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(57) 1. Cnoci6 ofepXaHHs O-
Ae3meTunBeHnagakcuny, AKNA BKIOYaE

JeMeTuUnoBaHHs BeHNnadakcuHy aHioHoMm Tionaty
BMCOKOMOJEKYNAPHOTO  ankaHy, apunankiny abo
apeHy B cnuptoBoMmy abo npoctomy edipHOMy
PO34YMHHUKY, abO0 X CyMmiLLi.

2. Cnoci6 3a n. 1, skMin nNpoBOAATb B CMMPTI,
eTurneHrnikoni, npoctomy edipi eTuneHrnikonto abo ix
CyMiLLi.

3. Cnoci6 3a n. 1, 4e PO34YNHHUKOM € MOHOETUMOBUNA
edip €TUNEHTIKOmIO, OnumeTnnosum edip
TPUETWUMEHTNIKOMN0 abo NoNieTUNEHTNIKOMb.

4. Crnoci6 3a n. 1, [e poO34YMHHUKOM €
nonietuneHrnikons 400.

5. Cnoci6 3a 6yab-skum 3 nn. 1-4, ge peakuiio
npoBoasTb Npu Big 6nunsbko 150 go 6nusbko 220 °C.
6. Cnoci6 3a Oygb-skum 3 nn. 1-4, pge peakuito
npoBoAsTb Npu Big 6nusbko 170 go 6nusbko 220 °C.
7. Cnocid6 3a 6yab-skum 3 nn. 1-4, pe peakuiio
npoBoasTb Npu Big 6nunsbko 180 go 6nusbko 200 °C.
8. Cnoci6 3a Oygb-skum 3 nn. 1-4, pge peakuito
NpoBoAATb Bif 6rn3bko 2 o 6nmM3bko 5 rogmH.

9. Cnocib 3a 6yab-akum 3 nn. 1-4, e aHioH TionaTy €
aHioHOM TionaTty niHiMHOro abo po3ramyXeHoro
ankaHy, Wwo Mictntb Big 8 oo 20 atomiB ByrneLto.

10. Crnoci6 3a n. 9, ge aHioH TionaTy ankaHy €
AofekaHTionaTom.

11. Cnoci6 3a 6ygp-sikum 3 nn. 1-4, ge TionaTom €
aHioH Tionaty apeHy, o MicTuTb Big 6 go 10 aTomis
Byrneuto.

12. Cnoci6 3a n.11, ge aHioHoM TionaTy apeHy €
TionaT 6eH3ony.

13. Cnoci6 3a 6yab-skum 3 nn. 1-4 abo 12, ge aHioH
TionaTty ogepXyloTb B MPUCYTHOCTI ankokcuay.

14. Cnoci6 3a n. 13, e ankokcmMaomM € METOKCUA.

15. Cnoci6 3a 6yab-skum 3 nn. 1-4, 12 abo 14, akui
npoBoAATb  NPWU  CTEXIOMETPUYHOMY  HaASMLLKY
TionaT:BeHnadakcuH ax Ao 6nmasko 3,0:1,0.

16. Cnocib 3a 6ygb-akum 3 nn. 1-4, 12 abo 14, pe
MOMsipHE  CNiBBIAHOLWIEHHA  TionaT:BeHnadgakcuH
cknapgae Big 6nmsbko 1,15:1,0 go 6nusbko 2,5:1,0.

17. Cnoci6 3a 6yab-skum 3 nn. 1-4, 12 abo 14, akui
pofaTtkoBo nepegbadae HelTpanisauiio NpoaykTy Ao
i30€NeKTPUYHOI TOYKM B MNPUCYTHOCTI CNUPTY, LO
MiCTUTb ankineHy rpyny 3 NnpsMmMm abo posrany>KeHnm
naHutorom, 3 Big 1 4o 6 aTomamu Byrrneuto.

18. Cnoci6 3a n. 17, ge cnMpToMm € i3onponaHor.

19. Cnoci6 3a n. 18, pge peakuiiHy Cymiw
OXONo4XKyloTb A0 TemnepaTtypu Big 6nusbko 65 go
6nusbko 75 °C nepeg AogaBaHHAM CNUPTY.

