1. Many3b BUHaxoay

MpegcTaBneHuin BuMHaxig cTocyeTbcs crnocobiB opgepkaHHa 3-O-3axuweHnx MOpdiHOHIB i 3-O-3axuLieHnx
mMopdiHoHAieHonkapbokeunarie. lNpegcTaBneHuii BUHaxig TakoX CTOCYeETbCA CNocobiB opepkaHHs anbgerigis i
KETOHIB 3 BiAMNOBIAHNX NEPBUHHMX | BTOPUHHUX CNNPTIB, BiAMOBIOHO.

2. MNepeayMoBun CTBOPEHHS BUHAxoQy

MopdiH i cTpykTypHi aHanorn mopdiHy ("MopdiHOBI ankanoign") Taki sik KoAeiH, rapOKOAOH, riAPOMOPHIOH,
HamnOKCOH, HaNTPEKCOH, OKCUKOAOH i OKCMMOPKOH BUKOPUCTOBYIOTLCH SIK aHanNbreTUYHi peLenTypHi nikapcbki 3acobu.
IHWi aHanor mopdiHy, Hanpwknag, TebaiH, KOPWCHI siK BUXiOHI MaTepianu Ons oAepXKaHHs aHanoreTU4HUX
mopdiHoBux ankanoigis. OgHak, TebaiH € ApyropsaHUM KOMMOHEHTOM MOPQIHOBUX ankanoigis, Wo BMAiNsnTb 3
HaCiHHS Maky, a CMHTETUYHI cnocoby ogepxaHHsa TebaiHy € BigHOCHO goporumu (amBiTbea naTeHT US 6,262,266 B1,
Chiu et al).

KopeiHoHaieHonaueTar, sk € 3-O-MeTurnbHUM NoxigHMM MopdpiHoHAieHonaueTaTty, € MopdiHOBUM arnkanoigom
KOPUCHMM MpW OAepXaHHi aHanbreTU4HUX | aHTaroHiCTUYHWX MOPIHOBUX ankanoidiB, TakuMxX $K HarOKCOH,
HaNTPEKCOH i OKCMKOAOH (OuBiTbCH, Hanpuknagd, nateHt US 6,013,796, Huang et al). KogeiHoHaieHonaueTaT MoxHa
ofepXaTu LUMSAXOM OKWUCINEHHS KOAEIHY Yy KOAETHOHY 3 HAacTynHWUM auurioBaHHSAM (AUBITbCH, Hanpuknag, nateHT US
6,013,796, Huang et al).

Bigomi iHWi 3-O-3axuweHi-mopdiHoHAieHoNkapbokemnaT i iX 3aranom O4EepXYloTb LUMSAXOM  OKWUCIEHHS
BignosigHoro  3-O-3axulleHoro-mopdpiHy 3  HacTyMHMM  auWHOBaHHAM. Pag umx  3-O-3axuuieHunx-
MopdiHOHAiEHONMKapboKcMnaTiB BUKOPUCTOBYETLCSA AN OAEPXaHHS iHLIMX KOPUCHMX MOPIHOBMX ankanoifis.

HactynHi naparpadwm crocyloTbca cnocobiB opepaHHs 3-O-3axulieHnx MOPIHOHIB LUNSAXOM OKMCIEHHS
BignoBigHMx 3-O-3axuLLieHnx MopdiHiB.

Kogein € 3-O-meTtunmopdiHom i kKogeiHoH € 3-O-meTnnMopdiHOHOM.

Matent US 2,654,75, Homeyer et al., onucye peakuito kogeiHy 3 Tpu(TpeT-OyTOKCUAOM)AmIOMIHIIO i
METOKCULMKIOrEKCAaHOHOM B TOJNyOSi 3 YTBOPEHHSIM KOAEIHOHY, Ae BMXi4 KOAEIHOHY cknafaaB MeHLue Hix 50%.

Ninan et al, Tetrahedron 48:6709-6716 (1992) onucye peakuito 3-O-gumeTnn-T-6yTnncuninmopdidy 3 giokcmaom
MapraHuto B xniopodopmi npu 25°C 3 yTBopeHHAM 3-0-aumMeTun-T-6yTmncuninMopdiHoHy.

Ninan et al. Takox onucye peakuito 3-O-gumeTUn-T-6yTUNCUNINMopdiHy 3 NepyTeHaTom TeTpanponinamMmoHito i N-
MeTUIMOPMOSiH-H-OKCUAOM B AUXITOPMETaHi NPy HEYiTKO BCTAHOBIEHWUI TemnepaTypi 3 yTBopeHHAM 3-O-gumeTtun-
T-6yTuncuninmopdiHoHy 3 Buxogom 86%.

Matent US 6,013,796, Huang et al., onucye peakuito 3-O-aueTunmMopdiHy 3 KOMMIEKCOM YTBOPEHUM
anmetuncynbdokengom ("OMCO") i okcaninxnopvuaoM B npucyTHocTi ocHoBu ("cnocib okucneHHs CeepHa") npu -
78°C 3 opgepxaHHaM BignosigHoro 3-auetunmopdiHoHy 3 BuxogoM 73%. MateHt US 6,013,796 Takox onucye
peakuito 3-0-6eH3unmopdiHy 3a nogdibHux ymoB 3 ogepxaHHsM 3-O-6eH3nnmopdiHoHy 3 BuxogoMm 65%. OpHak,
onucaHuin cnocib noTtpebye, npuHawmHi, 2,5 monsapHux eksiBaneHTiB OMCO Ha Monb MopdiHy i ogepaHHS
CcMepAtYoro AumeTuncynbdigy, Kk nobiyHOro NpoaykKTy.

HeameBnaumce Ha Ui onmcaHi cnocobu, icHye notpeba B Kpawwmx crnocobax ogepxaHHs 3-O-3axuiieHnx
MOPIHOHIB.

HocnigpkeHHa Oynu cnpsiMoBaHi Ha cnocib okucneHHs CBepHa onucaHUA BULLE, OCKINIbKM B HbOMY He
BMKOPWUCTOBYETLCS arpecuBHI HEOpraHiYHi OKUCHWKM, Taki sk MnOo, i BiH 0COBGNMBO KOPUCHWUI AN OKUCHEHHSI
NepBUHHWX | BTOPUHHWX CNWPTIB Yy anbgerign i ketoHw, signosigHo. Hanpwuknag, De Luca et al., J. Org. Chem.
66:7907-7909 (2001) onucye peakuildo NepBUHHUX abo BTOPWMHHMX CMMPTIB 3 KOommMnekcoMm yteopeHum OMCO i
TpuxnopumaHyposoto kucnotow ("TXLK") B TetparigpodypaHi ("TI®") npu -30°C B NpuCyTHOCTI TpUETUNamiHy 3
OLEpXXaHHAM BIiAMNOBIAHUX anbAerifiB i keToHiB, BignosigHo. OpHak, B XOo4i peakuii yTBOPHETbCA CMeEpAoYUii
anveTtuncynbdig, sk nobivHui npoaykT. BignosigHo, 6yno 3pobneHo Garato cnpob no mMoaudikyBaHHIO cnocody
okmcrneHHs CeepHa abo po3pobku GinbLL NPUAHATHUX anbTepHaTMB.

HacTynHi naparpadm ctocytoTbcs BinoMmx moandikaLii i anbTepHaTuB crnocobiB okncneHHs CeepHa.

Nishide et al, Tetrahedron. Lett. 43:5177-5179 (2002) onncye Hu3bkoapomaTHuUiA cnocid okucneHHs CeepHa 3
BMKOPUCTaHHAM Jogeunnmetmncynbgokeunay, Sk cynbdOKCUAHOIO peareHTy.

Harris et al, J. Org. Chem. 63:2407-2409 (1998) onucye Hu3bkoapomaTHWIA crnocid okucrneHHss CeepHa 3
BMKOPWUCTaHHAM MoniMep3B'si3aHoi  B6-(MeTuncynb@iHin)rekcaHoBOi  KUCIOTU K CynbGOKCUAHOTO peareHTy, i
CynbOKCUOHUN peareHT MOXHa pereHepyBaTh BUKOPUCTOBYOUN peakLito cynbdigHoro nobivHoro npoaykty 3 NalOs.

AnbTepHaTuBa peakuii CBepHa onucyetbes Corey et al., J. Am. Chem. Soc. 94:7586-7587 (1972), e nepBUHHWN
abo BTOPVHHWUIA CNUPT B3aemogdie 3 KOMMIIEKCOM yTBOpeHUM aumertuncynbedigom i N-xnopcykuuHamig ("NCS") abo
Clz npu -25°C B nmpucyTHocTi ocHoBM ("okucneHHst Kopi-Kima") 3 yTBOpeHHAM BignosigHOro anbAerigy i KETOHY,
BignosigHo. OgHak, Kopi onucye, Wo peakuis 2-LUMKIoreKCeHony 3 yTBOPEHHSM XIOPLMKIorekceHy GinbLl nepeBaxHa
HiXX 2-LpkrorekceHoHy. Kpim Toro, onucaHui cnocib nepegbadae BUKOPUCTaHHA AMMETUCYNbdidy Sk peareHTy.

Ohsugi et al., Tetrahedron 59:8393-8398 (1992) onucye HM3bko apomaTHe okucneHHs Kopi-Kima, oe nepBuHHUIA
abo BTopuHHMI cnmpT pearye 3 CH3S(C12H2s) i NCS B npucyTHoCTi Tpuetunaminy npu -40°C, ane onucaHuii cnoci6
BMKOPWUCTOBYE, NPUHANMHI, 3-kpaTHUIM Hagnuwok cynbaigy i NCS Ha Morb cnupTy.

Heamensaunck Ha Ui onvcaHi cnocobu, 3anvwaetscs notpeba B yA0CKOHaNEeHnx cnocobax OKUCHEHHSI MEPBUHHMX
abo BTOPUHHMX CNWPTIB Y BiANOBiAHI anbaerign abo KeToHW.

LinTyBaHHa Byab-akux nocunaHb B Po3gini 2 uiei 3asBkM He cnig TpakTyBaTW K MOCWMaHHS Ha monepegHin
piBEHb TEXHIKM BUHaxoay.

3. KopoTkuit onuc cyTi BUHaxoay

MpeacraBneHnii BUHaxig CTOCYeTbCA CNOCO6IB ofepKaHHA anbaerifiB abo KETOHIB 3 BiANOBiAHOrO NEpBUHHOMO
abo BTOPMHHOIo CnupTy, BiAMOBIAHO.

B ogHomy 3 BTineHb, BMHaxig CTOCYETbCA CNOCObIB ofepXKaHHS KETOHY, B SIKMX BTOPUHHWIA CMMPT B3aEMOAIE 3
cnonykoto dopmynu R1SRy, TpuxnopisounaHypoBOlO KUCIIOTOK i OCHOBOK 3a YMOB AOCTaTHIX ANS OdepXaHHS
KeToHy, Ae R1 i Rz € koxeH, He3anexHo, -(C4-Cao)ankin, -(Cz-Cg)umknoankin abo -deHin.

