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(57) 1 Cnoci6 opgepxaHHA 3amilweHol TiogheHoBoI
cnonyKW, Lo Mae dopmyny

R, z
/A

R, S Ra

ae ,

R1 1 R: HesanexHo BnBMpaloTe 3 rpyny, Wo cknaga-
€TbCA 3 H, ankny, apuny, saMiweHoro ankiny abo
apuny | knsus, wo ob'egHye Ry 1 Ry,

3 BuBUpaloTs 3 rpyny, Wo cknajaetses 3 H, ankny,
apuny | IX 3aMILLEeHWX NOXIAHWX,

Z asnne coboro CN abo CO:R4, ge R4 eubupatots 3
rpyny, Wo CKNagacTbeA 3 ankiny, apuny | X 3amile-
HMX Nox1gHKx, H, Na, L1, K1 NH,

LIO BKMIOYAE

(a) (1) B3aemMoOAI MEPKANTOKETOHY, WO Mae hopmMy-

ny

Ry .0
R ™SH
ae ,

R+ 1 Rs MaTk 3HAUEHHS, BU3HAUEH] BULLLE,
3 AKPUMOBO CMONYKOK, WO Mae dopmMyny

Z

A R;

ae

R Bu3HaYeHWIiA BULLE,

A BubupalaTb 3 rpyNY, WO CRNAJAcTLCA 3 arKOKCH, B
NPUCYTHOCT! ePEKTMBHOI KINIBKOCTI OCHOBW AK  Ka-
TanizaTopa,

{(b) apomaTnzayio wnsaxoM o6pobkn KWCNOTOH, |

{c) BnaINeHHA 3amMiWweHoro TIodyeHOBOTO NPOAYKTY

2 Crnoc6 3a n 1, ge WMEPKaNTOKETOH OACPXYIOTh
LWNAXoM

(2) BaaeMOoA I ranoreHKeToHy, Wo Mae dopmyny

R, O

Ri

ae

R11 Rz MalTh 3HAUEHHS, BUSHAYEHI B MyHKTI 1,

X spnAe cobol BIANOBIAHY BIAWENNIOBAHY TPYNY,
Taky Ak ranared (Cl, Br, |) abo meTaHcynbdoHINOKGK-
rpyny, 3 NaSH y sogHoopraHiyHiA gB0oda3aHId cucTem
PO3YMHHWEIB, |

{(b) BUAINEHHAM MEpKaNTOKETOHY ¥ BUIMIALI PO3YUHY B
OPraHI4HHOMY PO3YUHHWKY

3 Cnocib 3a n 2, ge opraHiMHWA PoO3YMH MEepKamnTo-
KETOHY CYWaTh WNAXOM a3e0TPCNHOI neperoHkm atbo
WNAXOM KOHTAKTYBEHHA 3 OCYLLIHUKOM

4 Cnoci6 3a n 1, JAe BKazaHWA OCHOBHWA Ka-
TanI3aTop € ArNKoronsToM

5 Cnoci6 3a n 4, e BRa3aHWA ankoronAT BUBUPaoTL
3 TPYNKW, WO CKNAAacTECA 3 METUNATY HaTpio, TPeT-
aMnaTy HaTpI, TPeT-aMINaTy kaniw | TpeT-0ytunarty
Kanio

6 Cnocib 3a n 1, ge peakuiw 38ACHIOKOTE B NPUCYT-
HOCTI BYTTIEBOAHEBATO POIYUUHHHKR

7 Cnocib 3a n 1, ge peakyilo 3AIACHIOKKTE NPHU TEM-
nepaTyp! 8 mexax npwbnwnsro 0-50°C

8 Cnocib za n 1, A2 KINBKICTb BKA32HOMO OCHOBHOIO
Karanizatopa CcTaHoBMTE npubnuaHe  0,025-02
€KBIBANeHTa BIGHOCHO KINBKOCTI MEPKAMTOKETOHY

9 Cnocib 3a n 1, ge crtams (b) BrNOYaE fFoaaBaHHA
eCeKTUBHOI KINMBKOCTI BOLHO! KUCMOTA AOC NpOoaykTy
peakun 31 ctaan {a) ANA nepeTBopeHHA ByAb-aKkoro
samilleHoro TeTpanapoTioheHy B eKBIBAMESHTHWRA
3AMILLEHWIA TIOheH,

1 ge cTagia (c) eknodae cTagl

{c) (1) hazosoro BIALIIEHHA OPraHIMHO! YACTWHKW Cy-
MIWI BOAHO! KNCNOTW | NPOAYKTY peaky 31 ctagn (b),
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{c) (2) ynapioBaHHs By[b-AKOrQ NPUMCYTHBOTO BYIME-
BOAHEBOIC PO3YMHHMEA ANA OAEPMaHHA HEOUMLEHO-
ro TIoheHOBOro NPOAYKTY, |