20. Cnioci6 3a n. 18, e i3oeneKkTpnyHa To4ka NexnTb
B iHTepBani pH Big 6nunsbko 9,5 go 6mnmabko 10.

21. Cnoci6 ogepxaHHa O-ge3ameTunseHnadakcuHy,
AKUA BKNIOYAE CTafii AeMeTUnioBaHHA BeHnadakcuHy
popgeuunrtionatom i nonietunexrnikonem 400 B
NPUCYTHOCTI MeTUnaTy HaTpilo B MeTaHoni npu Big
6nm3bko 180 pgo 6nm3bko 200 °C npotsarom Big
Onm3bko 2 go 6nmsbko 5 roawH, | HenlTpanisadii
npodykty go 6nmseko pH 9,5 y npucyTHOCTI
isonponaHony.

[Januin BuMHaxig BigHocuTbCcA [0  crnocobis
onepxaHHa O-ge3ameTuneeHnadakcuHy.
O-pe3meTuneeHnadakcuH € OCHOBHUM

MeTaboniTom BeHnadgakcuHy. [Cnocobu opepkaHHs
O-ge3ametunBeHnadakcuHy onucadi B nateHti U.S.

Ne4535186]. BkasaHmii  cnoci6  BMKOPUCTOBYE
6eH3unbHI - 6rokytodi  rpynM, WO MpMBOAUTE OO0
BiAHOCHO HU3bKOTO NepPeTBOPEHHS.

[Cnoci6 opepxaHHa O-ge3meTunBeHnagakcuHy
onucaHuin Takox B nateHTi WO 00/59851], B skomy
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BeHnadakcuH BBOOUIN B peakuito 3
andeHindocdigom B TIP (yTBOpEHUM AoOAHHAM H-
6ytunnitito B TT® pgo anderindocdiHy B TP npu
Temnepatypi Hwk4e 0°C) npu KMN'SATIHHI i3 3BOPOTHUM
XONoAWUMNBbHUKOM MPOTAroM  Hodi. OnucaHuin BuXia
cTtaHoBuB 73,8%. Kpim Toro, cnocib Bkntoyae cTtagito
eKCTpaKLii 3 Benuknumuy ob'emamm po3dmMHHIMKA.

HaHnin BMHaxig nponoHye cnocib ogepxaHHa O-
aes3meTtunseHnadakcHy, eekTUBHUA 3 TOYKU 30pYy
SIK Yacy, Tak i maTepiany.

BignosigHo ao JaHoro BUHaxony
3anporoHoBaHun cnoci6 ogepXaHHs O-
Jes3MmeTunBeHnadakcuHy, WO  BKMwYae  cragii
AeMeTUNoBaHHA Cnonykn opmynum | 3 yTBOpeHHsIM
cnonyku popmynu ll, sk nokasaHo Ha cxemi |.

| Cxemal ]
m TION (]I)
o o4
CHnNO, C 7 0O
Monekynapua maca: 277,40 Moneky. m‘;;]: ::imz 263,38
Ak nokaszaHo Ha cxemi |, BUXiOHY pevYOBUHY,
BeHnadakcuH (cbopmyna ), OeMeTUnoTb.

BeHnadpakcuH MOXe oyTn oaepxaHui y
BigNOBIQHOCTI 0O cnocobiB, BiAOMUX B PiBHi TEXHIKM,
Takux, [sk onucaHi B nateHTi U.S. Ne4535186].
BignosigHo no JaHoro BUHaxony
OeMeTUMIoBaHHs  34IACHIOITb i3 3aCTOCYBaHHSM
aHioHy TionaTty BUCOKOMOMEKYISIPHOMO arnkaHy, apeHy
abo apwnankiny, Takoro sik aHioHW TionaTty arnkaHy 3
npsiMum abo posrany>keHMM NaHUroM, SKUn MiCTUTb
Bid 8 oo 20 aTtomiB ByrneL, aHioHW TionaTy MOHO-
abo GiuukniyHoro apeHy, wo mictutb Big 6 o 10
aTomiB Byrreulo, abo aHioHuM TiomaTy MOHO- abo
GiLMUMKNIYHOrO apunarnkiny, Wo mictutb Big 7 go 12
aToMiB BYrMeLUt, B MPUCYTHOCTI NPOTOHHOro abo
anpoTOHHOrO PO34YMHHMKA. [Nns yTBOPEHHS aHioHy
TionaTy HeoOOB'I3KOBO MoOXe OyTWM MNpUCYTHLOK
OCHOBa, Taka SK ankokcui, Lo MIicTUTb npsimy abo
posranyxeHy ankineHy rpyny 3 Big 1 oo 6 atomamu