B iHWwoMy BTineHHi, NpegcTaBneHnii BUHaxig CTOCYETbCSI CMOCOOIB odepaHHsA anberigy, B SKMX NepBUHHWUA



cnupT B3aemogie 3 crionykoto chopmynm R1SRy, TprxnopisounaHypoBoo KMCNOTOLO i OCHOBOIO 38 YMOB JOCTaTHIX ANst
opepxaHHsa anbgerigy, ae R1 i Rz € koxeH, HezanexHo, -(C1-Cao)ankin, -(Cs-Cg)umknoankin abo -ceHin.
MpencTaBneHuin BUHaxig Takox CTOCYeTbCS cnocobiB ogepxkaHHs 3-O-3axuLleHnx MopdiHOHIB.
B ogHomy 3 BTineHb, BUHaXxifg CTOCyeTbCsi cnocobiB ogepxaHHsa cnonyku cdopmynm (I1):
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B3aemogie 3 crnonykoto chopmynm R1SR; i xnop-BMicHUM peareHTOM 3a yMOB AOCTaTHIX AN OAepXXaHHsi CNoMyKu
dopmynu (Il), e

R+ i Rz € koxeH, HezanexHo, -(C1-Cyg)ankin, -(Cs-Cg)umknoankin abo -eHin; i

R3 € 3axucHa rpyna.

MpeacrtaBneHnit  BUHaxi4  Takox  CTocyeTbCcsl  crnocobiB  ogepkaHHa — 3-O-3axuvlleHnx  noxigHux
pieHonkapbokcunaTty MopdiHOHY.

B ogHomy 3 BTineHb, NpeAcTaBneHnn BUHaxig CTocyeTbecsl cnocobiB ogepxxaHHst cnonyku dopmynu (111):
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(a) cnonyka cpopmynu (1):

N——CH3
RS-\

(M
B3aemogie 3 cnonykoto opmynm R1SR; i xnop-BMiCHUM peareHTOM 3a YMOB AOCTaTHIX ANs OA4epXXaHHS CyMiLui,
Lo MicTUTb crnionyky doopmynm (11):
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(6) cnonyka cpopmynu (1) B3aemogje 3 nepLUO0 OCHOBOIO i aumntoymm areHToM dopmynm RsC(O)OC(O)R4 abo
R4C(O)X 3a ymoB gocTaTHix Ans ogepxaHHsi cnonyku dopmynu (l11), ge:

R1 i Rz € koxeH, HezanexHo, -(C1-Cog)ankin, -(Cs-Cg)umknoankin abo -ceHin;

R3 € 3axvcHa rpyna; i

R4 € -(C4-Cro)ankin; i

X e -Cl, -Br a6o -I.

MpegcTaBneHWn BMHaxXiA4 TakoX CTOCYETbCA HOBMX KOMMO3WULIM KOPUCHUX ANSA OKUCIEHHS MepBUMHHOrO abo
BTOPMHHOIO CNUPTY Y anbaerig abo KeToH, BignoBigHo.

B ogHomy 3 BTineHb, NpeAcTaBneHnii BUHaxXig CTOCYETbCA KOMMO3WUIN, WO MICTATb crnonyky dopmMynu Ri1SRo,
TpMXNopi3oumaHypoByY KMCMOTY i OcHOBY, Ae R1 i R2 € koxeH, HezanexHo, -(C1-Cyo)arnkin abo -(Cs-Cg)umknoankin abo
-cpeHin.

MpencTaBneHnn BUHaXxig TakoX CTOCYETbCSA HOBUX NOXigHMX 3-O-3axuLeHnx gieHornkapbokcunatis MOpdiHOHY.

B ogHomy 3 BTineHb, NpeAcTaBneHun BUHaxig ctocyetscs cnonyk copmynm (l1l), ge:

R3 € -Si((C+-C1o)ankin)s, -Si(apnn)((C1-C1o)ankin)2 abo -Si(apun)2((C1-Cro)ankin); i

R4 € -(C1-C1o)ankin.

MpeacraBneHnii BUHaxig MOXHA 3pO3yMiTM Oinbll MOBHO 3 MOCWUMA@HHAM Ha HACTYMHWUA AeTanbHUA Onuc i
inocTpaTMBHI NpyKNagu, SKi € iNCTpaTMBHNMMK HEe 0BMEXXYoUMMU BTINEHHSIMU BUHAxXo4y .

4. [leTanbHui onuc BUHaxoay

4,1. BusaHayeHHs

AK TYyT BUKOPUCTOBYETLCS, reHepuyHa dpasa "3-O-3axuLeHmnin MopdiH" CTOCYETbCS CMOMNYKU, WO Mae CTPYKTYpY

dopmynu (1):

B sKin R3 € 3axucHa rpyna.
Cnonyka cpopmynu (Ia) mae cTpykTypy

(ia),

B sKin R3 € 3axucHa rpyna.
Ak TyT BUKOpPUCTOBYETbCH, reHepuyHa dpasa "3-O-3axviueHuin MOpPdIHOH" CTOCYETbCA CMOMyKM, Lo Mae

cTpykTypy copmynm (I1):



B sKin R3 € 3axucHa rpyna.
Cnonyka dopmynu (Ha) mae cTpykTypy:
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(lla),
B sKin R3 € 3axucHa rpyna.
Ak TYyT BUKOPUCTOBYETbCH, reHepuyHa dpasa "3-O-3axuweHnin mopdiHoHAieHonkapbokcunat" CcTocyeTbCs
crnonyku, Wo mae cTpyktypy dopmynm (l11):
Rl 17
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B kit R3 € 3axvcHa rpyna, i Rs € -(C4-C1o)ankin.
Cnonyka dopmynu (llla) mae cTpykTypy:

(m,

B kit R3 € 3axucHa rpyna, i Rs € -(C4-Cio)ankin.

Ak TyT BUKOPUCTOBYETLCSA, TEPMiH "rano” ctocyeTbes -F, -Cl, -Br abo -I.

Ak TyT BUKopucToByeTbCs, TepMiH "-(C4-Cio)ankin” o3Havyae HacuyeHWn HeposranyxeHun abo poaranyxeHuw
BYrneBoAeHb, Wwo mae Big 1 go 10 atomis Byrnewo XapaktepHMMmM Hacu4yeHumn Hepo3aranyxeHumm (Cq-Cig)ankinamm
€ -MeTun, -eTun, -H-Nponin, -H-ByTun, -H-NEHTUN, -H-TeKCWI, -H-TenTUI, -H-OKTUI, -H-HOHIM i -H-Aeuunn. XapakTepHumu
Hacu4eHumn posranyxeHnmm -(Cq-Cqo)ankinamu € -izonponin, -BTop-6ytun, -izobytun, -tpet-6yTun i im nogibHi.

Ak TyT BUKopucToByeTbCs, TepMiH "-(C4-Cyo)ankin” o3Havyae HacuyeHWn Hepo3aranyxeHuin abo poaranyxeHui
ByrneBodeHb, WO Mae Big 1 go 20 aTtomiB Byrneuto. XapakTepHUMW HacudeHUMu HeposranyxeHumun (Cq-
Coo)ankinamv € -Metun, -eTun, -H-Nponin, -H-0yTun, -H-NEeHTWM, -H-FeKCUI, -H-renTui, -H-OKTUI, -H-HOHIN, -H-geuun, -
H-yHOeuun, -H-4odeuuwn, -H-Tpuaeuun, -H-TeTpageuwn, -H-neHTageuwn, -H-rekcageuun, -H-rentageumn, -H-



oKTafeuwn, -H-HoHageuun, i -H-enko3un. HeobmMexyounmm npuknagamy HacuueHux posranyxeHnx -(C4-Coo)ankinis €
-izonponin, -BTop-0yTun, -i3o-6yTun, -TpeT-0yTun i im noaibHi.

Ak TYT BUKOPUCTOBYETLCA, (bpasa "3axvcHa rpyna" o3Havae rpyny iHwy Hix -H, sika € KopucHo Ansa 3axvcTy 3-
O-nonoxeHHs mopdpiHy, MopdiHOHY i MopdpiHoHAiEHONKapbokcunaTy Big HebaxaHnx peakui. 3axmucHa rpyna moxe,
npwu 6axaHHi, 6yTn 3amiHeHa -H abo iHLWwow rpynoto nicnsa ogepxaHHsa cnonyku dopmynu (111).

Ak TyT BMKOpWUCTOBYETbCS, (pasa "6e3BogHUN", KONW BUKOPUCTOBYETLCA 3 MOCUMAHHSAM Ha OpraHiyHui
PO3YMHHUK, SKLLO TYT HE BKa3aHO iHLIEe, O3Ha4Yae opraHiyHM PO3UYMHHMK, LLO Mae BMICT BOAW MEHLUE HiX npubnusHo
0,01Bar.% BiA 3aranbHOI KiNbKOCTi BOAM | OPraHiYHOro po34mHHMKa.

Ak TYyT BMKOPUCTOBYETLCS, (hpasa "Xnop-BMICHWUIA peareHT", KoM BUKOPUCTOBYETLCS 3 MOCUIaHHAM Ha cnocib
ogepxaHHa MopdiHoHy abo cTagii ogepaHHs MOPMIHOHY, CTOCYeTbCs Crofykn abo KOMMMEeKcy, LWo Mae
peakTUBHUI XIOp, L0 € KOPUCHUM O1151 MPOMOYYBaHHSA YTBOPEHHs crnonyku dopmynu (I1) 3 cnonykm dopmynu (1)

K TYT BUKOPUCTOBYETLCA, TEPMIH "BUAINEHHA", KOMM BUKOPUCTOBYETLCA 3 MOCUNAHHAM Ha CyMmill, WO MICTUTL
cnonyky cdopmynu (Il) abo (Ill), o3Hayae BigokpemneHHs cnonyku dopmynu (1) abo (lll) Big opraHiyHOro po3ymMHHUKA,
KONW MPUCYTHIN, i BOMNW, KON NPUCYTHS.

4,2. Cnocobu okucneHHs MepBrHHMX abo BTopuHHMx CnnpTis

Ak BU3HaYeHO BuULLe, MPEeACTaBleHU BUHAXi4 CTOCYETbCA CNOCOBIB OKUCIEHHS MEPBMHHOIO abo BTOPUHHOIO
CrnvpTy 3 YTBOPEHHAM anbgerigy abo keToH, BignosigHo ("cnocid ogepxaHHsa kapGoHiny"). MopiBHOKYM 3 BigoMUMUN
crnocobamu, npencTaeneHi cnocobu OKUCMEHHSI MEepPBUHHMX abo BTOPMHHMX CNUPTIB MOXYTb OyTW 34ilicHeHi 3a
M'SIKLUMX YMOB i/ab0 3 6inbLu epekTUBHNM BUKOPUCTaHHAM peareHTiB, HiXX Y BUNaaKy 3BMYariHnX crnocobis.

B ogHomy 3 BTineHb, CnociO ofepXxaHHs KapOOHiny BKMOYAE BUKOPUCTAHHS HM3bKOAPOMAaTHOro Crnocoby
OKMCIEHHS.

B ogHomy 3 BTiNeHb, NpeAcTaBrieHn BUHaXig CTOCYETbCHA Crnocoby ogepXaHHS KeTOHY, B SKOMY BTOPUHHWUMA
cnupT B3aemogie 3 crionykoto chopmynm R1SRy, TpmxnopisounaHypoBoo KMCNOTOO i OCHOBOIO 38 YMOB JOCTaTHIX ANst
ogepxaHHs keToHy, Ae Ry i Ra € koxeH, HesanexHo, -( C4-Coo)ankin, -(Cs-Cs)umknoankin abo -deHin.