{c) (3) nepercHM HeouyulleHoro TIOEHOBOMo Mpo-
aykry 31 ctagin (C) (2) anNA ofep¥aHHa OYMLLEHOTo
TiotheHOBOMC NPOAYKTY

10 Cnocib 3a n 1, e cTtagia (a) 4OA3TKOBO BRNKOYaE
cragl

(a) (2) nodaHHa pos3baBnNeHo! cIpYaHOl KWUCNCTW Ao
npogykty peakyi (a) (1),

{a) (3) poaaHHa eTvnayetary go ob'egHaHux cipyaHol
KWCMNOTK | NpoAyKTy pearkyn 31 ctagn (a) (2),

(a) (4) ©az0BOr0 BIZAINEHHS OpraHIMHO! Y2CTHHK Cy-
MILII €TWNALETATY, CIPYAHOI KUCTIOTY | NPOAYKTY pea-
Kyll, oTpumaHol Ha ctagn {a) (3), 1

{a) (5) npoMuBaHHA opraHidHOl haswn, BIAAINEHOI HA
cTagn (a) (4), BOAHAM PO3COMOM, BUCYLUYBaHHA NpPo-
MHTOI ORFaHIMHOI Paan cynedaToM HaTRIKG | yNapo-
BaHHA eTunayueTaTy | 6yab-AKOro NPUCYTHROrO ByrMe-
BOAHEROIC PO3YUHHWEA [NA OAEPKAHHA CYMILLI
3aMilWeHoro TeTpargpoTiodheHy | 3aMileHoro Tiode-
Hy:

ae cragid (b) Binoyae obpobky cymMiw 3amiweHoro
TeTpangpoTiodeny | 3amMILLEHOTO TIOEHY, OTPUMAHOI
Ha cTaal (@) (5), soaHow HCI AnA nepeTBOpeHHA
3aMiWeHoro  TeTpangpoTioheHy Ha  3aMileHWid
TiodpeH,
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1 ge cTagia (c) eknodae cTagl

{c) (1) popaBaHHA BOAW | eTwnayeTaTy Jo Cymiw)
samileHoro TiodreHy | BoaHol HCI a1 cTaan (b),

{c) (2) haszosoro BIALINEHHA OPraHIYHOl YACTUHKN Cy-
M Boga-eTunadetar-HCl-miodeH 31 ctagn {c) (1), 1
() (3) NpomWBaHHA opraHiYHOI YacTWHW, BIAAINESHOI
Ha cTtagn (c) (2), HacnyeHuM BogHWM MNaHCQs, Bucy-
wyeanHa Na:S0Q4 1 ynapeaHHA etwnauyeTaTty And
OflEPHAHHA 3aMILLEHOTO TIOHEHOROIC NPOAYKTY

11 TetparapoTiodeH, Wo mae dopmyny

R OH 7z

A
R o) Ry
A ,

R1 1 Rz HesanexHo BwbupaloTe 3 Tpynw, Wo crnaga-
eTbes 3 H, anwkiny, apuny, samiweduwx ankny abo
apuny | KNeud, wo ob'eqnye Ryt R,

Rz BMBWMpaloTE 3 rpyny, WO ckNagaeTscd 3 H, ankny,
apuny | IX 3aMILEHUX NOXIAHKX,

Z aenze cobora CN abo CO.R4, ae Ry enbuparot 3
TPYNK, WO CKNagacTbes 3 ankiy, apuny | 1x samiue-
HUx noxiAHux, H, Na, Li, K1 MH,", |1

A aBNAe cobor ANKOKCUrpyny

AaHui BYHEXIA BIAHOCHTLGCHA, FOMOBHUM YWMHOM,
AQ CUHTE3Y 3aMmilLieHux TIOeHIB 1, 3oKpema, Ao 3-
kapbometokcn-4, S5-aumeTnnmiodery, AKMA € NPOMIHK-
HWM MPOAYETOM ANS ciMencTsa dyHryuAIe B IHWoMy
ACNEKTI, AAHWA BUHAXIA BIAHOCUTECS A0 HOBOI CROMY-
KW, K& € nonepefHUKOM TIOEHOBUX MPOMIMKHUX
npoaykTie