Byrneuto.
MepeBaxHo anidatuyHMM Tion MicTuTb Big 10 OO
20 artomiB Byrneuw i Hanbinbw nepeBaxHO

anipatyHUM Tionom € doaekaHTion. ApoMaTU4HUM
TionoM  nepeBaxHO €  OeHsonTion.  AHIOHOM
apunankintionaty nepeBaxHO € a-TonyonTion abo
HapTUNMeTaHTION.

Y BUNagKy NPUCYTHOCTI, ankokcug nepeBaxHo €
HWXYMM  ankokcuaom, Hanpuknag 3 Big 1 go 6
aToMamu BYrneLwo (Hampuknag, MeTokcud, eTokemg i
nodibHi), TakMM Sk MeTokcup HaTpito  (meTunar
HaTpilo, METAHOMAT HATPID).

PO34MHHVMKOM NepeBaXXHO € rigpOKCUNbHUI abo
NpOCTUN edipHUN PO3YMHHMK abo X cymiw i BinbL
nepeBaxkHO CNUpPT, eTuneHrnikons abo npocTuii edip
etTuneHrnikonto.  poctnn  edip  €TUMNEHNIKONto
BKIIOYAE, ane He 0OMeXyeTbCs HUMU, MOHOETUIIOBUI
edip €TUNEHTIKOmo, ONmeTnnoBum edip
TPUETUMEHTIKOMNIo i nonieTuneHrnikonb. NepeBaxHo
PO3YMHHUK € IHEPTHUM, MOMNSIPHUM, BMUCOKOKUMMSAYUM
npocTuM  eipoM  eTUNEeHrnikomi, Takum K
nonieTunexHrnikonb, i Hanbinbw nepesaxHo MNEM 400
(monieTuneHrnikoNb 3 MOMEKYNSPHOK Macol B
iHTepBani npubnusHo 380-420).
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Peakuito npoBogate npu TemnepaTypi Bifg
6nm3bko 150°C go 6nmasko 220°C, 6inbLu nepeBaxHO
Big 6nm3bko 170°C go 6nmabko 220°C i HambinbL
nepeBaxHo Big 6nm3bko 180°C po 6nm3bko 200°C.
3BUYANHO peakuilo NPoBOASTL A0TK, NMOKK, iAearnbHo,
3anuwaetbca He Oinmbwe 3a 1% BeHnadakcuHy. Y
AesKNX acnektax BMHaxody peakuilo 3aKiHvyloTb 3a
BiA 6nmM3bko 2 roavH Oo 6nm3bko 5 roguH i GinbL
nepeBaxHo 3a Big 6nM3bko 2 roguH Ao 6nmaeko 3,5
FOAMH.

AHioH Tionaty moxe OyTu ofepXaHui OKpPeMOo
abo in situ. Y pesikux nepeBaXHUX BUKOHAHHSIX
AaHoro BMHaxoay OCHOBY BeHnadakcuHy
po3unHalTe B nonietuneHrnikoni 400, wo MicTutb
JofekaHTion i MeTunaTt HaTpilo y BUMNSAi po3vvHy B
MeTaHomi, npu nigBuLLEeHHi Temnepatypu OO BiA
6nusbko  180°C  pgo  6mm3bko  200°C  npwm
nepemillyBaHHi NpoTarom Big 6nmnsbko 2 oo 6rnmsbko
3,5 roguH. B iHWNX nepeBaXKHNX BUKOHAHHAX OAaHOro
BMHaxody OCHOBY BeHNadakCMH pO3YMHAIOTL B
nonieTUneHrnikoni, wo MicTUTb [AoAdekaHTionaT i
nepemiwyoTe Big 6nm3eko 2 go 6nm3bko 3,5 rogwH
npu Temnepatypi Big 6nusbko 180°C go 6nusbko
200°C npu nepemMillyBaHHi.

