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(57) Pedpepar:

Cnoci6 opepxaHHs gabiratpaHy dopmynu VI, B skomy NpoaykT peakuii xnopugy 4-etunamiHo-3-
HiTpOGeH3oInNxnopugy 3 etun-3-(nipuanH-2-inamiHo)nponaHoaTtoM NEPETBOPHOIOTL Ha rigpoxnopua,
BMKOPUCTOBYIOUM PO3YMH Xropuay BOAHK Ang yTBOpeHHA cnonyku dopmynu IlI-HCI, B akin
HITPOrpyny BiOHOBMIOKOTL LUMASXOM peakLil i3 OUTIOHITOM HaTpito, i oaepxaHy cnonyky dopmynu IV
niggatTs B3aeMogil 3 [(4-uiaHoMeHin)aMiHOJOLTOBOI KUCMIOTOK Ta LLABMEBOK KUCIOTOK, MPOAYKT
uiei B3aemogii VI-okcan niggatoTb rigponidy Ta B3aemopgii 3 kapboHAaTOM aMOHil0 AN YTBOPEHHS
npomikHoi cnonykn dopmynu VII-HCI, gky pani nepeTtBopitoloTb Ha pgabiraTpaH peakuielo 3

rekcunxsopdgopmiaTtom.
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Many3b BUHaxoay

BuHaxin cTocyetbca  HoBoro cnocoby BupobHuutea - 3-([2-[[(4-(N-H-rekcunokcnkapboHin-
kapb6amimigoin)deHinamiHolmeTun]]-1-meTun-1H-6eH3imigason-5-kapboHin-nipnanH-2-
inamiHoeTUNNponioHaTy, BiAOMOro Mig MiXKHapOo4HOK HENAaTEHTOBAHOK Ha3BOK dabiraTpaH.

HabiraTpaH € aHTUKoarynsHTHOK CMONYKOK Ta BUWKOPUCTOBYETBCS AN JiKyBaHHA TpomOO3iB,
cepueBOo-CYAMHHUX 3aXBOPIOBaHb Ta Take iHLe.

lMepeoymoBY CTBOPEHHS BUHaxony

PeuoBuHa Bnepwe 6yna onucaHa y gokymeHti WO 9837075. Cnoci® ii ogepaHHsS1 3rigHO
BULLLEBKA3aHOro JOKYMEHTY HagaHo Ha Cxemi 1.

Ha nepwin ctagii BupobHuuTBa xnopua cnonyku | B3aemogie 3i cnonykoto Il y TeTparigpodypaHi,
BUKOPUCTOBYIOUN TpUeTunamiH sik ocHoBy. PeuvoBuHa Il € npogyktom peakuii. ig yac npoBegeHHs
BULLEBKa3aHoi npouenypu pevosuHy |l ogepxytoTb y dopmi ocHoBu. OpHak, 3rigHO JOCBigy Ta y
BignosigHocTi 3 WO 9837075, us pedoBuHa noTpebye cknagHux onepauin 3 OYULLEHHS, Takux, K
xpomartorpacis, 3 MeTow 1i BUKOPUCTAHHS AONS  BUFOTOBMIEHHS BUCOKOSIKICHUX — aKTUBHUX
dapmaueBTUYHUX IHIPeaIEHTIB.

HactynHa cTtagis BMpoOHMUTBA - Lie BiAHOBIEHHS HiTporpynu ao amiHorpynu. Y gokymeHti WO
9837075 ut0 peakuito 34INCHIOTL 3a [OMOMOro KaTaniTMYHOrO rigpyBaHHA 3 BUKOPUCTAHHSM
nanagito Ha akTMBHOMY BYrinni nig BUCOKMM TuckoM. OgHak, uel NpoLec € BUCOKOTEXHOOMYHUM Ta
NnoB'A3aHU i3 pu3nMKom Ans 6e3nekuM Ta HaBKONMULIHBLOTO cepepoBua. BiH noTpebye BUKOpUCTaHHSA
BMCOKOroO TWUCKY, TOMY HeoOXxigHe cneuianbHe o6nagHaHHA. Kartanisatopw, ki npu  UbOMy
BVKOPUCTOBYIOTb, € TOKCUYHUMMW, LiHA Ha HWX Yy MOEAHAHHI i3 UiHOW Ha obnagHaHHs HeraTUBHO
BiAOMBAETLCA Ha €KOHOMIYHIN BapTOCTi BCbOro npouecy. lle oguH Heponik npouecy nondrae vy
HW3bKOMY PiBHi SIKOCTi NpoaykTy dopmynu IV, ogepxaHomy y Takuin cnocib. Takmm 4YMHOM, NPOAYKT
OfepXylTb Yy MacnsHin copmi 3i Bmictom gomiwok 20-40 %. lMpoaykT IV, skHanmeHwe 3rigHo 3
BiJOMVMM NpoOLECOM, MOBMHEH NepexoauMTu OO0 HacTynHoi ctagii y 3abpyaHeHin dopwmi. BuHaxig
anbTepHaTMBHOIO MeTOAy MNpPOBeAEeHHs Uiei peakuii BoyYeBMAb pobUTb npouec BUPOBHMUTBA
pabiratpaHy epekTUBHILLMM.