QaHvum OYHMNLUNACM, SKWA MOxe DYyTH OTpPUMaHKWA
3  NpoMiKHOro npofaykTy, € 4,5-aumeTun-N-2-
nponeHn-2-{tpyMeTvneunin}-3-TiocpeHkapborcamig,
SKWA 33aABNeHVA AK HOBa chonyka B nateHTt U S
Ne5,486,621 Tam HaeepeH! gBa cnocobn oTpUMaHHA
Takol cnonykk |HWWi cnocl6 ONMCaHWA B NaTeHTl
U S Neb 498 630, akui cTocyeThon ¥ BINLIW NOBHOMY
3aranbHOMY BWrnagl GopoTebu 3 BUNPIBAHHAM pOC-
FAWH WASAXOM 3acTocyBaHHA (yHruMay OguH cnopi-
AHeHWA TiodeHoBUA dyHMNUKng onucaHuid B Mpuinagl
271, pa3oM 31 cnocoBbom OTPUMAaHHA TaKo! CMOMyKW

Qnucanvid pag cnocobiB oTPUMAaHHA TIOEHOBKX
cnonyk OAWH cnocl®d, Ak cTocyeTeea cnocoby pa-
HOrO BWHaxXogy, ONWGAHWIA, Hanpuknag, B SYNLETT,
nuctonag 1995 crop 1143 GM Coppola, RE
Damon 1 HYu Ue# cnoci6 nepegbadae B3acMmogio
anba-MepKaNTOKETOHY 3 (pocthop-3amilLeHnm  ak-
pUNaToM B NPUCYTHOCTI OCHOBW 3 YTROPEHHAM 3aMI-
LieHoro AU poTIoheHOBOMo KINbUA, 3 AKCro MOME
Byt oTpuMaHe BIANCBIRHE apPOMaTWYHE TiodeHoBE
Kineue Beaxanocs, Wo npycyTHICTE dbocddopBMILLLY-
OYOro pagukana e 2-nonoxeHH byna HeobxigHa anA
3AIMCHEHHA peakun uwknonpuegHanHs  Buasnewo,
Lo Ue He NoTpIBHO, ane KonW 3-NoMnoXeHHA 3aMile-
He, MOMIUBA PEeaKUIA B NPUCYTHOCTI MEBHUX OGHOB
Hoeuid cnoci6 moke 6yTH BMKOpWCTaHWA ANS OTpM-
MaHHS TIoEHOBKMX KiNelb, WO MaKTe PI3HI 3aMICHH-

KW, BKMIOYAIOYH TaKI UINbOBOI CNOMNYKW, AK NOKa3aHo B
OfKCI HIXuEe

Y cfHOMY acnekT NpegMeTom AaHOro BUHAXoAY
€ HOBUA cnoci® yTBOPeHHA 3amileHWX TiodeHOoBUX
Kineyb | NOXIAHWX, TAKWX AK dyHMNUMaW nateHty U S
Ne5,486 621 Hosui cnoci6 nepepbavae s3acMogio
anbtha-MepranTOKETOHY, TaKoro Ak 3-mepkanTo-2-
OYTaHCH, OTPVMAHOIo IN Situ 3 O-TarNOreHKEToHY, Ta-
Koro Kk 32-xnop-2-ByTaHoH, 3 AKpUNaToOM, TaKMM QK
METWN-3-METOKCIAKPWNAT, B NPWGCYTHOGTI OGHOBHOIC
ankoronsaTy, Takore sk NaOMe, npu po3ddHEHHI B
anNPOTOHHOMY  PO3YWMHHWKY, Hanpwknag, Tonyorn
MpogykTom peakyn € 3amileHWi TeTpargpoTtiogeH,
AKMA MoXe ByTH NnepeTBOpeHUA B ApOMATUUHWA TIo-
deH wnaxoM obpobrn kncnotolo B ocHOBHOMY pea-
kU5 Moxe ByTH 3anWcaHa TakuM YMHOM

£, o
\‘( MaSH
L B

/\ O poraun.
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X e

®! SH R A R B
25 i 8

R E R 5

Ae Rq1 R HesanexHo BubBpaHl 3 BOAHIO, anNKINy,
apuny, IX 3aMILEHWX NOXIGHWUX | KINsLUS, YTEOPEHOTO 3
R11 Rz, wo mictuTte 5 - 7 atomie, X npegcTaense sia-
NoBIZHY TPYMY, SKY BIAWENMIOWTL, Taky AK ranoreH
{C1, Br, I) abo meTancynedoHinokcn, K: npegcrae-
NAE UNeH TPYNY BOAHIO, AMKTY, apuny | 1X 3aMILLEeHuX
noxigHwx, Z npegcraenae CN abo CO.Ry, pe Ry BuB-
pPaHWA 3 rPynW, WO CKMAgAETECS 3 anny | apuny | Ix
samiwennx noxaaHux, H, Ma, Li, K1 NH;", 1 A npea-
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CTaBNAS ankokcurpyny, nepesakHo C1-Cs MHIAHY abo
pO3ranyxeHy ankokchrpyny