HeobmexyounMn npuknagamMmv KOPUCHWX BTOPUHHUX CNUPTIB € HEepo3ranmy>XeHWW i po3rany>KeHuh ankinbHi,
ankeHinbHi i ankiHinbHi NepBMHHI CNMPTK BKMOYaKUM 2-nponaHon, 2-6yTtaHon, 2-neHTaHorn, 3-metunbyTtaH-2-on, 2-
rekcaHon, 3-meTun-2-neHTaHon, 4-meTtun-2-neHTaHon, 3-rekcaHon, 2-mMeTun-3-neHtaHosn, 2-rentaHon, 3-meTun-2-
rekcaHon, 4-MeTun-2-rekcaHon, 5-meTun-2-rekcaHorn, 3-etun-2-neHradon, 3,3-gumeTun-2-neHtanon, 3,4-ogumeTun-2-
neHtaHon, 4,4-oumeTunn-2-neHTadon, 3-rentaHon, 2-meTtun-3-rentaHon, 4-metun-3-rentaHon, 5-meTtun-3-rentaHon,
2,2-pumeTun-3-neHTanon, 2,4-gumeTtun-3-neHtaHon, 2-etun-3-neHTtaHon, 4-etun-3-neHTtaHon, 4-rentaHon, i im
noAibHi; LMKNIYHI BTOPUHHI CNnpTW, Taki SIK umknorekcaHor; cnonyku dopmynu (1) abo (la), ae Rz € 3axucHa rpyna;
ankinapunBTOPWHHI CnMpTW, Taki sk 1-ceHin-1-eTaHon, 1-¢eHin-1-nponaxHon, 1-deHin-1-nponaHon i iM NoOAioHi;
JiankinBTOPUHHI CNUPTKU, Taki SK AudeHinmeTaHon; oniroMepHi i noniMepHi cnupTK, Taki SIK oniroMepu i nonimepu
nonisiHiNOBOro cnupTy; i iM NOAIGHI.

B ogHomy 3 BTineHb, cnocib ogepxaHHsA KapboHiny BkmoYae BUkopucTaHHs cnonyku copmynm (1), ae Rs €
3axucHa rpyna.

B ogHomy 3 BTineHb, cnocib ogepxaHHs kapboHiny BKMoYae BUKOPUCTaHHS BTOPUHHOTO cnupTy dopmynu (1a).

Heobmexxyrounmm npuknagamm 3axmMcHUX rpyn KOPUCHKX B crocobi ogepaHHst kapboHriny cnonykn dopmynm (1)
€ -(C1-Cqo)ankin; -6eHs3un; aunnu, Taki sk -C(O)(C4-Cro)ankin i -C(O)CsHs; kapboHaTu, Taki sik -C(O)O((C1-Co)ankin);
cuninu, Taki gk -Si((C4-Cqo)ankin)s, -Si(apun)((C1-Cro)ankin)z i -Si(apun)2((C1-C1o)ankin); docdiHokcnan, Taki K -
P(O)(CHa)2; docdiHcynbdiaw, Taki sk -P(S)(CHs),; i apuncynbdoHati, Taki sk -S(O)OCsH4-n-CHs.

B ogHomy 3 BTineHb, cnocib ogepaHHsA kapOoHiny BkMoYae BUKOPUCTaHHA cnonyku cdopmynu (1), B sikii R € -
(C4-Cho)arkin, -6eHann, -C(O)(C4-Cig)ankin, -C(O)O((C+-Cro)ankin),-Si((C1-Cro)ankin)sz, -Si(apun)((C1-Cio)ankin)z, -
Si(apun)2((C4-Cro)ankin), -P(O)((C4-Cro)ankin)z, -P(S)((C1-Cro)ankin)2 abo -S(O)OCsH4-n-CHs.

B ogHomy 3 BTineHb, cnocib ogepaHHsA kapOoHiny BkMoYae BUKOPUCTaHHA cnonyku cdopmynu (1), B sikii Rs €
CHs.

B iHWoMy BTineHHi, cnocib ogepxaHHsa kapboHiny BKMOYaE BUKOPUCTaHHS crnonyku dopmynu (1), B ki Rs €
Si((C4-Cio)ankin)s, -Si(apun)((C+-C1o)ankin)z abo -Si(apun)z((C4-Cio)ankin).

B iHWoMy BTineHHi, cnocibé ogepxaHHsA kapboHiny BKMOYaE BUKOPUCTaHHS crnonyku dopmynu (1), B ki Rs €
Si((C4-Cio)ankin)a.

B iHWoMy BTineHHi, cnocibé ogepxaHHsA kapboHiny BKMOYaE BUKOPUCTaHHS crnonyku dopmynu (1), B skin Rs €
Si(CH3)2(C(CHj3)3).

B iHWoOMY BTineHHi, NnpeacTaBrneHni BUHaxig CTOCyeTbCsl cnocoby ofepxaHHs anbgerigy, B SIKoOMy NepBUHHWUIA
cnupT B3aemogie 3 crnionykoto chopmynm R1SRy, TpmxnopisounaHypoBoo KMCNOTOO i OCHOBOIO 38 YMOB JOCTaTHIX ANst
opepxaHHsa anbgerigy, ae R1 i Rz € koxeH, HezanexHo, -(C1-Cao)ankin, -(Cs-Cg)umknoankin abo -ceHin.

HeobOmexyrounMy npuknagamy MepBUHHUX CMAMPTIB KOPUCHMX B CNocobi ogepXaHHs kapOoHiny €, ane He
0OMEeXYETbCS, HepO3rany>KeHi i po3rany>KeHi ankinbHi, ankeHinbHi i ankiHinbHI NEePBUMHHI CIUPTK, Taki 9K MeTaHon,
eTaHor, H-nponaHon, H-byTaHon, 2-MeTUnnponaHor, H-NeHTaHon, 2-MeTunbyTaHon, 3-MeTunbyTaHon, H-rekcaHor,
2-MeTUNNeHTaHon, 3-MeTUNNeHTaHon, 4-meTunneHTaHon, 2,2-guMmetundyTtadon, 2,3-gumetunbyrtadon, 3,3-
anveTnnoyTaHon, 2-eTunbyTaHonM, H-renTaHos, H-OKTaHOJ, H-HOHAHON, H-AeKaHOon i iM NoaibHi.

B ogHomy 3 BTineHb, crnocib ogepxaHHs KapboHiny BKIYae BUKOPUCTaHHSA crnonykn dpopmynu R1SRy, B dkin R4
€ -metun i Rz € -(C1-Cyo)ankin, -(Cs-Cg)umknoankin abo -ceHin.

B iHWoOMy BTineHHi, cnocib ogepxxaHHs kapboHiny Bkrtovae BUKOpUCTaHHS cnonyku dopmynu Ri1SRy, B skin Ry €
-CH3 i Rz € -(C4-Cyo)ankin.

B iHWoMy BTineHHi, cnocib ogepxaHHs kapboHiny Bkrovae BUKOpUCcTaHHS cnonyku dopmynu Ri1SRy, B skin Ry €
-CHz i Rz € -(C12)ankin.

OcHoBolo € opraHiyHa ocHoBa abo HeopraHidHa ocHoBa. HeobmexylouMmu npuknagamu OpraHidyHMX OCHOB
KOPUCHUX B cnocobi ogepXaHHA kapOoHiny €, ane He OOMeXyeTbCs, OpraHiyHi amiHW, Taki sK, Hanpuknag,
TpuankinamiHm, Taki fK TpUMETUNaMiH, TPUETUIaMmiH, TpW-H-MponinamMiH, TpU-H-OyTUNamiH, AieTUNMETUNaMiH,
avMMeTuneTunamid, giisonponinetunamiH i iMm  nogibHi; apungiankinamiHu, Taki gk gumeTundeHinamiH i



pietundeHinamiy; nipyguH i nipyauH 3amiweHun ogHuMm abo pekinbkoma -(Ci-Cs)ankinamu, Takmumm sk 2-
MeTUNMipUANH, 3-MeTUNNIPpUAUH, 4-MeTUNNipUaKH, 2,3-AMMeTUNNIPUAKH, 2,4-0UMeTUNNIPUAKH, 2,5-aUMeTUNNipUanH,
3,4-aumeTunnipnanH, 3,5-aumeTunnipnanH, 2,3,4-TpyMeTUnnipuaunH, 2,3,5-TpumeTmnnipuanH, 2,4,5-
TpuMeTUnnipuawH, 3,4,5-TpumeTnnnipuauH i im nodibHi; nipnavH 3amileHnii giankinamiHorpynamu, Takumm ik napa-
N,N-gumeTtunamiHonipuamH; coni NyxHUXx MeTaniB cnabux KUCMoT, Taki siK, Hanpuknag, kapbokcunaTu niTito, HaTpIto;
Kanito, pybigito i uesito; i Byab-aka ix kombiHaLis.

Heobmexyrounmy npvknagaMmnm HeopraHiYHMX OCHOB KOPUCHUX B crnocobi ogepaHHsA KapOoHiny € rigpokcuam
NY>XHUX METaniB, Takux sk MiTiN, HATpin, Kanin, pyoiain i uesin.

B ogHoMy 3 BTiNeHb, OCHOBOI € opraHiyHa ocHoBa. B iHLWOMy BTifNeHHi, opraHiYHOI0 OCHOBOIO € OpraHivYHUN amiH.
B iHWOMY BTiNEHHi, opraHi4yHMM amiHOM € TpueTunamid, giizonponineTunami, RipuavH, AMMeTunnipuauH abo
AnMeTnamMiHonipuamnH. B iHWOMY BTiNEHHi, opraHiyHMM amiHOM € TpUeTUnamiH.

B iHWOMY BTiNeHHi, 0CHOBOO € HeopraHiyHa OCHOBa.

Cnonykn dopmynm (1) i (la) € komepuiiHO JOCTyNMHUMKM abo MOXHa ogepXaTu 3a crnocobamu onucaHnmu B
Poapgini 4.3.

TpuxnopisouuaHypoBy kucnoty ogepxysanu Big Aldrich Chemical Co., Milwaukee, WI.

Cnonykn cdopmyrnu R1SR2 € komepuiiHo goctynHumu Big Lancaster Synthesis, Windham, NH, abo moxHa
ogepxaTtun BHacnigok peaxuii cnonykm dpopmynu R1SH 3 K.CO3 i Rzl B gumetundopmamigi, sik onmcaHo Ohsugi et al.,
Tetrahedron 59:8393-8398 (2003).