Mig 4Yac TpeTbOi cTagii pevoBuHa IV pearye i3 pedoBuHo V, yTBOpHOtoun pevoBuHy VI. 3rigHo 3
WO 9837075 cnonyky V ogepXyloTb LUNSAXOM peakuil 4-uiaHodeHinariniHy i3 XnopoLToBO KUCNOTO
B NpucyTHoCTI ocHoBW. [Mig Yac BigTBOpeHHsA npoueaypu WO 9837075, mu 3'acyBanu, WO peakuis fae
HU3bKuIA BMXig (6nunsbko 50 %). MpoaykT cnocoby 3rigHo WO 9837075 € cnonykoto VI B 0cHOBHIN abo
auetatHin dopmi. Obmasa Ui NpoaykTM NOTPedylTb XpoMaTorpagiyHoOro OYMLLEHHS, WO AyXe
CKIagHo 3A4iNCHMTU B NPOMUCIIOBOMY MacLuTabi.

Ha HacTynHin cTagii 34iNCHIOTb KMCNOTHUIA Taposi3 HITPUbHOI OYHKLIOHANBHOT rpynn CRomyKu
VI Ta B3aemogito 3 kapOoHaTOM aMoHilo 3 yTBOpeHHAM cnonyku VIl. 3aBepluanbHOW cTagielo €
peakuis npomixHoi cnonyku VIl 3 rekcunxnopdopmiaTtom 3 yTBOpEeHHSAM gabiratpaHy.
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Cxema 1. Cnocib ogepxaHHsl gabiratpaHy BignoeigHo go WO 9837075

[eTanbHui onuc BUHaxoay

BuHaxin ctocyetbca  HoBOro  crnocoby ogepxaHHa  3-([2-[[(4-(H-H-rekcunokcukapboHin-
kapb6amimigoin)deHinamiHolmeTun]]-1-meTnn-1H-6eH3imigason-5-kapboHin]-nipugnH-2-
inamiHo)eTunnponioHaty gopmynu VI,
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pabiratpaH.

AHTUKOArynAaHTHOKO CMNOJIYKOKO Ta BXWMBAETbCA OJ1A J'IiKyBaHHFl TpOM603iB,

3axBOptoBaHb Ta Take iHWe.

[aGiratpaH €
CepuUeBO-CYANHHNX

Cnocib ogepkaHHS BiAMNOBIAHO NPeACTaBEHOro BUHAXo4y NOAaHWIA Ha CXeMi 2.
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Cxema 2. Cnocib ogepxaHHs gabiratpaHy 3rifHO 3 BUHAaXO4OM

Ha nepwin cragii xnopug crnonyku | pearye i3 cnonykoto Il y TeTparigpodypaHi B NpUCYTHOCTI
5 ocHoBu. OCHOBY, SIKy BUKOPUCTOBYHOTb, BUOMPAIOTb 3 aMmiHiB, ankoronaTis, rigpokcuais, docdartie Ta

kapOoHarTiB. TpmueTunamiH BUSABNAETbCA HANbiNbLW NpMaaTHOK OCHOBOHO.

Mpoueaypa, 3rigHO 3 NpeacTaBeHMM BMHAXOAOM, MICMs peakuii i3 po34MHOM Xnopuay BOOHIO Y

opraHidyHOMYy po34MHHUKY yTBOpPtoE cnonyky Il y dopmi rigpoxnopuay.
Lls pedoBMHa Moxe OyTM LWEe pa3 OuMLiEHa LWSAXOM MPOCTOI KpucTanisauii, Hanpuknag,

10 €TaHONaUeTOoOHITPUBHOI CyMilli, WO AaE MOXMBICTb ofgepXaTn NPOSYKT BUCOKOrO PIBHSA OYMLLEHHS,

YacTo i3 BMICTOM JOMILLOK HWx4YuM 3a 1 %, Hanpuknaga, i3 BMicToM HeobxigHoi pevosuHn 99,3 %.

Xnopua BOAHI0 PO3YMHSAIOTbL Y OpraHiYHOMY PO3YMHHUKY, BUGpaHOMY, Hanpuknaa, 3 rpynu eTepis;

ecTepiB, KETOHIB Ta cnupTiB. [lieTunoBuin eTep BUABNAETLCA HANBINbLL NPpUaATHUM.
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HacTtynHa cTagia ogepXaHHs - Le BiQHOBMEHHS HITPOrpynun Ao amiHorpynu.