B IHWomMy acnekTi NpeAMeTOM A2HOTC BUHaxoAay
e cnoci® oTpumaHHa dyHriyugHore 4 5-guMeTtun-K-2-
nponeHn-2-{tpyMeTvneunin}-3-TiocpeHkapborcamMigy |
CNopIAHEHWX CNOMYK, B AKWX NponeHinsHa rpyna 3a-
MiHeHa Co-Cy pozranyxenum abo NIHIKHUM ankine-
HAM NaHYIromM

Y We ocaHOMY acnekT NpejMeToOM AaHOM BUHA-
Xo4y G nonepefHUK TIOheHOBOro NPOMIMXHOIO NPORY-
KTy, AK MOK&3aHO Ha CXEMaTWJYHIA Alarpaml peakul,
HaBefeHo! BULYE

ATOM CIPKM B 3aMiLEeHy TIOOEHCBY CNonyky no-
Tpannae 3 MePKanTOKEeTOHOM, Wo Mae hopmMyny

R:IO
B SH

ne Kq1 K2 Bu3HaveH suwe

MepesaxH crnonykn BydyTs BU3HaYaTWCH 3amMI-
WeHHAMW, QK norplbHm ana Tioheny B 4- 1 5-
NONOMEHHAX Y CBOK Yepry, BOHW MOXyTb ByTW 3a-
MIWEeHHAMY, 6axaHuMu B cbyHrnumal abo IHWIA cno-
ayyl, ANA AkMx TiodbeH & NPOMDKHUM NROAYKTOM
AnbTepuaTvBHo Ky | B2 moxyTte DyTw BmbDpaHl gns
noneriweHHs IX 3aMiHW 3aMICHUKamMY, Sk BaxaHl B
KIHYEBOMY XIMIYHOMY NPOAYKTI

Y nepeeaxHomMy ETINEeHHI, Ry 1 R: ¢ meTunom
MpuknNagW HWKWX MEPKANTOKETCHIE BRIOYMAIOTL, ane
He oBMERYIOTBCH, CNONYKM

© o
ogfen
Ta SH

MepKanTOKeTOHW, TaKl, AK BUKOPWCTAHI B JaHOMY
BUHaXCA!, BIGOMI B NITEPATYpR!, IX 3BUYARHO OTPHMY-
KTEe WhsixoM obpobky BIANOBIAHWX TANOreHKETOHIB
{Eur J Med Chem - Chim Ther 1986 - 21, Ne6,
ctop 461 R Dubief, Y Robbe, J P Fermnandez, G
Subra, A Terol, JP Chapat H, Sentenac-
Foumanou, 1 M Fatome) B posudHHWkax NaSH abo
IHWWMKW Axepenamy cipkd, abo 3 KETOHIB LUNAXOM
oBpobkn aMiakom 1 enemeHTapHoto cipoww (Liebigs
Ann Chem 1957, Bd 610, ctop 25 F Asinger, M,
Thiel, 1 | Kalzendorf) ¥ gedaknx sunagkax, Takmx, Ak 3
3-mepkanTo-2-6yTaHOHOM, BWXIA BWAINEHWX Mepkan-
TaHIB HU3BKWA BHACNIAOK PO3KNAAaHHS NPOAYKTIE B
npoyeci ounweHHa Ans yineid gaHoro euHaxogy By-
no 3HafgeHo, WO MEepKanTOKSTOHW, Tak, Ak 3-
vepkanTo-2-0yTaHoH, MoxyTe DyTw oTpumaHl 3 a-
raroreHkeToHIB, Takux, Ak 3-xnop-2-byTaHoH, B ABO-
chazHIf CUCTEMI POZYVHHUKIB, WO MICTHTE BOAY | He-
NonsapHUA OpraHi4HWA PO3YUHHWEK, TAKWA, AK Tonyon
abo renTaH, B npucyTHocTi NaSH LinsoeBuA mepkan-
TOKETOH NOTIM BUAUIAIOTE 3 BUCOKMM BUXOAOM | YWC-
TOTOW ¥ BUIMAAI PO3UNHY B OPTAHIYHOMY POIUNHHUKY
nicns posAaineHHa ¢as, yHWKaUYn NP UbOMY pPO3-
KNagaHHsa, nos'A3aHoro 3 odvweHHAM Bopa moxe
ByTh BUAANEHA 3 PO3YMHY MEPKAMTOKSTOHY PI3HWMU
cnocobamu, TakMmK, AK aseoTRoNHa neperoHka abo
KOHTAKTYBEHHA PO34YMHY 3 OCywyBadamy, TaknMm, Ak
MOMEKYNApH cuTa, XNopua Kanbuito abo cynbdat
HaTPIO, A0 BIAEMOAIl 3 AaKPUINOBOK GMNOMYKOK