3BMyanHO npouec moxe OyTu nposegeHun npu
MOMSIPHOMY HagnuLKy TionaTy, NepeBa)HO MOfsipHe
BiJHOLLEHHs1 TionaTy A0 BeHnadakCcuHy cknagae ao
3,0:1, Hanpuknag, B iHTepBani Big 6nunsbko 1,05:1 go
6nm3bko 2,8:1, nepeBaxHo Big 6nmsbko 1,15:1 po
6nm3sbko 2,5:1.

Micns uboro peakuiiHa cymiw Moxe 6yTn
oxonoaxeHa Ao Temnepatyp Big 6nmsbko 65°C po
6nusbko 75°C i Ak po3pigKyBad Moxe OyTu godaHun
CnMpT nepen HewTparnisauielo [0  i30eneKTPUYHoOI
ToukM (Big 6nmseko pH 9,5 go 6nmsbko pH 10,0)
BiONOBIAHMM areHToM HenTpanisauii, TakMMm §K
consHa kucrota. CnupToBe CepedoBuLLiEe MOXe
TakoX JOMOMOrTI B KpUcTanisauii npoaykTy, SK TinbKu
HeWTpanisauis iHilinoBaHa.

MepeBaxHo cnuvpT  MIiCTUTb  npsmy  abo
posranyxeHy ankineHy rpyny 3 Big 1 o 6 atomamu
BYIMeLl, Takui SIK MeTaHon, eTaHor, i3onponaHon,
OyTaHon i nodibHi i ix cymiwi. Y aesaknx nepeBaHUX
BapiaHTax BMHaxo4y CnMpT € i30MponaHosiom.

Buxogn paHoro BuHaxopy cknapawoTb OGinblie
npubnuaHo 75% i 3BnyanHo Big nNpubnusHo 85% Ao
6inbwe 90%.

HactynHi npuknagu inocTpytoTb, ane He
06MeXyTb AaHWI BUHaxia.

Mpuknag 1

Hopekantion  (122r), BeHnadakcuH  (111r),

METaHOMNbHWI PO34nH MeTaHonsaTy HaTpito (30%, 90r)
i MEC 400 HarpiBaote po 190°C. MetaHon
BiAraHs0Tb | PO34MH NnepemiwyoTe 2 rog. npu 190°C.
[MoTim TemnepaTypy 3HWXKYIOTb, A0AAl0Tb 2-NpornaHon
(450r) i poogste pH po 9,5 BogHoi HCI. Ocap
36upaloTb  iNbTpyBaHHAM 3 BiJCMOKTYBaHHAM i
dinbTpyBanbHy nacTumnky npoMmnBaloTb 2-
NponaHosIoM, TOMNYONoM, 2-1IpOMaHOfIoOM i BOAOH.

Bonorn  O-ge3amerunBeHnadakcuH  cywatb Y
BaKyyMi.
Bwuxia: 87r.

"H AMP (Gemini 200, Varian, 200MIy, OMCO-
ds) 6 9,11 (c, ywwmp., 1H OH), 6,98 (g, ywwup., J=8,4,
2H; apom.), 6,65 (g, ywwup., J=8,4, 2H; apom.), 5,32



5

(c, ywuwmp., 1H; OH), 3,00 (oo, J=12,3i 8,5, 1H), 2,73
(an, J=8,5i6,3, 1H), 2,36 (an, J=12,316,3, 1H), 2,15
(c, 6H, 2xMe), 1,7-0,8 (m, 10H, yuknorekcan).

Mpuknag 2

BennadpakcuH (5,6r) i HaTpieBy cinb TiodpeHony
(6,9r) 3aBaHTaxytoTb B [EI 400 (25r). PeakuiiHy
cymiw  HarpiBatotb  npu  160°C  5rog.  [loTim
TemnepaTtypy 3HWXKylTb | gogaiTs Bogy (60r).
HoBogsate pH go 3,5 H3PO4. MoGivHWiA opraHivHuia
nNpoaykT BMAAnNsTb eKCTpakuieto rentaHom (25r).
MoTim pH BogHoOro wapy gosBoasaTe Ao 9,5 BoAHWUM
amiakom. Ocapg 30upaioTb  iNbTpyBaHHAM 3
BiJCMOKTYBaHHsAM, pecycrneHaytots Yy Bogi (100r),
BifAiNATE INbTPYBaHHAM 3 BiCMOKTYBaHHAM i
cywaTb y BakyyMi.