Cnoci®6 opepxaHHs, BIANOBIAHO [0 MPEACTaBMEHOr0 BWHaxoA4y, NPOBOAUTLCA Y  CyMiLli
PO34YMHHUKIB €TaHomny Ta Boau. [lilo4o pevyoBMHOK € AUTIOHIT HaTtpito. Hemae HeoOXxigHOCTI
3acTocoByBaTM MiABMLLEHMI TUCK abo Ayxe BuCOKy TemnepaTypy. Llenm cnoci® Habarato meHL
BUTPaATHUI Ta BinbLl BUMOHUA 3 EKOHOMIYHOT TOYKKM 30pYy. PeyoBuHa lll pearye y doopmi rigpoxnopuay,
IO MO3UTMBHO BMMBAE Ha NPOTIKAHHA peakuii Ta YACTOTY NMpoaykTy. BukopucToByloun noegHaHHS
3MiHW SKOCTi, CKnaay BWXiAHOI pe4YoBMHM Ta CNocoby BiOHOBMEHHS HITPOrpynu, MOXIMBO OAepXaTtu
npogykT IV i3 MiHiManbHUM BMICTOM OOMILLIOK, HAanpuKag, MeHLW HixX 5 %, nepeBakHO, MeHLU Hix 1 %.

Ha TpeTin ctagii peyoBuHa IV pearye i3 pe4oBuHo hopmynu V, yTBOPHOKOYN CNONYKYy hopmynu
VI.

L
N~ >COOH
H

VvV
SPY:
N” N/\)I\OEt

o N\>ﬁ
;lq HN—@—CN
VI

B mexax cnocoby, wo 6adyeTbCcs Ha NpeAacTaBneHoMy BuHaxogi, cnonyky VI ogepXxyoTb y hopmi
coni 3 WasneBow Kncnototo. Lo cinb npocTo BApyre O4vLLylOTh LUASXOM NoAanbLUoi KpucTanisauil,
Wwo 3abesnedvye nokpalleHy npomikHy cnonyky VI i3 BUXOAOM, NMPUAHATHUM AN NPOMWUCIIOBOrO
BUpOBHMLUTBA, NpnbnnsHo 80-90 %.

Lis kpuctanizauia moxe 34iACHIOBATUCA 3 MOMNSAPHOro NPOTOHHOIMO OPraHiYHOro PO34MHHUKA,
DaxaHo 3 Hmx4nx C; - Cs cnvpTiB, HAanNpvknag, 3 eTUNoBOro CNupTy.

B cnocobi, skMi npenctaBneHo y BuHaxofdi, 4-uiaHodeHinaHiniH pearye i3 6pomMoLTOBOH
KMCNOTOW. BMKOPUCTaAHHSA LbOro BiAMIHHOrO peareHTy npuBOAWTb [0 3HAYHO BULLIOTO BUXOAY,
npnbnmaHo 85-90 %, nopiBHioouM i3 49 % y Bumagky peakuii 3 xnopouToBok kucrnotow. Lle 6yae,
MOXIIMBO, CMPUYMHEHO Oinbll BMCOKOK 34aTHICTIO OpOMIAHOrO iOHY iCHyBaTW y HYKNEeodinbHMX
peakuiax, NOPIBHAHO i3 XNTOPUAHUM aHIOHOM, LLIO CYTTEBO MO3HAYa€EeTbCHA Ha BUXOA peakuil y Bunagky
peakuii 4-xnopouTtoBoi abo 4-6poMOLTOBOI KMCNOTKW BiAMNOBIAHO, 3 MOPIBHAHO CriabkuM Hykreodinom,
TaknuM sK 4-UiaHOaHInNiH.

Bca npoueaoypa opepxaHHs 3p0o0MTb MOXITMBUM MPOMUCIIOBE BUPOOHMLUTBO gabiraTtpany.
PeyoBuHa VI, ogepxaHa WASXoM, BKasaHUM BULLE, y NoganblIOMy MOXe nepepobnatncsa cnocobom
3rigHo 3 WO 9837075.

Ha HacTynHin cTagii 34iNCHIOTb KUCAOTHUI Tigponi3 HITPUMbHOT (PyHKLLIOHaNbHOT rpyny CRonyku
VI Ta peakuito i3 kapboOHATOM aMOHi0 3 YyTBOPEHHSAM peyoBuHU hopmynuVil.
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— NH
N HN4©—< ’
| NH
VI



10

15

20

25

30

35

40

45

UA 102248 C2

BukopuctaHHa BxigHOI peyoBuHu VI y dopmi okcanaty, 3rigHO 3 npeacTaBfeHUM BUHAXOOOoM,
ytBoptoe cronyky VIl y dopwmi rigpoxnopuay. MNpu LbOMY JOCAraeTbCA 3HAYHUI OUULLYBanbHUA edhekT
i3 BUXOO4OM MPOMIiXKHOT crnonykn VIl BUCOKOro piBHS OUYULLEHHS.