AkpinaTi

Apyroto cnonykoto, SKy 4OARKTE A0 MEPKANTOKS-

57810 6

TOHY AMNA OTPUMAHHA 3aMILEHOrO TIadbeHy, €& aKpH-
noBa cronyka dopmMynu

z
A/l{R;

Ae Rz 1 Z MalTe 3HAUEHHA, BU3HAUYeH! BUlle, A
BMBHPAKOTE 3 MPYNH, WO GKNAgacTeCs 3 arKOKGHIpyn

BeaxaeTbcA, Wo B 2-nonoxeHn HeoBxigHUA do-
cthopoBMILLYIOYMIA paguikan, Wwob 3abesnedynTn yTeO-
pPeHHA TIKPEHOBOrO KINbUA 3HAWgeHOo, ogHak, LWo
peakyia Moxe ByTW NpoOBeAeHa 3 XOPOLIWMMN BUXOAA-
MW TIotheHOBOMO KINBUA, AKWO pagukan A 3HaxoquThb-
G51 B 3-NONOXEHHI | AIK KATaMNI3ATOP BMKOPWCTOBYETECS
edekTuBHa ocHoBa [lpuKnagamn peakyliHO3AaTHMX
paavkanis A C arnKkoKChIpynm

Y nepepaxHoOMy BTINE@HH A € METOKCUrpynodn
Mpuknanwn peakylFHOSAATHUX AKPWNOBUX GNOMYK
BKIIOYAKTE, ane He 0BMeMyTECH

jCN /r COMe COLE
T f
MO " MeD

Ta B0

TeTpangporiodeHoBNA nonepegHNK
MpoaykT peakul MEepPKanTOKETOHY | AKPWIoBOI
CNONYKW, ONUCaHUR BULLE, € 3aMILEHUM TIOhEHOM

Ry A

R
T

ae Ry, Ry, Ra1 Z MaloTe 3HaYeHHs, BKA3aH BUWE
Mpu neeHmx yMoBax, NpoAYyKT, NOBHICTIO abo Ya-
CTKOBO, MOxe OyTW BIANOBIAHMM TeTpanjporiode-
noM, TobTO
OH
Ra z

A
Ry 3 R;

BKMIOUAIOUM BCI WOTO CTEpecisoMepd Koro Bea-
HAKOTh HOBOW Cnonykow BiH mome ByTW nepeTeope-
HYA B TIogeH WMNAXOM peakyll 3 kucnototo, Ak 6yae
nokasaHo B oBroBOpPEHHI HKYE

YmMoBK peakuu

Peakyio a-rancreHketoHy 3 NaSH npoBoaATh B
ABothasHIA BORHO/OPTaHIYHIA CUCTEMI PO3HMHHMKIB
Tak, rotyioTe posdnH 1 - 1,25 ekeiganeHTd NaSH y
Bogl (10 - 30 sar %) | o6'egHyIOTE HOro 3 opraHi“HUM
PO3YMHHWEOM, TaKkKM, AK Tonyon abo rentad (2 - 4
eKBIBANeHTH) B IHePTHIA aTMocdepl NPU CUMBHOMY
nepeMIiWyBaHHl [1py ACAAHHI ¢-TANOreHKETOHY TeM-
nepaTypy CyMIWI NIATPUMYIOTE MK Npubnuano 0°C
npubnuaHo 30°C Koru peakyd sakiHuyeTkes (0,5-
4rof) pasamM AaKTe MOMMWBICTL POSAINUTUCA, | HUX-
HIo, BOAHY a3y BIAKMAAKTE BepxHio, opraHiMHy
dasy NOTIM CYLIaThb LNSXOM A3€0TPOMNHAI NePEercoHKM
{30-50°C, 100-800mMm pT T ) abo WNAXOM KOHTAKTY-
BAHHA 3 OCYWYBAYeM, TAKNM AK MONEKYNAPHI cuTa,
XNOpUA KanbUito abo cynbdaT HATPIK NPOTAroM fo-
cTaTHeCoro Yacy (B1g 15xe ao 3roa)

Peakylio MepranTOKeTOHY | aKpUNOBQI CHOMYKW
NpoEoAATL B MPUCYTHOCTI OCHOBHOMO KaTan3aTopa
Mpuknagamu OCHOBHWX KATEIMN3ATOPIB € arkoronsTy,
TakKl, AK METUNAT HATPIO, TPET-aMINaT HaTpIl, TPeT-
aMInaT Kanio | TReT-ByTunaT Kanio, CWnbHI aMIHOBI
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QCHOBM, Takl, Ak AlasabiuvknoyHgeyeH, ngpwa Ha-
TRIL, | NAPOKCHAN NYKHWX MeETaMB (QCHOBA nepesa-
HHO € anKoronaAToM 3BUYEWHO KINBKICTE OCHOBHOMO
kaTanizaTopa craHosuTe Npubnuado 0,025-0,2 eksi-
BANEHTU MO BIHOWEHHIO A0 KINEKOCTI MEPKANTOKeTo-
Hy BusABneHo, WO BENWK KINBKOCTI QCHOBHOMQ KaTa-
nizatopa AaKTb TIOMEH, %04 Buxogn Huxve Y
NEepPEeBaXHUX YMOBAX MROAYKT MICTUTE 3HEYHY YBCTH-
Hy TeTpanapoTiodeHy