B ogHoMy 3 BTiNeHb, KinbKiCTb CMUPTY BUKOPUCTOBYBAHOrO B crnocobi odepaHHA kapboHiny 3HaxoauTbCsd B
iHTepBani Big npubnu3Ho 1,0 go npubnusHo 9,0 MOMAPHUX eKkBiBaneHTIB Ha MONSAPHUIA  eKBiBaneHT
TPUXIOPI30LMaHypOBOI KMCMOTK; B iHLWIOMY BTINEHHI, KiNbKICTb CNMPTY BUKOPUCTOBYBaAHOro B Crnocobi ogepaHHsi
KapboHiny 3HaxoguTbca B iHTepBani Big npubnusHo 2,0 go npnbnusHo 5,0 MOMSPHUX eKBiBaneHTiB Ha MOMSPHUIA
€KBiBaneHT TPUXIOPi30LMaHYypPOBOI KMCMNOTY; i B iHLWIOMY BTINEHHI, KiMbKiCTb CNUPTY BMKOPWCTOBYBAHOrO B CMOCOOi
ofepxXaHHa kapOoHiny 3HaxoauTbes B iHTepBani Big NnpubnmaHo 2,0 go npubnmaHo 4,0 MONSIpPHMX eKBiBaneHTIB Ha
MOISIPHWIA eKBiBaNeHT TPUXIopi3oLmnaHypoBOIl KUCNOTW.

B ogHomy 3 BTineHb, Kinbkicte cnonykn cdpopmynu R1SR2 BukopucToByBaHOi B cnocobi ogepkaHHsi kapOoHiny
3HaxoauTbCA B iHTepBani Big npnbnusHo 1,0 go npnbnusHo 9,0 MONSIPHMX eKBiBaneHTiB Ha MONSPHUIN eKBiBaneHT
TPVXIOPI3oLMaHypPOBOI KMCAOTW; B iHLLOMY BTifIEHHI, KiNbKicTb cnomnyku doopmynun R1SR, BUkopuctoByBaHOi B Cocobi
ofepxXaHHa kapOoHiny 3HaxoauTbes B iHTepBani Big npubnmaHo 2,0 go npubnmaHo 5,0 MONSIpHMX eKkBiBaneHTIB Ha
MOMSAPHWUIA eKBiBaneHT TPUXIOPI30oLMaHypoBOI KUCNOTK; i B iHLWIOMY BTIMEHHI, KinbKicTb crnonykn dopmynu RiSR2
BMKOPWCTOBYBaHOI B Cnocobi ogepxaHHa kapboHiny 3HaxoguTbes B iHTepBani Big npubnuaHo 2,5 go npmubnusHo 3,5
MOJSIPHMX €KBiBaneHTiB Ha MOMNSAPHUI eKBiBaneHT TPUXIOopi30oLMaHypoBOl KUCMOTU.

B ogHoMy 3 BTiNeHb, KinbKiCTb OCHOBW BMKOPUCTOBYBaHOI B cnocobi ofepxaHHsA KapOoHiny 3Haxogoutbcst B
iHTepBani Big npubnuaHo 1,0 go npubnmaHo 15,0 MoONAPHUX eKBiBaneHTiB Ha MONAPHUA eKBiBaneHT
TPUXIIOPI30LMaHypOBOI KACIMOTK; B iHLLIOMY BTIiNE€HHI, KiMbKiICTb OCHOBW BMKOPUCTOBYBAHOI B CMocobi oaepKaHHsi
kapboHiny 3HaxoguTbCcA B iHTepBani Big npnbnusHo 2,0 go npmbnmsHo 10,0 MONSPHMX eKBiBaneHTiB Ha MOMSPHUIA
€KBiBaneHT TPUXIIOPi30oUMaHypoBOi KICMOTY; i B iHLWIOMY BTINEHHI, KiNbKICTb OCHOBWM BWKOPUCTOBYBaHOI B Crnocobi
ofepXaHHa kapOoHiny 3HaxoauTbes B iHTepBani Big NnpubnmaHo 2,5 go npubnmaHo 7,0 MOMSIpHMX eKBiBaneHTIB Ha
MOISIPHWIA eKBiBaNeHT TPUXNopi3oLmnaHypoBOi KUCNOTW.

B ogHomy 3 BTineHb, crnocid opepxaHHs KapOOoHiny npoBOAsATb B MPUCYTHOCTI OPraHiYHOro PO3YMHHKKA.
Heobmexyrounmm npyknagamy opraHiyHMX PO3YMHHKKIB, WO KOPWCHI B cnocobi ogepxaHHs kapOoHiny €, ane He
0OMeXyeTbCsl, apomaTudHi BYrMeBOAHI, Taki sk ©OeH3omn, Tomyon, KcwureH, MesuTuned, xnopbenson; (Ci-
Cs)ranoreHoBaHi BYrneBogHi, Taki K AMXNIOpMETaH, XnopodopM, TeTpaxropua ByrneLto i AMxXopeTaH; eTepu, Taki
K OieTUNoBuUA eTep, OUNpoMninoBui etep, AMOYTUNOBUA eTep, METUN-TpeT-OyTunoBui etep, TeTparigpodypaH,
MeTunTeTparigpodypaH; i eTunauerar.

B ogHomy 3 BTiNeHb, opraHiYHUM PO34YMHHMKOM BMKOPUCTOBYBaHWM B CMOcobi ogepxaHHs kapboHiny € 6eHson,
TOMyorn, KCWMeH, Me3uTwuneH, xrnopbeHs3on, AUXopMeTaH, XnopodopM, TeTpaxropug BYINeLo, OUXITOpeTaH,
JOieTurnoBun eTep, OUNPONINOBUA eTep, AWOYTUNOBUA €Tep, METUN-TPEeT-OyTUNOBUMI eTep, TeTpariapodypaH,
eTnnauetat, abo byab-ska ix kombiHaLis.

B iHWOMY BTiNEHHi, opraHiyHMM PO34YMHHMKOM BUKOPWUCTOBYBaHUM B cnocobi ofepkaHHs kKapbOoHiny € abo
BKITIOYa€E OUXINOPMETaH.

B iHLWOMY BTineHHi, opraHiyH1M po34MHHMKOM € abo BKIOYae TOMNyor.

B ogHoOMy 3 BTiNEHb, OpraHiyHUMn pO34MHHMK BUKOPWUCTOBYBaHUIN B CMOCObi ofepXkaHHS KapOOHiny NpucyTHIN B
KinbkocTi B iHTepBani Big npubnuavo 0,1 BaroBmx yactuH Ao npubnusHo 50 BaroBMX 4acTMH BMXOASYM 3 Barum
cnonykn dopmynu RiSR». B iHWOMY BTiNeHHi, opraHiyHuiA pO34MHHUK BMKOPUCTOBYBaHWA B CNOcobi odepkaHHsi
KapOOHiNy NpUCYTHIN B KiNbKOCTI B iHTepBani Big npubnuaHo 0,1 BaroBux YacTvH Ao NpubnusHo 25 BaroBux YacTuH
BMXOAA4M 3 Barn cnonyku doopmynm R1SRy. B iHWOMY BTinNEHHi, OpraHiyHWin po34nHHUK BUKOPUCTOBYBaHUI B CNOCODI
ogepxXaHHs kapOOoHiny MPUCYTHIN B KiMbkocCTi B iHTepBani Big npubnmavo 0,1 BaroBux yactuH Ao npubnusHo 10
BaroBMXx YacTWH BUXo4s4M 3 Baru cnonykm dopmynm R1SRo.

B ogHoMy 3 BTineHb, opraHiyHuiA PO3YMHHUK BUKOPUCTOBYBaHUI B Cnocobi ofgepxKaHHs KapboHiny € 6e3sogHuM.
Be3BoaHi opraHiYHi PO3YMHHUKN € KOMEpLiMHO AOCTYNHUMM abo MOXHa OofepXaTu KOHTaKTyBaHHAM OpraHi4Horo
PO3YMHHMKA 3 MPUOATHUM AerigpaTylodMM areHTOM, TakuMm SK, Hanpuknag, MOMNeKynspHi cuTa; peakTUBHI MeTanu,
Taki gk Li, Na abo K, i ix cymiwi; rinpuam metanis, Taki sk CaH abo LIAIH,; i okcnam meTtanis abo meTanoifis, Taki sk
BaO, CaO i P-Os (gueitbeca Amarego et al., Purification of Laboratory Chemicals (4th ed. 1996); i Gordan et al., The
Chemist's Companion 445-447 (1972)). KinbkicTe BOAM B OpraHiyHOMY PO34YMHHMKY MOXHa BU3Ha4MTW, Hanpuknag,
TuTpyBaHHsam Kapna-®iwepa (ausitecst ASTM EI 064-00 i ASTME203-01).

Cnocib ogepxaHHs kapboHiny NpoBoAATb 3a YMOB JOCTATHIX ANS OAepXaHHA anbaerigy abo keToHy. B ogHomy 3
BTiNeHb, cnocib oaepxaHHs KapOOHiny NpoBOAATb AOKW, NPUHANWMHI, NpubnnsHo 80 MOMSPHUX BIACOTKIB CNMPTY HE
nepeTBopATbCA Yy anbgeriy abo KeToH; B iHWOMY BTiMEHHi, cnocié ogepaHHA kapOoHiny npoBoOAATb [OKU,
NPUHaNMHI, NpUBnn3Ho 95 MOMSAPHKX BIACOTKIB CNMPTY HE MEPeTBOPATLCS Y anbaerif abo KETOH; i B iHLIOMY BTiNeHHI,



crnocié opepxaHHs kapOoHiny npoBOAATb [AOKM, MPUHANMHI, NpubnuaHo 99 MOnApHUX BIOCOTKIB CMMPTY He
nepeTBoOpsATLCA y anbgeria abo KeToH.

MpoTikaHHA cnocoby ogepXaHHA KapOOHiNy MOXHa KOHTPOMBaTW BUKOPUCTOBYHOUM CTaHAAPTHI aHaniTUYHI
METOAMKM, BKIOYaloun, ane He obmexyeTbcsl, ToHKowaposa xpomatorpadis ("TLX"), BucokoedpekTmBHa pignHHa
xpomatorpagis ("BEPX"), rasoa xpomatorpadiis ("I'X"), rasopiguHHa xpomaTtorpadis ("I'PX"), iHdpadvepBoHa
cnekTpockonist ("IY") i sAepHI MarHiTHIIA peaoHaHc ("AMP"), Takuii sk 'H a6o "°C AMP.

TunoBo, 4Yac [JocCTaTHIM Ans NpoOBEeAEHHS Cnocoby ofepXaHHs KapOoHiny 3HaxoouTbcst B iHTepBani Big
npnbnusHo 0,25 roguH go npmbnuaHo 20 rogwH; B iHWOMY BTIMEHHI, Yac [OCTaTHI ANsi MPOBEdEHHsST Crocoby
ogepxXaHHa kapboHiny 3HaxoguTbcs B iHTepBani Big npubnuauo 0,5 rognH go npubnusHo 10 roawH; i B iHWOMY
BTiNEHHi, Yac 4OCTaTHilN Ans NpoBefeHHs cnocoby oaepkaHHsA kapOoHiny 3HaxoauTbcs B iHTepBarni Big npnbnmaHo 1
roAvHW 4o NpubnusHo 5 roguH.

TunoBo, TemnepaTtypa AOCTaTHA ANs NpoBedeHHs crnocoby oaepXKaHHA KapboHiny 3HaxoauTbesa B iHTepBani Big
npubnuaHo -78°C go npubnusHo 130°C; B iHWOMY BTifleHHi, TemnepaTtypa AOCTaTHA ON1s NpPOBEeAeHHs crnocoby
ogepxaHHsa kapboHiny 3Haxogutbes B iHTepsani Big npubnnsHo -50°C go npubnuaHo 50°C; i B iHWOMY BTiNeEHHI,
TemnepaTtypa AOCTaTHsA Ansi NpoBedeHHs cnocoby ofepxkaHHs KapboHiny 3HaxoauTbesa B iHTepBani Big NpubnmaHo -
40°C po npubnumaHo 50°C.