OcTaHHbOW CcTagieo € B3aemogis npomixHoi cnonyku VIl 3 rekcunxnopdgopmiaTom, NpoayKTom
sKOI € pabiraTpaH.

Cnoci® 3rigHO 3 npeAcTaBneHNM BMHAXOAOM, poObOUTE MOXIMBUM OOEPXKaHHSA BUCOKOSIKICHOIO
NPOAYKTY 3 HA3bKUM BMICTOM AOMILLIOK Ta BiJHOCHO BUCOKUM BMXOZOM.

OpepxaHHs npomixkHMx cnonyk Il Ta VI 'y doopmi conen 3Ha4yHO cnpoLlye onepawii 3 OUULLIEHHS Y
npoueci BupobHuuTBa gabiratpaHy; xpomartorpadiduHe ouuvileHHs, 3a3HadeHe y WO 9837075, He
MOX€e BMKOPUCTOBYBaATUCA Yy NpoOMMUCrOBOMY MmacwTtabi. Taka npouenypa 3HayHO 36inblUnTb BUXIA
npouecy. BigHoBneHHa HiTporpynu peyoBuHu Il i3 AWTIOHITOM 3amicTb oOnMcaHOro BuLe
KaTtaniTM4yHOro rigpyBaHHSA 3 XXOPCTKMMM BMMOramu LWOAO TexHonorii Ta martepianis, 3abesneuye
3Ha4He CMpOLUEHHS Ta NO3UTMBHO BigoBpaXaeTbCA Ha EKOHOMIYHI CKIaZOoBI BCbOro npouecy.

BuHaxig BipobpaxeHo y nogaHux HKYe npuknagax:

Mpuknag 1:

OpepxaHHs rigpoxnopuay etun 3-[[4-(meTunamiHo)-3-HiTpobeH3oin](nipnanH-2-
in)amiHo)]nponaxoaty (l11)

+
255
HOOC NO, N N/\\/M\OEt 2TEA N7 'N/\\/ﬂ\OEt
H

* HCl 0 ”NOZ.HC,
NHMe
Ml U o < T okl
| I ll-HCl
IHrpegieHTH:

MpomixHa cnonyka I: 100 r - 0,51 monb

MpomixHa cnonyka Il: 94 r - 0,48 monb

TioHinxnopwua: 850 mn

Cyxui Tpuetnnamid: 99 mn

OumeTnn popmamia (cyxun): 4 mn

TeTtparigpodypaH: 650 mn

xnopodopm: 500 mn

850 mn TioHinxnopugy Ta 4 mMn cyxoro gumetundopmamigy gogasanu o 100 r peuyosuHu | B
HenTpanbeHin aTMocdepi. CyMilw goBoaunu A0 KuMiHHA. Y Lel yac pedvoBuHa | posunHsanacb 3a
AeKinbka XBWNMWH Ta YyTBOpIOBara pPO3YUMH TEMHO-KOPUYHEBOro Konbopy. fani posynH Kun'atunu
BApodoBX HacTynHux 40-45 xsunuH. [licna uboro HaaMipHWA TioHINxnopug sigraHanu. [o
KopuyHeBoro 3anuuky gogasanun 200 mn 3HEBOAHEHOro TOMNyosny Yy HeWTpanbHin atMocdepi Ta
BUOANANN TOMYON LWMSAXOM OUCTUIOBaHHA. Liio npoueaypy noBToptoBanu we pa3. OgepkaHum
KOPUYHEBMI KPUCTaNiYHMIN 3anMLLIOK PO34YMHANN Yy cyxomy TeTparigpodypaHi (600 mn y HemTpanbHin
aTMocdepi) npu NigBuLLEHI TemnepaTypi.

Micna oxonomkeHHA po3udnHy Xxnopadrigpugy | o TtemnepaTtypu 40 °C gopaBanu  cyxui
TpuetunamiH. [oO UbOro po3yMHy Kpannamu [oJaBanyM  pPo3yYMH pedoBuHU |l y  cyxomy
TeTparigpodypaHi (50 mn). Yac kpanaHHs ctaHoBuB 15 xBunuH. lig Yac gopgaBaHHs peyoBuHU I
peakuinHy cyMmill OXOnogKyBanu Ha BoasiHii 6aHi. Lle cynpoBogKyBanocs nagiHHsaM TemnepaTypu oo
30 °C. Oani cymiw peakuii nepemiwysanu, He nigirpisatoyu, npotarom 2 rogauH. [licna BigroHku
rigpoxnopuay TpueTinamiHy y Bakyymi, CTBOpOBaHOMY BOAOCTPYMUHHMM HacocoM, TeTparigpodypaH
BMMNaploBanu. 3anuiok BUNapoByBaHHA po3vmHaAnu y 500 mn xnopodopMy Ta CTpyLLyBanu 3 BOAOH.
BigokpemneHun opraHivyHmi wap ctpywysanu i3 2 M HCI, i, nicnsa yboro - 3 Bogoto.