Xou ue | He oBroBoploeTECA AK ICTOTHE, peakys
Byne npoBOAWTUCSH, AKIWLO PEAreHTH RO3YNHEH! B PO3-
YHHHWKY, NESpPEeBEKHO BYIMEBOJHEBOMY PO3YUHHMKY,
TakoMmy, Ak Tonyon, abo HIWOMY anpOTOHHOMY PO3-
UYMHHUWRY, TakoMmy, Ak xnopbBeHscn, rentaH abo Kou-
non

Peakyin moxe ByTW npoBefeHa Npu TeMnepary-
pax B Mexax npubnusHo 0-50°C OBpobry npogyrry
peakyil KWCrnoTow Ang nepeTsopeHHs  Bygb-Akoro
TeTparifpoTiodeHy B TiIotheH NepeBaHO NPOBOAATH
npu npubnuado 0-50°C

BuguerHsa samiweHoro TiodeHy 3 peakuyiHol
cyMill Moxke ByTu 3pobneHe, WoraliMeHws, gsoMa
cnocobamu Mo-nepwe, TeTpargpoTiohed BULINAKTE
WIAXOM BIAINEHHS AOTo BIA PeakuIMHO! CymMiwi | No-
TIM B32€MOAIl WOTC 3 KMUCMOTOK AMS NEPeTBOPEHHS B
TiocpeH 3a gpyrum cnocobom TeTpargpotiodeH pea-
rye 3 KMGRaToR In Silu 3 noganblvM BUAINEHHAM
npoaykTy y surnagl TiodeHy

Mepwwrid cnocib ewgneHHa Oyge Bkno4vaTw, Wo-
HaldMeHWe, HACTynHI cTagn o peakldHol cyMiwi
AodakwTs posbaBneHy clpdaHy KMonoTy, wob HeldTpa-
NI3yBaTH peakuyiHy cyMmiw [oTiM AOR3aKTE PO3YMH-
HUEK, TaKUH, AK eTUNayeTaT, | Boay, | CRraHIvHy dasy
posgnAweTe  OpradivHy dasy, Aka MICTWTE NPogyKT
peakLl, NPOMUBAKTE BOJHUM posconom [1icna Uboro
NPOMWTY OpraHidHy asy CylaTh, HAaNpWKNaj, Wwna-
XOM KOHTaKTYBaHHS 3 CynbdaTOM HATPIO, | PO3YMH-
HHUK YNapoTe, OTPUMYIOWM CYMIW 3aMILLEHOro TeT-
pangpoTtiogedy | samiweHore Tiodeny Lo cymiw
o0poONATE BOAHOK KWCIOTOK, TAKOK, AK KOHLEHT-
poeada HCI, 50%-sa H:S0O4 abo 50%-ea docdopHa
kucnoTa, abo Be3BoJHOK KUCMOTOK, Takow, AK Bes-
BOAHA METaHCYNLhORMCNOTa, FNA NEepPeTBOpPeHHA
TeTparigporiodeHy & Tiodger Micna yiel peakyn cra-
All, ONWCaH BULE, MOXyTb OyTw noBTOPOBaHI A4MA
BUAINEHHA TIohEHOBOTO NPOAYKTY

3a gpyrum cnocobom zaMiWeHWA TeTpar gpoTio-
cheH, nepeTBOPIOKTE In situ B TiocbeH JO NOYaTRY
neplworo sigaineHHa CnovaTtky Ao peakyiiHol CyMILLI
A0J4aKTb BOAHY KWCIOTY, Taky, SK KOHUeHTpoBaHa
HCI abo 50%-ea H:S50,; gna nepeTBOpeHHA TeTpana-
poTiotheHy B TioheH [1oTIM BOAHY | OpraHiuHy dasu
PO3RINAKTE, | PO3HUHHWK YNARKKTE HapelwT, cupiid
npoaykT Moxe ByTM neperHaHWd AnA OTPUMaHHA
OUYMLLEHOro 3aMILLEHOro TioheHy

