoi 1-(HiTpomMeTun)unknorekcunouToBoi kucrnotn copmynu (lla) B

NPUCYTHOCTI KaTanisatopa I npu HeoOXiOHOCTI NepeBedeHHs OdepXKaHo! CrNonyku y capMaueBTUYHO NpuaaTHy Cinb
abo

(VD)
COORy
(V)
NG,
COORy
 (l1a)
NO,
COOH

b) rigponia ankinosoro edipy uwuknorekcunigeHouTtoBoi kucnotn dopmynm (V) - ge R, aBnse coboto
C4-CuankinbHy rpyny - B LuMKrorekcunigeHoutoBy kucnoty dpopmynu (IV) BogHO-METaHOMbHUM PO3YMHOM rigpokeuay
kanito, B3aemopito ofaepxaHoi kucnotu copmynm (IV) 3 peareHTom cdopmynn R4-X - ge Ry sBnsie coboto 6eH3nmbHy
rpyny, AndeHinMeTuneHy rpyny abo npu HeobxigHoOCTI iX noxigHi, 3aMilleHi B apoMaTndHoMmy kinbui Cq-C,ankinom abo
ankokcu, Ta X ABnse cobolo aTtoMm raroreHy - 3 ofepXaHHAM MPOMDKHOrO MOXIQHOMO LMKIOreKCUITigeHoBOT KUCIOoTH
dopmynm (lll) - e 3Ha4eHHa R4 € TakuMm, 9K BU3HEYEHO BHULLE - NEePeTBOPEHHS LbOro NPOMIKHOIO NpoaykTy y noxigHe
1-(HiTPOMeTUN)YMKNOrekcunoyToBoi kucrnotn cdopmynu (llb) - ge 3HadveHHs R | € Takum, SIK BU3HAa4YeHO BULLE - I
rigpyBaHHA OCTAHHBOIO Y PO3YMHHMKY Y MPUCYTHOCTI KaTanisatopa W npu HeobOXigHOCTI nepeBeneHHs opepXKaHol
crnonyku y dapMaueBTUHHO NpuaaTHy Cilb

, (IV)
::: COOH
, (1)
=
COOR;
No, (b

COOR,

2. Cnoci6 no n. 1, B Akomy Ha ctagii b) sk peareHT dhopmynu R4-X BUKOpUCTOBYIOTL GeH3unranoreHia.

3. Cnoci6 no n. 1, B skomy Ha ctagii b) ak peareHT popmynn R4-X BUKOPUCTOBYIOTE AUEHINIMeTUranoreHia.
4. Cnoci6 no 6yab-akoMy 3 NyHKTIB 1-3, B AKOMY rigpyBaHHA NPOBOAATL B IHEPTHOMY OPraHiYHOMY PO3YUHHUKY.
5. Cnoci6 no n. 1, B sIKOMY SIK KaTanisaTop BUKOPWUCTOBYIOTL Nannagiii Ha akTMBOBaHOMY BYTini.

6. Cnonykun copmynu (ll)

(1)
NO,

COOR

ne R aBnse coboto BogeHb, OeH3nn, gndeHinMeTunsHy rpyny abo npu HeobXigHOCTi iX noxigHi, 3amiweHi B
apomatu4dHomy kinbui C4-C,arnkinom abo ankokcu.

7. 1-(HiTPpOMETUN)YMKIOrekcnnoLToBa KucroTa.

8. BeHaunn-1-(HiTpoMeTUN)YMKNorekcunauerar.

9. OundpeHinmeTunn-1-(HiTpoMeTUN)YMKIorekcunavueTar.

OdpiliiHnii GroneteHb "lMpomucnoaBa BnacHicTe". KHura 1 "BuHaxogn, kopucHi mogeni, Tonorpadii iHTerpansHux
MmikpocxeM", 2005, N 6, 15.06.2005. [depxaBHWA OenapTaMeHT iHTenekTyanbHoi BnacHocTi MiHicTepctBa ocBiTh i
Hayku YKpaiHu.
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