OpraHiyHui Wwap BMCYyLYBanu cyrbgaTtoM HaTpilo Ta BUNapoBanu Xnopogopm.

Buxia:

Cwvpun npogykT: 200r (96 %); BEPX: 88,2 %; kopnyHeBy MegonoaibHy peyoBuHy

I3 Liel peyoBMHU oaepKyBanu rigpoxmnopua.
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OpepxaHHs rigpoxnopuay:

EtAc: 850 mn

Consna kucnota/Et,0O

MepBuHHMIA NpoayKT po3umHunn y 850 mn EtAc npw kimHaTHIM TemnepaTypi. [Jo po3vnHy npu
iHTEHCMBHOMY MepemillyBaHHi MNOBINIbHO godanu KpannsMmm 95 mn po3ymHy consiHoi kucnoTtu B Et,0.
Mig 4Yac nepemiwyBaHHS BiOOKPEMUBCH XOBTUM ocaf. [1icrns OXONo4KEHHS Yy XONOAUSTbHUKY MOro
BiAdINbTpYyBanu Ta BACYLUMNN (MPOTATOM HOYi NPK KiMHATHIN TeMnepaTypi, Nicns 4Yoro y Bakyymi npm
TemnepaTtypi 55-75 °C, gani y Bakyymi 6e3 HarpiBaHHsi, BMIpoaoBX BMXigHMX (6e3 3mMiHu Macu)).

Buxia:

Cwupui rigpoxnopug;: 161,31 (77,4 %); BEPX: 93,3 %

KpucTanisauia rigpoxnopuay:

Cwvpuin rigpoxnopua KpuctanisyBanu i3 Cymilli [eHaTypoBaHOro HE3HEeBOMXKEHOro eTaHomny 3
aLeToHITpUNomM y nponopuii 9:1.

Buxia:

KpucTtanizoBanun rigpoxnopua: 120,21 (61,6 %); BEPX: 99,3 %

Mpuknag 2:

OpepxaHHa etun 3-[[3-amiHO-4-(MeTunamiHo)6eH301n](nipuaunH-2-in)amiHo]-nponioHaTy (V)

B i [ T
2
N N/\/U\OEt Na,S,0, N N/\)J\OEt
- _NO, _ 2 NH
o) IR 2 AR 2
T ™ > X
NHMe Z“NHMe
C18H21C|N405 C18H22N4O3
Mon.maca : 408,84 Mon.maca ; 342,39
Iil-HCI v
IHrpegieHTn

MpomixxHa cnonyka 111:120 r - 0,29 monb

OunTioHIT HaTpito: 246 T - 1,2 Monb

ETaHon:750 mn

Etunauetat: 600 mn

Peyosuny Il nomiwanu y 1500 mn cymiwi eTaHony 3 Bogotk y nponopuii 1:1 Ta nigirpisann go
Temnepatypu 50 °C. TakMM YMHOM ofepXXyBanu PO3YuH, OO0 SKOrO LBMAKO Ta MpU iHTEHCUMBHOMY
nepemilwyBaHHi gofgaBanu TBepAaun OUTIOHIT HaTpito. licna peakuii BUXIOHOI pevYOBMHKM, peakuinHy
CYMIll KOHLEHTpYyBanu y BaKyyMHOMY BuNapHWKy. [icrna BifOKpPEeMIIEHHA macna KOHLUEHTPYyBaHHS
3aBepllyBanu i NpoayKT ekcTparysanu etunauetaToM. licna noro BucyLlyBaHHS CynbgaTtom HaTpito,
pO34MHHUK BunaptoBanu. OgepxaHuii npogyKT 6yB KOPUUHEBOLO, AyXKe B'A3KOK PiANHOM.

Buxia: 82 r (81,3 %); BEPX: 95 %

Mpuknag 3:

OpepxaHHs [(4-uiaHodeHin)amiHolouToBol knucrnotu (V)

H
- NH, O N\/CO2|-
, + Bruj\
- OH Boja
NC NC
C7H6N2 CQHaBI’Og HgN
Mon.maca: 118,14 Mon.maca ; 138,95 Mogzac:: 12962 17
F G v
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IHrpegieHTH:

F:90r-0,75 monb

G:211,7r- 1,5 momnb

BikapboHat HaTpito: 35T, 0,42 monb

BuxigHi pevoBuHn F Ta G 3miwysanu y 1250 mn Boaw, i L0 cycneHsito nomiwanu y 6aHto, nigirpity
no Temnepatypu 100-110 °C. lMicns TpbOX roguH HarpiBaHHs nabopaTopHMIA CTakaH Builyvanu i3

OaHi, oxonomxyBanu y XOMNOAWIbHWKY, i BiOOKPEMIIEHY pEYOBMHY BIiACMOKTyBanu. PevyoBuHy
BUCYLUYBaNn y BakyyMHil cywapui npu temnepatypi 100 °C.
Buxia:

Cuvpun npogykt: 122 r (92,8 %), BEPX: 97 %

Cvpuii npoaykT ouullianu NepeTBOPEHHSAM Y CiNlb HATPil0 Ta MNOBTOPHUM MiOKACNEHHSM 3
BUKOPUCTAHHAM BOAHOr0 po3uvmHy OikapboHaTy HaTpito. Kncnoty BMBINbHANM 3a [OMNOMOrOH
posBedeHOl consHoi  kucrnotu  (1:1). [licns  BIACMOKTYBaHHSA, MPOMUBaHHSA BOAOK, MPOAYKT
BUCYLLYBanNu y BakyymHin cywapui (105 °C).

Buxia:

Ounwiennn npoaykt: 115 1 (88 %), BEPX: 99,1 %, BmicT Bogu: 0,13 %; cynbdat (3omna): 1,8 %

Mpuknag 4:

OpepxaHHa  3-([2-[(4-uiaHodeHinamiHO)MeTuN]-1-meTun-1H-6eHsimigason-5-kapboHin]nipuanH-2-
inamiHo)eTunnponioHaty okcanarty (VI)

WS ® i
A =
N™ "N OEt NC N N/\/U\OEI * (COOH),
f0) NHz  + 1. CDI N
PN (0]
N”  COOH D=

NHMe H 2. CH3COOH rli HN‘@*CN

v v Vi-okcan

IHrpegieHTH:

MpomixHa cnonyka IV: 82,5 r - 0,24 monb

MpomixxHa cnonyka V: 46,4 1 - 0,26 monb

1,1'-kapboHingiimigazon KAl: 42,2 r - 0,26 monb

MeToauka

PeyosuHy V Ta 1,1'-kapboHingiimigason nomiwatoTe y konby 3 iHepTHUM rasom. Jogatots 2000 mn
cyxoro TeTparigpodypaHy i Cymill KUN'aTaTb y KON6i 3i 3BOPOTHUM XOMOAMITBHUKOM 3 XIIOpKarbLi€BO0
Tpyokoto npoTtarom 40 xBunuH. Yepes 40 xBUnMH A0 CyMiwi ogaTb po3yuH pevosuHu [V y 330 mn
Ccyxoro TeTparigpodpypaHy i Cymiwl KAM'ATATb MPOTArOM HacTynHUX 5 roguH. llicna uboro peakuito
CYMILLi TPOXM OXONOAXKYIOTh | TeTparigpodypaH BUAAnNa0Tb WAAXOM AUCTUNALIT Y BaKyyMmi.

Ho meponogibHoro kopuyHeBoro 3anuuwky pogatotb 1000 mMn nMboAsiHOI OLTOBOI KUCIOTH, i
OflePXXaHUM PO3YMH KNM'ATATb BNPOAOBX roanMHU. KUCNoTy BiAraHs0Tb, | yTBOPEHUI 0Ca PO3UUHSAIOTb
y auxnopmeTtaHi (850 mn) Ta cTpywyoTb 3 Bogow. OpraHiyHMW Lwap, WO BiJOKPEMIIOETLCS,
BUCYLUYIOTb CynNbdaToOM HaTpilo | BMNAPOBYOTb PO3YMHHUK. OTPUMYIOTb TEMHO-KOPUYHEBUN
MeaonoaibHuIA 3anuLLIoK.

Buxia:

1191 (92 % y Burngagi auetaTty); BEPX: 82 %

OpepxaHHA okcanaTty peyosuHmn VI

Cuvpy BuaineHy peyoBuHy (119 r) posumHsaoTb y 650 mn EtAc npu kunniHHI. Po3unH oxonoaxyoTb
A0 KIMHaTHOI TemnepaTtypu, i pO34uH aurigpaty wasnesoi kucnotu (27,1 r) gogawTb Kpannamu go
400 mn EtAc, iHTeHcuBHO nepemiwyoun. LBnOKo BigOKpPeEMMETLCA peyoBMHA CBITIO-0EXEBOro
konbopy. Kpuctanu BiaCMOKTYIOTb, MPOMMBAIOTL €TaHONOM Ta BUCYLLYIOTh.

Buxia cuporo okcanaty: 102 r (70 %); BEPX: 90,2 %

KpucTanisauia cuporo okcanaty peyosuHu VI:

101 r cuporo npoaykTy po3unHsAloTb Yy 4100 Mn eTaHony Npu KuMiHHI. PO34nMH OXONoOaXyTb Y
BOAsAHIN 6aHi, nepemiwytoun. CycneHsito KpucTanis OXonogxXyloTb Y XONOAWUMbHUKY i BIGCMOKTYIOTb
Kpuctanu.