Buxia: 1r.

H auvP (Gemini 200, Varian, 200MIy, AMCO-
ds) 0 9,11 (c, ywwmp., 1H; OH), 6,98 (g, ywwp., J=8,4,
2H; apom.), 6,65 (g, ywwup., J=8,4, 2H; apom.), 5,32
(c, ywwmp., 1H; OH), 3,00 (oo, J=12,3i 8,5, 1H), 2,73
(om, J=8,51i6,3, 1H), 2,36 (aa, J=12,:ii 6,3, 1H), 2,15
(c, 6H, 2xMe), 1,7-0,8 (m, 10H, yuknorekcan).

Mpuknag 3

Hopekantion (69r), BennadpakcuH  (55r) i
€TaHONbHWIA PO34YnH eTaHonaTy Hatpito (21%, 82r)
3aBaHTaXyoTb B aBTOKNaB. TemnepaTtypy
nigeuwytots  go  150°C i peakuinHy  cymiw
nepemiwyotb 2 AHi. NoTiM TemnepaTypy 3HWKYHOTb i
po3uuH pinbTpytoTb. BogHum xnopuctm BogHEM
poBoasTe pH gineTpaty go 9,5. Kpuctanu 36upatoTtb
iNbTpyBaHHAM 3 BiACMOKTYBaHHSAM. PinbTpyBanbHy
NacTUiKy NPOMMBAIOTb €TAHOMNOM i CyLuaTb Y BakyyMi.

Buxia: 42r.

"H AMP (Gemini 200, Varian, 200MIy, OMCO-
ds) 0 9,11 (c, ywwmp., 1H; OH), 6,98 (g, ywwp., J=8,4,
2H; apom.), 6,65 (g, ywwup., J=8,4, 2H; apom.), 5,32
(c, ywwp., 1H; OH), 3,00 (oo, J=12,3i 8,5, 1H), 2,73
(am, J=8,51i6,3, 1H), 2,36 (g, J=12,3i 6,3, 1H), 2,15
(c, 6H, 2xMe), 1,7-0,8 (m, 10H, uuknorekcan).

Mpuknag 4

Cragisa a - yTBOPeHHs1 peareHTy goAekaHTionary
HaTpito

HopekaHTion (246r) i MmeTunat HaTpito B MeTaHoni
30% (216r) 3aBaHTaxylTb B POTOPHWA BUMAPHUK.
BkniouatoTb  BakyyM i PO3YMHHMK  MOBHICTIO
B/OgansTe npu  Temnepartypi 6ani go 90°C.
HopekaHTionat Hatpito  (272r), wWwo 3anvmBecs,
BMKOPUCTOBYIOTb ~ Ha  HacTynHin  cragii  6e3
[04aTKOBOIO OYULLIEHHS.

Crapisa b - npemeTunoBaHHs

Cymiw pogekaHTionary HaTpito (272r),
BeHnadakcuHy (256r) i MEr 400 (185r) nepemiwwytoTb
3rog. mpu 190°C. MMoTim TemnepaTypy 3HUXYHOTb,
pogatoTe 2-nponaHon (915r) i poBogste pH po 9,5
BogHoto HCI. Ocapg 36upatoTb inbTpyBaHHAM 3
BiJCMOKTYBaHHAM i  (pinbTpyBanbHy  NacTUNKy
npoMuBaloTb 2-nponaHoniom i Bogow. Bomormii O-
Ae3meTuneeHnadakcuH cylatb y BaKyyMi.

Buxig: 200r.

"H AMP (Gemini 200, Varian, 200MIy, OMCO-
ds) 0 9,11 (c, ywwmp., 1H; OH), 6,98 (g, ywwup., J=8,4,
2H; apom.), 6,65 (g, ywwup., J=8,4, 2H; apom.), 5,32
(c, ywwp., 1H; OH), 3,00 (og, J=12,3i 8,5, 1H), 2,73
(nn, J=8,5i16,3, 1H), 2,36 (a4, J=12,31 6,3, 1H), 2,15
(c, 6H, 2xMe), 1,7-0,8 (m, 10H, unknorekcaH).
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