TioeHOBI NPOMIXHI MTPOLYKTH

MpoAYKTOM AAHOMO BUHAXOAY € 3aMIWEHWA TIo-
theH, AKWA € NPOMIKHUM NPOAYKTOM AN OTPUMaHHA
CIMeRcTBa, 3acHOBaHOra Ha TiodeeH! thyHIUWAIB, OMNK-
caHux B nateHT U S Ne5,498,630 1, sokpema, 4,5-
AnmeTnn-N-2-nponenin-2-(tprumeTnncnin)-3-
TiotbeHkapbokcamiZy, ONUCAHOTO | 3aABMNEHOM0 B Na-
TeHTi U S Ne5486,621 3mICT KOXHOMO 3 UMX NaTeH-
TIB 5,498,630 1 5,486,621 gaHviA TyT 5K NOCUNAHHSA
Takl dyHnungw sactocoeHl ana BopoTsBu 3 BUNpI-
BaHHAM POCIHH, WO BUKIMKAETBCA I'RYHTOBUMUW TRMB-
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kamn Gasumannomyces graminis LI rpubkn 3apa-
XAKTb KOPIHHA NEBHUX POCNWH, 3ckpema, XNiBHUX
3N2KIB, TAKUX, AK MWEHNLA | AYMIHE

TiocbeHOBI NPOMBKHI  NPOAYKTM MpeAcTaBMeH!
dopmynor

Ps@

R TR

ae R, Ra, Rzt Z mawTe 3HaJYeHHA, BWU3HaYEHI
BALLE

Y nepesaxHomy dyHnunal Ry 1 R: npeacraena-
KTk MeThn, Rz npegctaenge TpuMeTuncunin {(SiMes) 1
Z npeactaenas CONH-CH-CH=CH; Uge, sk npasuno,
Bumvarae, Wob R;, AKWA B NOYATKOBIA aKpUNoBIA cno-
YUl NEpeBaxHO NPeacTaBrae BoAeHb, NOBUHEH ByTH
3aMIHEHWA TPUMETWNCUNINBHUM PAAWKanoM abo IH-
Wwum BaxaHum samicHUkom Lle moxe Bymh gocarHyTte
wnaxom o6pobku BWLesragaHoro TIoheHOBOMo Npo-
MDKHOrO NpoaykTy, de Z npepgcrasnas CO-L1, cunk-
HOK OCHOBOK, 3 nojdanbliore obpobkow TpumeTan-
cuninxnopuron 3BUYalRHO, £ Moxe ByTU paankanom
cKknanHoro edipy KapboHOBOI KNCNOTH TAKUM YUHOM,
raponiz pagukana cknagHoro edipy kapboHoBOI KKUG-
noTW Ao BIRNOBIAHO! LI-coml 3 Moagancllum curiny-
BAHHAM, AK OMUCAHO BULLE, | NOJANbLIWM NEepeTBO-
pPeHHAM B aMig CTAaHAAPTHAMK cnocobamu AgKTb
nepeeaxHui dyHnUuua

Mpurnag 1

BogHud MNaSH (1,1 eksipaneHTn) po3basnanu
BOAOK A0 YTBOPEHHA 23 5%-BOrC po3vMHy 3a Barak
Ueh posunH oC'egHyBanu 3 3 ekBiBaneHTamW TONyo-
Ny B IHEPTHIA aTMocdep Npu CUNBEHOMY NepeMilly-
BaHHI | oxonogxyeanu go 5°C Ho cyMiw goaaeanu
OfijMH eKBIBANeHT 3-xnop-2-6yTaHoHy 3 TaKOK LWEWA-
KICTIO, Wob nATPUMYBETH TeMnepaTypy HWXYe 3a
10°C Ue evmarano 2rog Mona gogadHsg, cyMiw
nepeMilysann npu 5-10°C aoTu, Noku no pgaHum X
CyMILWI He BYNOC BUARNEHE NOBHE B CNOXWBAaHHA XNo-
pbByTaHoHy (B4 15xe go 1rog) MNepeMiwysaHHA Npw-
NWHENKW, | hasaM gaBany MOXNUBICTE PO3AINUTHCA
Micna cToAHHA NROTArOM 15X8 BOLHY hasy 3NWBaNv |
obpobnanwn ewbiNBadYem 4NA OKMCNEHHA | 4e30fo-
PYBaHHA CNONYK clpkd BepxHio, opraHiury ¢asy, Wo
MICTUTE BIna 25% 3a earckw 3-mepranTto-2-6yTaHoHY,
CYWMWNW HAL aKTMBOBAHUM MOMESKYNAPHHM CUTOM 44
(6ina 35r/kr po3vuHy) nporArom 1rog Posuun 3-
MEPKANTO-2-DYTAHOHY NOTIVM AEKAHTURYBANW 3 Mone-
KYMAPHOro GUTa B peakLAHY NOCYAUHY ANS HACTYMNHOI
cTagi