Buxig kpucTtanisoBaHoro okcanarty: 82,5 r (57,2 %); BEPX: 97,8 %.
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SOPMYJIA BUHAXOLOY

1. Cnocib oagepxxaHHsa gabiratpany dopmynu VI
N 0

N N OEt O\/\/v
=
o N\ O:<
) NH
N HN

5 | NH VIII

LWNAXoM peakuii 4-meTunamiHo-3-HiTpobeHsoinxnopugy 3 etun-3-(nipnanH-2-inaMmiHo)nponaHoaToMm,
BiJHOBIEHHS HITPOrpynu, HAacCTyMNHOI peakuii 3 [(4-ULiaHodeHiNn)aMiHO]oLTOBOK KMCMOTO, rigponidy Ta
peakuii 3 kapboHaTOM aMOHi0 Ta NepeTBOPEHHS y AabiratpaH B3aeMogi€to 3 rekcunxnopodopmiatom,

10 AKUA BiQpPISHAETbCA TUM, WO NPOAYKT peakuii 4-meTunamiHo-3-HiTpobeH3oinxnopugy 3 etun-3-
(nipnauH-2-inamiHo)nponaHoaToM NEepeTBOPIOIOTL Ha  TiAPOXNopuAa 3 BUKOPUCTAHHAM  PO3YMHY
xnopvay BoAHIO Ans yTBOpeHHs cnonyku dopmynu 11-HCI,

(O

E O§
pd
l\)O

*HCI
NHMe —yj1-Hel
15
HITPOrpyny SIKOi BiAHOBIIOKOTb PeakLUieto 3 AUTIOHITOM HaTpIto, | OTpUMaHy crnonyky opmynu IV
OEt
O)\@iNHz
NHMe v
nigaaTb B3aemofii 3 [(4-uiaHodeHin)amiHOJoLTOBOK KUCMOTOK Ta LLaBMEeBO KUCMOTOW, NPOOYKT
uiei peakuii oopmynu VI-okcan
B i
—
N N OEt
*(COOH),
o N
\: \
l|\1 HN CN
20 VI-okcan
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noTiM MiggatoTb rigponidy Ta B3aemopii 3 kapboHAaTOM aMOHI0 ANA OAepXKaHHSA MPOMIKHOI CNosyKu
dopmynu VII-HCI,

B i
= //\\V/Jl\
N N OEt
*HCl
N
0

\>_ NH,
N HN

NH vi-HCl

SIKy Qani nepeTBOpPOOTL Ha AabiratpaH peakuieto 3 rekcunxnopdopmiatom.
2. Tigpoxnopua etun-3-[[4-(meTunamiHo)-3-HiTpobeH3oin](nipnanH-2-in)amiHolnponaHoaty copmynu
II-HCI

DN 0
— //\\V/Jl\
N N OEt
*HCI
o NO,
NHMe

[-HCI

SIK NPOMi>KHa cronyka anst BUpobHuuTBa gabiratpaHy.

3. Crnocib 3a n. 1, gkun BiAPI3HAETLCA TUM, WO 4-MeTunamiHo-3-HiTpobeH3oinxnopna nigaawTb
B3aemogil 3 eTnn-3-(NipyamH-2-inamiHo)NponaHoaToM B MPUCYTHOCTI OCHOBM.

4. Cnoci6 3a n. 1, ¢kuin BIiAPI3HAETbBCA TUM, WO MPOAYKT peakuii 4-meTunamiHo-3-
HiTpoBeH3oinxnopuay 3 etTun-3-(nipuguH-2-inamiHo)nponaHoaTom y dOpMi OCHOBM NEPETBOPIOIOTL Ha
rigpoxnopua, BUKOPUCTOBYHOUM PO3UYUH XIOPUAY BOOHIO Y OpraHiYyHOMY PO34MHHUKY, BUOpaHOMY 3 Cs-
CeeTepiB, keToHiIB, ecTepiB Ta C;-CscnupTis.

5. Cnoci6 3a n. 1, sakui BigpPI3HAETbCA TWM, WO NPOAYKT peakuii 4-meTunamiHo-3-
HiTpOOEeH30iNxnopuay 3 eTun-3-(nipuauH-2-inamiHo)nponaHoaTom y oopMi OCHOBM NEPETBOPIOIOTL Ha
rigpoXfiopua LUMASIXOM BWKOPUCTaHHSI PO3YMHY XNOpuay BOAHIO Y PO34YMHHMKY, BubpaHomy 3
JieTnnoBoro eTepy, eTaHony, eTmnauerarty Ta aueToHy.

6. Cnoci6 3a n. 1, sakui BiApi3HAETBCA TUM, WO nNPOAYKT peakuii 4-meTunamiHo-3-
HiTpOOEeH30iNxnopuay 3 eTun-3-(nipuauH-2-inamiHo)nponaHoaTom Yy oopMi OCHOBM NEPETBOPHOIOTL Ha
rigpoxnopug, BUKOPUCTOBYHOUM PO3YMH XIOPUAY BOAHIO Y AieTUNoBOMY eTepi.