Cnoci6 opepxaHHs KapOOHiMy MOXHa MPOBOAUTM MPW MOHWXKEHOMY TUCKY, aTMocdepHOMy TucKy abo
nigsuweHomy Tucky B ogHomy 3 BTineHb, cnocib ogepxaHHs kapOoHiny NpoBoAsATb NPy aTMOCHEPHOMY TUCKY.

B iHWwoMy BTiNeHHi, cTagjio oaepXaHHst kKapboHiny NpoBoasiTe B iHEPTHI aTMocdepi, Takin sk, Hanpuknag, Na,
He, Ne, Ar, Kr, Xe, abo 6yab-sika ix kombiHauis. B ogHOMy 3 BTineHb, cTafito oep)aHHs kapboHiny npoBoasiTe B
aTtmocdepi No.

Mopsgok popgasaHHsa crnonyku dopmynn Ri1SRy, TpuxnopizoumaHypoBOi KUCNOTH, NEPBMHHOIO abo BTOPUHHOIO
CMNPTY, OCHOBM i OPraHiYHOro PO3YMHHKKY, AKLLO Lie Mae Micle, MoXe 3MiHoBaTUck. [Jani npusegeHi npuknagu.

B ogHomMy 3 HeoBMeXytoumnx BTiNeHb, CNocid ogepaHHSA kapOoHiny NpoBOAATh LUNSAXOM A40AAaBaHHS NEePBUHHOMO
abo BTOPWHHOIO CNMpTy, HEOBOB'AI3KOBO, B NMPUCYTHOCTI OPraHiYHOrO PO3YMHHMKA, A0 CyMilli, WO MICTUTb CMOMyKy
dopmynu R1SRy, TpmxnopisounaHypoBy KUCIOTY i OCHOBY, HEODOB'A3KOBO, B MPUCYTHOCTI OPraHiYHOro PO34YMHHMKA.

B iHWOMYy HeoOMeXyHOMYy BTiNEHHI, cnocib oaep)kaHHA kapOOoHiny NpoBOAATh LUMAXOM AOAABaHHS CyMilli, Lo
MicTuTb cnonyky dopmynm RiSRy, TpuxnopizoumaHypoBy KUCNOTY i OCHOBY, HEOOOB'I3kOBO, B MPWUCYTHOCTI
OpraHiyHOro pPO34MHHMKA, OO MEPBMHHOrO abo BTOPMHHOIO CNUPTY, HEOOOB'I3KOBO, B MPWUCYTHOCTI OpraHiyHoro
PO34MHHMKA.

B iHWOMY HeoOMeXxyt4oMy BTIMEHHI, CMoCiO ogepxaHHA KapOOHiNy NMpoBOAATH LUMSIXOM [0AaBaHHs OCHOBW,
HeobOOB'I3KOBO, B MPUCYTHOCTI OPraHiYHOroO PO3YMHHMKA, OO CyMilli, WO MiCTUTb crnonyky dopmymm RiSRy i
TPUXIOPI3oLMaHypoBY KMUCOTY, HEODOOB'AI3KOBO, B NPUCYTHOCTI OPraHiyHOro PO3YMHHUKA, 3 HACTYNHUM A04aBaHHSAM
nepBUHHOro abo BTOPUHHOIO CNUPTY, HEOOOB'A3KOBO, B NPUCYTHOCTI OPraHiYHOro PO3YMHHUKA.

B iHWOMYy HeoOMeXy4HoMy BTiNEHHI, cnocib oaep)kaHHA kapOOoHiny NpoBOAATh LUMAXOM AOAABaHHS CyMilli, Lo
MicTuTb cronyky cdopmynu RiSR. i TpuxmopisounaHypoBy KncrnoTy, HeobOB'A3KOBO, B MPUCYTHOCTI OpraHiyHoro
PO34MHHUKA, OO OCHOBM, HEOOOB'I3KOBO, B MPMWCYTHOCTI OPraHiyHOro PO3YMHHMKA, 3 HAaCTyMHWM [OAaBaHHAM
nepBUHHOro abo BTOPUHHOIO CNUPTY, HEOOOB'A3KOBO, B MPUCYTHOCTI OPraHiYHOro PO3YMHHUKA.

B iHWOMY HeobmMexyto4oMy BTiNEHHI, cnocib ogepaHHa KapOoHiny NpoBoAATb LUNAXOM A0AaBaHHS NEePBUHHOMO
abo BTOPWHHOIO CNUpTy, HEOBOB'AI3KOBO, B NMPUCYTHOCTI OPraHiYHOrO PO3YMHHMKA, A0 CyMilli, WO MICTUTb CMONyKy
dopmynn R1SR: i TpuxnopisounaHypoBy KUCMOTY, HEOOOB'A3KOBO, B MPUCYTHOCTi OPraHiYHOro pO34MHHMKA, 3
HaCTYyMHUM JoAaBaHHSIM OCHOBU, HEOBOB'A3KOBO, B MPUCYTHOCTI OPraHiYHOro PO3YMHHMKA.

B iHWoOMYy HeobmexytouoMy BTiNeHHi, cnocib ogepxaHHs kapOoHiny NpoBOAATH LUMSAXOM [0AaBaHHS CroMykKu
dopmynu (I), HeOOOB'sI3kOBO, B MPUCYTHOCTI OPraHiyHOro PO3YMHHMKA, OO CyMilli, WO MIiCTUTb Cnomnyky copmynu
R1SR2 i TpuxnopizounaHypoBy KUCMOTY, HEOBOB'SI3KOBO, B MPUCYTHOCTI OpraHiYHOro PO34MHHMKA, 3 HACTYMHUM
AoAaBaHHSM OCHOBW, HEODOB'A3K0BO, B MPUCYTHOCTI OPraHiYHOro Po34MHHMKA.

B iHWOMY HeoOMexyto4oMy BTiMEHHI, CMOCIO oaepxaHHA KapOOHiNy NMpoBOAATH LUMSIXOM [0AaBaHHS OCHOBW,
HeoOOB'A3KOBO, B MPWUCYTHOCTI OPraHiYHOroO PO3YMHHMKA, OO0 CyMilli, WO MiCTUTb crnonyky dopmymm RiSRy i
TPUXIOPi3oLMaHypoBY KMCOTY, HEOBOOB'A3KOBO, B NPUCYTHOCTI OPraHiYHOro PO3YMHHUKA, 3 HACTYNHUM J04aBaHHSAM
crnonyku coopmynu (1), HEOGOB'A3KOBO, B NPUCYTHOCTI OPraHiYHOro PO34MHHMKA.

Anbperin abo keToH ofepaHui B cnocobi ogepkaHHst kapOoHiny MoXHa BUZINUTU i OYMCTUTU 32 METo4amMu
BijOMMMM B Ui ranysi. Hanpuknag, peakuiiHy cymill, WO MicTUTb anbaeriq abo KeToH, MOXHa O4MCTUTU
dpakuiiHol  KpucTanisaujeto; xpomatorpadiieio Ha cunikareni, okcugi amomidito abo FLORISIL™; i/abo
nepekpucranisaujeto. [le 3 peakuiiHOi CyMilli, WO MICTUTbL anbaeria abo KeTOH, a TaKoX MICTUTb OpraHivyHuUiA
PO3YMHHUK, BeCb abo Y4acCTMHY OpraHiYHOro PO3YMHHMKA MOXHa, HEeOoOOB'A3KOBO, BWAANWTW, TUMOBO LUMASXOM
ynapioBaHHs1, nepes O4NCTKOIO.

HeoOmexylounMn  Mpuknagamyv  OpPraHiYHMX PO3YMHHUKIB  KOPUCHMX SAK  XpomartorpadiiuHi  entoeHTn €
Hepo3aranyxeHi i posranyxeHi anidpatnyHi (C4-C10)BYrneBoaHi, Taki sk OyTaHW, NeHTaHW, rekcaHu, renTaHn, OKTaHw,
HOHaHW | AekaHu; anidatuyHi umknivHi (Cs-C7)ByrneBogHi, Taki sK LMKIOOyTaH, UMKIONEHTaH, LUMKIorekcaH i
LMKIorenTaH; apoMaTuyHi BYrneBOAHi, Taki K 6€H30M, TONyorn i KCUIEH; KOXKEH 3 SKUX € 3aMilleHnM ogHieto abo
JAeKinbkoma ranoreHamu.

[HWWMK HeoBMEXYHYMMM MPUKNagaMM OpraHiYHMX PO3YMHHMKIB KOPUCHUX SIK XpomaTorpadivHi entoeHtn € (Cq-
Cs)ranoreHoBaHi ByrmeBOAHI, Taki sIK XNIOpMeTaH, MeTuneHxmopug, xnopodopm i TeTrpaxmopug Byrneuto; (Cq-
Cio)anicpaTnuHi cnmpTk, Taki 5K MeTaHor, eTaHON, H-NponaHon, i3onponaHon, H-byTaHon, BTop-byTaHon, i3obyTaHon,
TpeT-0yTaHoOM, H-NMEHTaHOM, H-TeKCaHOr, H-FenTaHos, H-OKTaHOI, H-HOHAHOM, H-AekaHon i iM nopgibHi; aiankinosi
eTepu, Taki Sk AieTunoBuii eTep, giisonponinosuii etep, oubyTunosi eTepun i MeTMNOYTUIOBI €TepU; OiapunoBi eTepu,
Taki K OMdeHInoBun eTep; UUKNIYHI eTepn, Taki sk TeTparigpodypaH i giokcaH; rmiMu, Taki K AMMETUNOBUN eTep
€TUNEeHrniKonko; eTunaueTar; OUMeTUNCYnNbOKCUA; N-MeTunniponigoH; rekcameTundgocdopamia;
anveTtnndopmamia; i 6yap-ska ix cymiLu.

B ogHOMy 3 BTiNEHb, OpraHiYHUMM PO3YMHHWK BUKOPUCTOBYBAHWA SK XpoMaTtorpadivyHui enteHT MICTUTb



anidaTtu4yHMn BYrneBoaeHb i eTep.

MpencTaBneHuin BUHaXxig TakoX CTOCYETbCS KOMMO3WLiN, WO MiCTATb NEPBUHHUIA ab0 BTOPUHHWIA CINPT, CMOMNYKY
dopmynu Ri1SRy, Ak TyT BU3Ha4YeHO, TPMXIOpi3oLmaHypoBy KUCMOTY i OCHOBY. Lli kKoMno3wuuii KopucHi npu ogepxaHHi
KeToHy abo anbgerigy, sik onnucaHo BuLLE.

HeobOmexytounmn  npuknagamMmum  nNepBuMHHUX abo  BTOPMHHMX  ClMpTiB, cnomyk  dopmynn  R41SRy,
TPUXIOPI3oLMaHypOBOi KMCIOTW i OCHOB € Ti, L0 ONMCaHi BULLE AN cnocoby ogepXaHHs kapboHiny.

B iHwomy BTiMeHHi, BWHaxi4 CTOCYETbCA KOMMO3WUii, WO MicTuTb cronyky dopmynu RiSRy,
TPYXNOPI3oLMaHypOBY KUCIOTY, OCHOBY i cnonyky dopmynu (1), B ki Rs € 3axucHa rpyna.