Mpurnag 2

TonyonbHWA pos3vnH  3-mepkanro-2-6yTaHoHy 3
nonepeaHeol cragl (613r npubnuane 25%-eoro pos-
YMHY) BMILLYBANWA B YMCTMHA CYXMA peakTop pasom 3
191 MeTun-3-meTokclakpunaTty Cymil Harpisand fo
25°C, cwnsHO NepeMiwyBany | Bigpasy obpobnanu
TEEPAUM MeTunaTtom HaTpie (8,5r, 6ina O,1eksiB)
MeTun-3-meTokclakpunar  (151r), wo sanvwuecs,
JOAaBanu 3 TAKOK WBWAKICTIO, Wob nigTpuMyBanacy
TeMnepaTypa npu abo Huxue 3a 35°C (Zrof)) OTpu-
MaHY CYMIW 3anNUWany oXOonoaXyBaTHcsa A0 KIMHAT-
HOI TemMnepaTypu | nepemiwyeany 21rog Do cymiwi
JofjaBany KOHUeHTpoBaHy conAHy kucnoTy (88r) 3a
30xB, Tak, wob TemnepaTypa HE nNepesvlLysana
35°C OTpuMaHy CymMIll peTenkLHO nepeMiluyBanu
2rof, noTiM oBpobnann 73r Boau | Nepemillysany e
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10xe ®asu sanuwunu posginATiea icna ctoaHHA
npotarom 10xB BogHY thasy 3nueanu 3 peakropa, a
BEPXHIO, YTPUMYIOUY NPoAYET dasy, npomuean 100r
5%-soro posunHy BikapBonaty HaTpio [licna nepe-
MIWYBAHHA NpoTAarom 15xe caszam fanu po3ginuTu-
cA HuxHo soaHy dasy sNMBany 3 peakTopa, a Bepx-
HIO, YTPUMYIOUY NpoaykT <paay, nepeHocwns B
neperitHy kondy Tonyon BiAraHANK Ha S5-TapIKoBIM
AWCTUNAWAHIA konoHl npW 100mMM pT oT lNicna eig-
Bopy Hesenukol ppakyll, WO MICTUTE TONYON Ta IHLWI
HHU3EKO KMNNAY ACMIWKA, NpogykT, 3-kapbomeToKcu-
4. 5-guveTvnTmioceH, 6yB neperHaHui Yepes KonoHy
npw 30mm pT cr Byno eigibpado Bceoro 202 4r npo-
AyKTY 3 udcTeTor 98, 8% 3a AaHUMUK Barosoro %-soro
aHanizy Ue eignoeigae suxogy 77% 3 pospaxyHky Ha
3-xnop-2-BytaHoH 1 82% 3 pospaxyHKy Ha MeTwn-3-
METOoKCIaKpunaT

Mpwvknag 3

Mo oAHOMY EeKBIBANEHTY KOMHOTO 3 3-MepranTo-
2-ByTaHOHY | MeTUN-3-METOKCIZKPUNaTY PO3YUHANN B
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Tanyor | gogasank 0,1 ekeianeHtn NaOMe sk ka-
Tansarop Peakyio NpoBOANIN NPWU KIMHATHIA TeM-
nepatypl B atmocdepl asoty 3 - 4 roauHu [loTim
CyMILL BUNWMBANW B po3baBneHy cIpuaHy KWUCMOTY |
eKkcTparysanu etunayetatom OpraHiuHy dasy npo-
MMBEW PO3CONOM | MOTIM CYLWHWMAW Hag cynbdgarom
HaTpIO, GINLTRYEANK | ynapioBanu [lpoaykr Oye
TeTpangpoTioPeHOBAM  NONSRedHNOM,  ONUCaHNM
BULLe, ToBTO 2-meTokcu-3-KapbomeToKCu-4-rfpokcn-
4'-MeTn-5-MeTun-TeTpangpoTioheHoM
TeTpangporiodeHoeniA nonepeaHuk obpobnanu
KoHueHTpoBaHo HCl npw kIMHaTHIA TemnepaTypl
NPY WBWAKOMY NepemiysaHH) Yepes S xBunvH cy-
MILI BUMWBANMW ¥ BOAY | EKCTparysany eTUnaLeTaTtom
OpraHiMHy dazy npoMwean HacudeHum NaHCOs,
cywunu Hag NaSQ., dinsTpyeanu | ynapoeany npu
KIMHETHIA TEMNEPaTypl HE ROTOPHOMY BWMNAPHUKY,
BUAINAKHA apoOMaTUMHWA TIO(EHOBUI NpoaykT, 3-
rapbomeTokcu-4,5-AuMeTUnTiogeH

Komn'woTepHa BepeTka M KNOKIH

MignucaHo go apyky 05 08 2003
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