7. Cnocib 3a n. 3, aknii Bigpi3HAETLCA TUM, LLO BUKOPUCTOBYIOTb OpraHiyHy abo HeopraHiyHy OCHOBMW.
8. Cnocib 3a n. 7, kM BigpPi3HAETbLCA TUM, WO OpraHiyHy abo HeopraHidyHy OCHOBUW BUOMpaloTb 3
aMmiHiB, ankoronsTis, rigpPOKCUAIB Ny>XHUX MeTanis, cocdaTis Ta kKapboHaTiB.

9. Cnocib 3a n. 7, Aknii BigPIi3HAETLCA TUM, LLO 5K OCHOBY BUKOPUCTOBYIOTb TPMETUMNAMIH.

10. Cnoci6 3a n. 3, Ak BigpI3HAETbCA TUM, WO ofepxaHy pedoBuHy cdopmynm llI-HCI ouniyyots
KpucTanisauieto.

11. Cnoci6 3a n. 10, sSkii Bigpi3HAETbCA TUM, WO oaepxaHy pevoBuny cdopmynu lI-HCI ounwytots
KpucTanisauieto 3 eTaHoM-aueTOHITPUNBHOT CYMiLLi.

12. Cnocib 3a n. 1, Ak Bigpi3HAETbCA TUM, WO peakuito cnonyku cdopmynm IlI-HCI 3 gutioHiTom
HaTpilo NPOBOAATL Y €TaHOM-BOAHEBIN CyMiLLi.

13. Cnocib 3a n. 1, 9kui BiAPi3HAETLCA TUM, WO [(4-uiaHodeHin)amiHolouToBY KMcnoTy chopmynu V
NC

N/\COOH

H
Y
OLEPXYIOTb B3aEMOfi€l0 4-LliaHOaHiNiIHY 3 OPOMOLITOBOIO KUCIOTOHO.
14. 3-([2-[(4-UiaHodeHinamiHo)mMeTun]-1-meTun-1H-6eHsimigason-5-kapOoHin]nipugnH-2-

10
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inamiHo)eTunnponioHat okcanat dopmynu VI-okcan

B i
—
N N OEt
*(COOH),
o N
\: \
N HN CN

SIK NPOMi>KHa cronyka Anst ogepXaHHa aabiratpaHy.

15. Cnocib 3a n. 1, kM BiOPI3HAETLCA TUM, LLO BUKOPUCTOBYIOTb ©e3BoaHY dopmy abo oauH 3
rigparis LWaBneBoi KUCMOTW.

16. Cnoci6 3a n. 1, AkMn BiAPI3HAETbLCA TUM, WO NPOAYKT opmynm VI-okcan ounLyoTh
KpucTanisauieto.

17. Cnoci6 3a n. 16, sKMA BIiAPIBHAETBLCA TUM, LWWO MPOAYKT OYULLYIOTb KpucTanisauieto,
BMKOPUCTOBYIOUYMN PO3YMHHUK, BUDpaHWIA 3 eTaHony Ta eTunaueTary.

18. Cnocib ogepxaHHs gabiratpaHy 3a n. 1, ki BiAPI3HAETLCA TMM, IO peakLito 4-MeTunamiHo-3-
HiTpoBeH3oinxnopuay 3 etun-3-(nipugauH-2-inamiHo)nponaHoaToM NPOBOAATb Y NPUCYTHOCTI OCHOBM
npu Temnepatypi 40-120 °C, nicna 4oro NpoAayKT NepeTBOPIOTL Ha XMOpaHrigpua, BUKOPUCTOBYOUM
PO34MH COMSAHOI KMCNOTU AN ogepxaHHs cnonyku copmynu [1-HCI.

19. Cnoci6 ogepxaHHa pabiratpaHy 3a n. 1, 9kMn BigpPI3HAETLCA TUM, O peakuito Chomnyku
dopmynu IlI-HCI 3 auTioHiTOM HaTpito, B Npoueci Skoi yTBOPHETLCSA cronyka dopmynu 1V, npoBoasTb
npu TemnepaTypi 20-100 °C.

20. Cnoci6 opepxaHHs pabiratpaHy 3a n. 1, kM BiAPI3HAETbLCA TUM, WO peakuild Cronyku
dopmynn IV 3 4-uiaHoeHINrniLuMHOM Ta LWaBfeBO KUCMOTOK MNpOBOAATbL Npu Temnepatypi 40-
120 °C anga ogepxaHHsa cnonyku dopmynu VI-okcan.

VI-okcan

Komn'toTepHa BepcTka J1. JIutBuHeHKo

[epxaBHa cnyba iHTenekTyanbHOi BNacHoCTi YKkpaiHu, Byn. Ypuupkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa

A0 “YKkpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. na3yHoBa, 1, M. Kuis — 42, 01601
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