B iHwomy BTiMeHHi, BWHaxi4 CTOCYETbCA KOMMO3WUii, WO MicTuTb cronyky dopmynu RiSRy,
TPYXIOPi3oLUMaHypoBYy KMCMNOTY, OCHOBY i crnomnyky copmynu (), B akin Rz € -(Cq-Cio)ankin, -6enHsun, -C(O)(Cs-
Cio)ankin, -C(O)O((C+-Cro)ankin), -Si((C1-Cro)ankin)s, -Si(apun)((C1-Cio)ankin)z, -Si(apun)z((C1-Cro)ankin), -P(O)((C+-
Cio)ankin)z, -P(S)((C+-Cro)arnkin)z, abo -S(O)OCsH4-n-CHs.

B iHwomy BTiMeHHi, BWHaxi4 CTOCYeTbCA KOMMO3WUii, WO MicTUTb cronyky dopmynu RiSRo,
TPYXNOPi3oUMaHypoBy KWUCMOTY, ocHoBy i cnonyky dopmymu (1), B skin Rs € -Si((C1-Cqo)ankin)s, -Si(apun)((Cs-
Cio)ankin), abo -Si(apun)z(C1-C1o)ankin.

B iHwomy BTiMeHHi, BWHaxi4 CTOCYETbCA KOMMO3WUii, WO MicTuTb cronyky dopmynu Ri1SRy,
TPYXIOPI3oLMaHypOBY KUCIOTY, OCHOBY i cnonyky dopmynu (1), B ki Rs € -Si((C+- Cro)ankin)a.

B iHwomy BTiMeHHi, BWHaxi4 CTOCYETbCA KOMMO3WUii, WO MicTuTb cronyky dopmynu RiSRy,
TPYXIOPI3oLMaHypOBY KUCIOTY, OCHOBY i cnonyky doopmynu (1), B sikin Rz € -Si(CHz)2(C(CHs)sa).

B iHwomy BTiMeHHi, BWHaxi4 CTOCYETbCA KOMMO3WUii, WO MicTuTb cronyky dopmynn RiSRy,
TPVXIOPi3oLMaHypoOBY KUCIOTY, OCHOBY i cnonyky dopmynu (1), B ki Rs € -CHs.

B iHWOMY BTiNeHHi, KoMNo3wuuji, WO MICTATb NepBMHHWUIA abo BTOPMHHWIA cnupT, crnonyky dopmynm RiSRy i
TPYXIOPI30LMaHypPOBY KUCIOTY, TakoX MOXYTb BKMOYATU OPraHiYHUA PO34MHHUK. HeobmexylounMmun npuknagamu
OpraHiYyHMX PO34YMHHUKIB € Ta, Lo OnuncaHi Ansd cnocoby ogepaHHs kapOoHiny.

4,3. Cnocobu ogepxaHHsA MopdiHoHiB

BigHocHi  MoOMSApHi  KiMbkOCTi  nepBMHHOrO abo  BTOPWHHOrO  cnupTy, cronykn cdopmynn  R1SRy,
TPUXIOPI30OLMaHypOBOI KUCMOTH i OCHOBW, i BiJHOCHA KiNbKiCTb OpraHiYHoOro po3yMHHMKa, KOnu NpUCYTHINW, € TakuMn Sk
OnMcaHo BULLe Arsi Cnocoby oaepkaHHs KapOoHiny.

B iHWoMYy BTineHHi, NpeacTaBneHnii BUHaxig cTocyeTbes cnocobiB ogepxaHHsa crnonyku cdopmynu (Il) ("cnocio
ogepxXaHHa MOpMIHOHY"), WO BKMoYae B3aemopgito cnonyku dopmynm (1) 3 cnonykoto dopmynum RiSRz i xnop-
BMICHUM peareHToM 3a YMOB [OCTaTHiX ANsi ogepXaHHsi cnonyku dopmynu (1), B skin:

R+ i Rz € koxeH, HezanexHo, -(C1-Cyg)ankin, -(Cs-Cg)umknoankin abo -eHin; i

R3 € 3axucHa rpyna.

B ogHomy 3 BTineHb, cnonykoto cpopmynu (I) € cnonyka dpopmynu (la), i cnonykoto dopmynu (Il) € cnonyka
dopmynu (l1a).

B ogHomy 3 BTineHb, cnocib ogepkaHHA MOPMiHOHY BKINOYaEe BUKOpUCTaHHS cnonyku dopmynm (1), B Ak Rs € -
(C1-Cho)arkin, -6enann, -C(O)(C4-Cig)ankin, -C(O)O((C4-Cio)ankin), -Si((C1-Cio)ankin)s, -Si(apun)((C1-Cio)ankin)z, -
Si(apvn)2((C4-Cro)ankin), -P(O)((C4-Cro)ankin)z, -P(S)((C1-C1o)ankin), abo -S(O)OCegH4-n-CHs.

B iHwomy BTineHHi, cnocib ogepxaHHss MOPMiIHOHY BKMOYae BMKOPUCTaHHA cnonyku dopmynu (1), B ki Rz € -
Si((C4-Cio)ankin)s, -Si(apun)((C+-C1o)ankin)z abo -Si(apun)z((C4-Cio)ankin).

B iHWwomy BTineHHi, cnocib ogepxaHHss MOPMIHOHY BKMOYae BMKOPUCTaHHA cnonyku dopmynu (1), B ki Rz € -
Si((C4-Cio)ankin)a.

B iHWwomy BTineHHi, cnocib ogepxaHHss MOPMiIHOHY BKMOYae BMKOPUCTaHHA cnonyku dopmynu (1), B ki Rz € -
Si(CH3)2(C(CHs3)3).

B iHWwomy BTineHHi, cnocib ogepxaHHss MOPMIHOHY BKIOYae BMKOPUCTaHHA cnonyku dopmynu (1), B ki Rz € -
CHs.

Heobmexytounmmn npuknagamu cnonyk cdopmynm RiSR. kopucHux B cnocib ogep>kaHHs MOPMIHOHY € CMOMnyKu
onucaHi B Po3gini 4.2 cnocoby oaepxaHHsi kapboHiny. B oaHomy 3 BTineHb, R1 € -CHs i Rz € -(Cq2)ankin.

HeoOmexyrounmm npuknagamm Xmop-BMICHUX peareHTiB KOPUCHUX B crnocobi ogepxaHHs MOpdiHOHY € N-
XropaMmiHu, Taki gk TpuxnopisounaHypoBa kncnota, N-xnopcykumHiMig, coni AMxnopi3ounaHypoBoi KUCAOTU, Taki SIK
AvxnopisoumaHypat HaTpito, 1,3-auxnop-5,5-gumetunriganToid; Clo; i rinoxnoputn, Taki K rinoXnopuT KasnbLito.

B ogHOomy 3 BTiNEHb, XMOP-BMICHUM peareHToM BUKOPUCTOBYBaHMM B Crocobi ofepkaHHs MOPIHOHY €
TpuxnopisounaHyposa kucnota, N-xnopcykuuHimia, aguxnopisounadypar Hatpito, 1,3-amxnop-5,5-gumMeTunrigaHToiH,
Cly, rinoxnoput kanbLito, abo 6yab-sKka X CyMiLL.

B iHWOMYy BTiMEHHi, XIMOP-BMiICHUM peareHTOM BWKOPUCTOBYBaHMM B CMNocobi ofepKaHHs MOPMIHOHY €
TpMXNopi3oumaHypoBa KucnoTa.

B iHWOMy BTiMEHHi, XNOp-BMiCHUM peareHTOM BWKOPWCTOBYBaHUM B crocobi opgepxaHHs MopdiHOoHY € N-
XMNOPCYKLUUHIMIA.

B iHLWOMY BTineHHi, X1op-BMiCHUM peareHTOM BUKOPUCTOBYBaHUM B CNocobi ogepkaHHsi MopdiHoHy € Cla.

Cnonyku dopmynu (I) moxHa ogepxaTtn 3a OONOMOro BiAOMWX METOAIB KOPUCHMX ANs 3axXMCTy (DEHONbHOI
rigpokeurpynu {ameiTbcs, Hanpuknag, Greene et al., Protective Groups in Organic Synthesis 143-170 (1991), sika
BKIIIOYEHAa CHOAM SIK MOCMNaHHS).

Cnonykun dopmynun (1), ge Rs € -(C1-Cqo)ankin € KomepuiiHo JOCTynHMMKM abo MOXHa ofepXaTu LUISXOM
B3aemogii MopdiHy 3 rano(C+-Co)ankisniom B AMMETOKCUETaHI | B NpUCYTHOCTI pTopuay TeTpaetunamoito npu 20°C
sk onucaHo T.W. Greene et al., Protective Groups in Organic Synthesis 146 (1991) i B onybnikoBaHin 3asaBui Ha
nateHT US Ne 2003/0073848 A1.

Cnonykun dopmynmn (1), ge Rz € -Si((C4-Cio)ankin)z, -Si(apun)((Ci-Cio)ankin), abo -Si(apun)2((C1-Cio)ankin),
MOXHa ofepxaTtu B3aemogieto MopdiHy 3 Na abo bytunnitiem, i B3aemogieto ogepxaHoro komnnekcy 3 CISi((Cq-
Cio)ankin)s, ClSi(apun)((C+-Cio)ankin). abo CISi(apwn)2((C+1-Cro)ankin) sk onucaHo Ninan et al, Tetrahedron 48:6709-
6716 (1992) i B mateHti US 6,046,313, Scheinmann et al., 3 ogepxaHHam 3-O-gumeTnn-T-6yTMNCMNINMOPMIH.



AnbTepHaTuBHO, 3-O-cuninbHe noxigHe MopdiHy MoxHa ogepxatu B3aemogieto mopdiHy 3 CISi((C+-Cqo)ankin)z,
CISi(apun)((C1-C1o)ankin), abo ClSi(apun)z((C1-C1o)ankin) B NoASAPHOMY OpraHiyHOMY PO3YMHHUKY i B MPUCYTHOCTI
OCHOBM 5K onucaHo B Po3aini 5.1 3 ytBopeHHsiM cnonyku coopmynu (1), ae Rz € -Si(CH3)2(C(CHs)s).

Cnonykun cdopmynu (1), ae Rz € -C(0)(C+-Cqo)ankin MoxxHa ogepxaTtn B3aemogieto rigpoxnopugy MopdiHy 3
cnonykoto popmynu (C4-C10)C(O)OC(O)(C1-C10) y BOaHOMY BikapboHaTi HaTpito sk onncaHo B naTteHTi US 5,908,846,
Bundgaard et al.

Cnonykn dopmyru (1), ae Rs € -6eH3nn, MoxHa ogepxatu B3aemogieto mopdpiHy 3 6eHsnnbpomigom i NaOH y
BOAHOMY MeTaHoni npu 25°C, sk onmcaHo B nateHTi US 6,013,796, Huang et al.

Cnonykun dopmyrm (1), ge Rz € -C(O)O(C+-Cqo)ankin, MoxHa ogepxaTtn B3aemogdietd MopdiHy 3 Cnonykoro
dopmynu CIC(O)O(C+-Cio)ankin B xrnopodopmi i B npucyTHOCTI GikapboHaTy HaTpito Npu KMN'ATiHHI i3 3BOPOTHIM
XONoaunbHUKOM SIK onncaHo B naTteHTi US 5,112,975, Wallace.

TpuxnopizoumaHypoBy  kucnoty,  N-xropcykuuHimig, — guxnopisoumaHypat  HaTpito, 1,3-anxnop-5,5-
OVMETUATiAaHTOoIH i rinoxnopuT kanbuito ogepxysanu Big Aldrich Chemical Co., Milwaukee, WI.

Konun Cly € xnop-BmicHuM peareHtom, Cl, moxHa ogepxatu y cdopmMi rady abo posumHy. Cly y dopmi rasy
ogepxysanu Big Matheson, Montgomeryville, PA, i MmoxHa gogaBaTu A0 peakuiiHOl CyMilli, Hanpuknag, LUMIsXoMm
6ap6otyBaHHa Cly B cymiw. Weuakicte i kinbkicTe Clo, WO A0OAETbCA, MOXHA KOHTPOMoBaTU 3a crocobamm
BiJOMMMMU B LN ranysi, Hanpuknag, BUKOPUCTOBYIOUM perynsTop ra3oBoro NoToky i/abo BuMiptoBaui.

Cl, y dopmi po3umHy MOXHa ogepXaTu po3vMHeHHsiM radonogibHoro Cl; B mpugaTHOMY oOpraHiyHOMy
po34nHHUKY KoHueHTpauis Cl, B po3uvHi MOXHa BM3HAYMTU 32 LOMOMOrOH aHaniTU4HMX METOAIB BijOMMX B LN
ranyasi.

Be3 obmexeHHs1 Teopieto, 3asiBHUK MpuMNyckae, WO XMOP-BMICHUIA peareHT B3aemogdie 3 Cronykow hopmynm
R1SR2 3 yTBOpeHHAM CyrnbdOHIEBOrO KaTioHy:
1R1

+
Cl—S§
\
RZ

CynbdoHieBa cnomyka MNOTIM B3aEMOAI€ 3 TAPOKCUMBHOK [PYNoK NepBUHHOrO abo BTOPMHHOIO CAMPTY 3
YTBOPEHHSAM KapOOHINbHOI rpynu.

B ogHomy 3 BTineHb, KinbkicTe cnonyku ¢opmynu (l) BUKOpUCTOBYBaHOi B cnocoli ogepXkaHHs MOPIHOHY
3HaxoauTbCA B iHTepBani Big npnbnusHo 1,0 go npnbnusHo 9,0 MONSIPHMX eKBiBaneHTiB Ha MONSPHUIA eKBiBaneHT
XMOP-BMICHOIO peareHTy, B iHLWOMY BTiMlEHHi, KinbKicTb crnonyku dopmynu (I) BuKOpUCTOBYBaHOI B Crnocoli
ogepXaHHa MOpdIHOHY 3Haxo4uTbCA B iHTepBani Big npnbnusHo 2,0 4o npmbnusHo 5,0 MONSAPHUX ekBiBaneHTiB Ha
MONSAPHUIA  EKBiBaNeHT XJIOP-BMICHOTO peareHTy; i B iHWOMY BTiMEHHi, KinbkicTb cnonyku copmynu (1)
BMKOPMCTOBYBaHOI B CNocobi oaepxaHHs MOpdiHOHY 3HaxoauTbCs B iHTEpBani Big npubnuaHo 2,0 go npnbnusHo 4,0
MOISIPHUX eKBiBaneHTiB Ha MOMSIPHUI eKBiBaneHT XITOP-BMiCHOrO peareHTy.

B ogHomy 3 BTineHb, KinbkicTb cnonykn dopmynu R1SR» BukopuctoByBaHoi B cnocobi ogepaHHs MOpiHOHY
3HaxoauTbCA B iHTepBani Big npnbnusHo 1,0 go npnbnusHo 9,0 MONSPHMX eKBiBaneHTiB Ha MONSPHUIA eKBiBaneHT
XIOpP-BMICHOrO peareHTy; B iHLIOMY BTifI€HHi, KinbKicTb cnomnyku dopmMmynum RiSRz BukopuctoByBaHOi B Crnocobi
ogepXaHHa MOpPdIHOHY 3Haxo4uTbCA B iHTepBani Big npnbnusHo 2,0 4o npmbnunsHo 5,0 MONSAPHUX ekBiBaneHTiB Ha
MOMSIPHUIA  eKBiBaneHT XMOpP-BMICHOrO peareHTy; | B iHWOMY BTifE€HHi, KinbkicTb cronykn dopmynm RiSR2
BMKOPWCTOBYBaHOI B CNOCo0i ogepxaHHA MopdiHOHY 3HaxoauTbCs B iHTepBani Big npubnusHo 2,5 go npubnusHo 3,5
MOJSIPHUX eKBiBaneHTiB Ha MOMSIPHUIN eKBiBaneHT XITOP-BMiCHOIO peareHTy.

B ogHoOMy 3 BTiNEHb, KiNbKiCTb XJIOP-BMICHOTO peareHTy BUKOPUCTOBYBaHOro B crnocobi ogepkaHHst MOPiHOHY
3HaxoauTbCA B iHTepBani Big npnbnusHo 1,0 go npnbnusHo 9,0 MONSIPHMX eKBiBaneHTiB Ha MONSPHUIA eKBiBaneHT
crnonykn cdopmynu (l); B iHWOMY BTINEHHI, KiNbKICTb XIOP-BMICHOTO peareHTy BWKOPUCTOBYBAHOrO B CMocoOi
ogepxXaHHa MopdiHOHY 3HaxoauTbCs B iHTepBani Big npubnusHo 2,0 go npubnuaHo 5,0 Ha MONSAPHUIA ekBiBaneHT
crnonykn copmynu (I); i B iHWOMY BTIMEHHI, KiNbKICTb XITOP-BMICHOrO peareHTy BMKOPUCTOBYBAHOro B Crocobi
ogepxXaHHa MopdiHOHY 3HaxoauTbcs B iHTepBani Big npubnusHo 2,0 go npubnmaHo 4,0 Ha MONSAPHUIA eKBiBaneHT
crnonyku chopmynu (1).

B peskux BTiNeHHsAX, cnocid opgepXaHHA MOPMIHOHY TakoX MOXe BKMYaTM BUKOPUCTAHHA OCHOBMU.
HeobOmexyrounmy npuknagamMmv KOPUCHMX OCHOB € OpraHiyHi OCHOBW i HeopraHi4Hi OCHOBWM onucaHi B Po3sgini 4.2
crnocoby ofiepkaHHs kapOoHiny.

B ogHoMmy 3 BTifleHb OCHOBOIO € opraHiyHa ocHoBa. B ofHOMY 3 BTineHb, OpraHiyHol OCHOBOIO € TpUeTUnamiH
abo napa-N.N-gumeTunamiHonipyamnH.

B iHLWOMY BTiNeHHi, 0CHOBOO € HeopraHiyHa OCHOBa.

B ogHOMy 3 BTiNeHb, KiNbKiCTb OCHOBW BUKOPWUCTOBYBaHOI B cnocobi ogepaHHs MOpP(iHOHY 3HaxXoauTbcs B
iHTepBani Big npnbnusHo 1,0 go npnbnuaHo 15,0 MONSIPHMX eKBiBaNeHTIB Ha MOMNSAPHUI eKBiBaneHT X/10p-BMiCHOMO
peareHTy; B iHLIOMY BTIiTEHHI, KiflbKiCTb OCHOBW BUKOPWUCTOBYBaAHOI B CNOCO0I ofepkaHHsi MOpPdpiHOHY 3HaxoanTbCsi B
iHTepBani Big npnbnusHo 2,0 go npnbnuaHo 10,0 MONSIPHMX eKBiBaNeHTiB Ha MOMSAPHUIA eKBiBaneHT X10p-BMiCHOTO
peareHTy; i B iHLLIOMY BTiNEHHI, KiNlbKiCTb OCHOBW BUKOPUCTOBYBaHOI B CcNocobi ogep)KaHHA MOPMiHOHY 3HaXOAMTLCS B
iHTepBani Big npnbnusHo 2,5 go npubnuaHo 7,0 MONSPHUX eKBiBaneHTiB Ha MOMSAPHUI eKBiBaneHT X/10p-BMiCHOTO
peareHTy.

B pesikux BTiNEHHAX, CNocib opepxaHHA MOPIHOHY TaKOX MOXE BKMYATU BUKOPUCTaAHHS OpraHiyHoro
PO34MHHUKA. Heobmexyounmm npuknagamv KOPUCHWX OPraHiYHUX PO3YMHHUKIB € PO3YMHHUKM 3a3HadeHi Bulle B
cnocobi ogepxxaHHsi kapboHiny. B ogHomy 3 BTineHb, opraHiyHUM PO34MHHUKOM € OUXITOPMETaH.

B ogHomy 3 BTiNeHb, OpraHiYHUiA PO3YMHHUK, KONU BMKOPUCTOBYETHCA B CMOCO6Gi ogepXaHHA MOpPdiHOHY,
NPUCYTHIN B KiNbKOCTI B iHTepBani Big npubnuaHo 0,1 BaroBux YacTuH Ao npubnumaHo 50 BaroBux 4acTUH BUXOOAYM 3
Barn cnonyku dopmynu (I); B iHWOMY BTifleHHi, OpraHiYHU PO3YMHHWK, KON BUKOPWUCTOBYETLCA B CMOCOOI
OLepXXaHHs MOPMIHOHY, MPUCYTHIN B KiNbKOCTI B iHTepBani Big npubnusHo 0,1 BaroBuMx YacTuH A0 npubnusHo 25
BaroBMx 4acTuvH BuxoasuuM 3 Baru cnonyku dopmynu (1); i B iHWOMY BTiNEHHi, OpraHiYHU PO3YMHHKK, KOMK



BMKOPWCTOBYETLCS B CNOCOOi oepxaHHs MOPMIHOHY, MPUCYTHIW B KiNbKOCTi B iHTepBani Big npubnusHo 0,1 BaroBmx
YacTuH Ao NpubnuaHo 10 BaroBMx YacTUH BUXOAAYM 3 Barn cnonyku dopmymm (1).

B ogHomy 3 BTineHb, opraHiyHui po3uMHHUK € Ge3BogHuM. Crnocobu opepxaHHs Ge3BOOHMX PO3YMHHWUKIB
onucytoTbes B Po3aini 4.2 cnocoby oaepkaHHsi kapboHiny.

Cnoci6 ogepxaHHs MOpPCIHOHY MPOBOAATE 3a YMOB MPUMHATHUX ONS ogepxaHHs crnonyku dopmynm (Il). B
OoOHOMY 3 HeoOMeXylouMx BTiNeHb, cnocid ogepaHHs MOPAIHOHY MPOBOAATb [OKW, NpUHanMHI, npubnusHo 80
MONSAPHUX BiACcOTKIB cnonykn cdopmynu (1) He nepeTBopaTbes y cnonyky cdopmynu (1l); B iHLWIOMY HeobmexyroHomy
BTiMEHHi, crnocib ofgep>kaHHs MOPMIHOHY NMPOBOAATE AOKWU, MPUHANMHI, NPpMONM3HO 95 MOMSPHMX BIACOTKIB CNOMYKM
dopmynu () He nepeTBopsiTLCA y crnonyky dopmynu (l1); i B iHLWIOMY HEOOMEXYOHOMY BTINEHHI, Cnocib oaep)KaHHsI
MOPIHOHY NpPOBOASTE OOKW, MPWHaWMHI, MNpubnmMaHo 99 MonsapHMx BigcoTkiB crnonykn dopmynu (1) He
nepetBopsATbCs y cnonyky copmynu (I1).

MpoTikaHHA ofepXaHHS MOPIHOHY MOXHa KOHTPOSOBATUM BUKOPUCTOBYIOUM 3BUMYAWHI aHaniTU4Hi MeToAMKM
aHanoriyHi Tum, Wo onuncaxi B Po3aini 42 ons KOHTPOMOBaHHSA OfepXaHHst KapOoHiny.

TunoBo, Yac [JocCTaTHI AnA NpoBeAeHHs crnocoby oaepXaHHA MOpPdIHOHY 3HaxoouTbCs B iHTepBani Big
npnbnusHo 0,25 roguH go npmbnuaHo 50 rogwH; B iHWOMY BTIMEHHI, Yac [OCTaTHI ANsi MPOBEAEHHsST Crocoby
ogepXaHHa MOPdIHOHY 3HaxoauTbcs B iHTepBani Big npubnusHo 0,5 rogvH Ao npubnusHo 25 roguH; i B iHWOMY
BTiNEHHi, Yac JOCTaTHIN ANA NpoBedeHHst cnocoby ofepkaHHA MOPOiHOHY 3HaxoaWUTbCA B iHTepBani Big NpnbnvaHo
1 roguH oo npubnusHo 10 roamH.

TunoBo, TemnepaTypa AOCTaTHA 415 NPoBeAeHHs crnocoby oaepxaHHS MOPMIHOHY 3HaxoAMTbCs B iHTepBani Big
npubnuaHo -78°C go npubnusHo 130°C; B iHWOMY BTifleHHi, TemnepaTtypa AOCTaTHA 415 NpOBeAeHHs crnocoby
ogepxXaHHa MopdiHOHY 3HaxoauTbcs B iHTepBani Big npubnuaHo -50°C go npubnusHo 50°C; i B iHWOMY BTiNeHHi,
TemnepaTtypa JocTaTHS AN NpoBedeHHs cnocoby ofepkaHHA MOPAIiHOHY 3HaxX0AUTLCA B iHTepBani Big NpMONN3HO -
40°C po npubnmaHo 50°C.

Cnoci6 opgepxaHHA MOpPMIHOHY MOXHa NPOBOAUTM MPU MOHWXEHOMY TUCKY, aTtMocdepHOMy Tucky abo
nigBuLeHoMy Tcky. B ogHoOMy 3 BTineHb, cnocib oaepkaHHst MophiHOHY NMPOBOAATL MPU aTMOCHEPHOMY TUCKY.

B iHWoMy BTineHHi, cnocid ogepxaHHs MOpdiHOHY NPOBOAATL B iHEPTHIA aTMocdepi, Takin sik, Hanpuknag, No,
He, Ne, Ar, Kr, Xe, abo Oyab-sika ix kombiHaLjis. B ogHoMy 3 BTineHb, cnocid ogepxaHHA MOPIHOHY NpoBOAsSITE B
atmocdepi No.

MpencTaBneHnn BUHaxig TakoX CTOCYETbCS KOMMO3MLIN, WO MICTATb cnonyky dopmynu (1), cnonyky dopmynm
R1SR: i xnop-BMicHy cnonyky; ge Ri i Rz € koxeH, HezanexHo, -(C1-Cao)arnkin, -(Cs-Cs)umknoankin abo -deHin; i Rs €
3axucHa rpyna. Lli komno3swuuii € kopucHumm Npu ogepxanHi cnonyku dpopmynnm (11).

B iHWoOMY BTiNeHHi, BUHaxi4 CTOCYETbCA KOMMO3WULiWA, WO MIiCTATb cronyky dopmynu (1), cnonyky dopmynu
R1SR: i xnop-BmicHy crnonyky; Ae R1 i Ro € koxeH, HezanexHo, -(C1-Cag)ankin, -(Cs-Cg)umknoankin abo -ceHin; Rs €
3axucHa rpyna; i Xxnop-BMiCHUM peareHToM € TpuxropisoumaHypoBa kucroTta, N-xnopcykuuHiMia, avxnopisounaHypar
HaTpito, 1,3-auxnop-5,5-aumetunrigantoin, Cly, rinoxnopuT kanbuijto ado byab-ska ix cymiLw.

B iHWoOMY BTiNeHHi, BUHaxi4 CTOCYETbCA KOMMO3WULiWA, WO MIiCTATb cronyky dopmynu (1), cnonyky dopmynu
R1SR: i xnop-BmicHy crnonyky; Ae R1 i Ro € koxeH, HezanexHo, -(C1-Cag)ankin, -(Cs-Cg)umknoankin abo -ceHin; Rs €
3axvcHa rpyna; i Xnop-BMiCHMM peareHTOM € TpuxJiopisouunaHyposa kucnota, N-xnopcykuuHimig, Clo, abo 6yab-aka ix
CyMiLLl.

B iHWoOMY BTiNeHHi, BUHaxi4 CTOCYETbCA KOMMO3WULiWA, WO MIiCTATb cronyky dopmynu (1), cnonyky dopmynu
R1SR: i TpuxnopizounaHypoBy kucnoty; Ae Ri i Ro € koxeH, He3anexHo, -(C4-Cyo)ankin, -(Cs-Cg)umknoankin abo -
eHin; i Rz € 3axucHa rpyna.

B ogHoMy 3 BTineHb, BUHaxi4 CTOCYETbCA KOMMO3ULl, WO MICTUTb cnonyky dopmynm RiSRy, Sk TyT BU3HaYeHO,
Xrop-BMicHy cnonyky i crnonyky dopmynu (1), ge Rz € -(C1-Cqo)ankin, -6eHaun, -C(O)(C+-Cqo)ankin, -C(O)O(Cs-
Cio)ankin), -Si((C+-Cro)ankin)s, -Si(apnn)((C1-C1o)ankin)z, -Si(apun)2((C1-Cro)ankin), -P(O)((C1-C1o)ankin)z, -P(S)((C+-
Cio)ankin), abo -S(O)OCeH4-n-CHs.

B iHWoOMy BTiNeHHi, BMHaxi4 CTOCYETbCA KOMMO3WLii, WO MICTUTb cronyky copmynu RiSRy, xmop-BMicHWUIA
peareHT i cnonyky cdopmynu (I), B skin Rz € -Si((C4-Cqo)ankin)s, -Si(apun)((Ci-Cio)ankin), abo -Si(apun)o(Cs-
Cio)ankin.

B iHWOMYy BTiNeHHi, BMHaxi4 CTOCYETbCA KOMMO3WLii, WO MICTUTb cronyky copmynu RiSR3, xmop-BMicHWUIA
peareHT i cnonyky dopmynu (1), ae Rs € -Si((C1-C1o)ankin)s.

B iHWOMYy BTiNeHHi, BMHaxi4 CTOCYETbCA KOMMO3WLii, WO MICTUTb cronyky copmynu RiSR3, xmnop-BMicHWUIA
peareHT i cnonyky dopmynu (1), ae Rs € -Si(CHz)2(C(CHzs)3).

B iHWoOMy BTiNeHHi, BMHaxi4 CTOCYETbCA KOMMO3WLii, WO MICTUTb cronyky copmynu RiSR3, xmop-BMicHWUIA
peareHT i cnonyky dopmymm (1), ae Rs € -CHs.

B iHWOMYy BTiNeHHi, BMHaxi4 CTOCYETbCA KOMMO3WLii, WO MICTUTb cronyky copmynu RiSRy, xnop-BMiCcHWUIA
peareHT i cnonyky copmynu (la).

B iHWOMY BTineHHi, komno3uuii mictaTe cnonyky dopmynu (1) abo (la), cnonyky dopmynun R1SR2 i xnop-BmicHui
peareHT i TakoX MiCTATb OcHOBY. Heobmexytounmu npuknagamm OCHOB € Ti, Wo onucaHi B Posgini 4.2 cnocoby
ogepxXaHHs kapboHiny

B iHWOMY BTineHHi, komno3uuii mictaTe cnonyky dopmynu (1) abo (la), cnonyky dopmynun R1SR2 i xnop-BmicHuUi
peareHT, a TakoX MICTSTb OpraHiyHWM PO34MHHKK. HeobMexyoummmn npuknagamMm opraHiyHMX PO34YMHHUKIB € Ta, WO
onucaHi B Po3gini 4.2 onsa cnoco®y oaep>kaHHs kapOoHiny.

BigHocHi monsipHi kinbkocTi cnonyku dpopmynu (1) abo (la), cnonykn cdopmynu R1SR2 xrop-BmicHOro peareHTy,
OCHOBM, SIKWO Lie Mae Micle, i OpraHiyHOro PO3YMHHMKA, SKWO Le Mae Micle, € TakMMU siKk OMMcaHo Bulle Ans
crnocoby ofepkaHHs MOPMIHOHY .

4.4. Cnocobu ogepxaHHs 3-O-3axuieHnx MopdiHoHaieHonkapbokeunaTis

Ak 3a3HaveHo BuLLe, MPeACTaBeHUI BUHAXIA TakoX CTOCYETbCS cnocobiB ogepxaHHsa cnonyku dpopmynu (111).

B ogHomy 3 BTineHb, NpedcTaBneHU BUHaxig CTOCYETbCS cnocoby opepkaHHs crnonyku dopmynm (l1), wo
BKIOYAE!



(a) B3aemogito cnonykm dpopmynu (I) B npucytHoCTi cnonyku popmynm R1SRy i xnop-BmicHoro peareHTy 3a ymoB
JocTaTHIX Ans ogepxaHHsi cnonyku gopmynu (11); i

(6) B3aemogito cnonykm dopmynu (I) 3 nepLuoto ocHoBoto i auunotounm areHtom dopmynu R4C(O)OC(O)R4 abo
R4C(O)X 3a ymoB gocTaTHix Ans ogepaHHsi cnonyku doopmynu (l11), B sikin

R1 i Rz € koxeH, HeszanexHo, -(C1-Cop)ankin, -(Cs-Cg)umknoankin abo -ceHin,

R3 € 3axucHa rpyna;

R4 € -(C4-Cro)ankin; i

X e -Cl, -Br a6o -I.

Cragito B3aemogii cnonyku dopmynm (l) i3 cnonykoto cpopmynu Ri1SR i xnop-BMiCHUM peareHTOM 3a yMOB
JocTtaTHix ans ogepxanHHsa cnonyku doopmynu (Il) ("ctagis ogepxaHHa MOpdiHOHY") MOXHa NPOBOAWTU 32 MeTo4aMU
onvcaHumu B Po3gini 4,3 ansa cnocoby ogepxXaHHs MOPiHOHY.

B ogHomy 3 BTineHb, cTagito ogepaHHA MOpiHOHY NPOBOAATbL B MPUCYTHOCTI OcHOBW ("Apyra ocHoBa"), siK
onvcaHo B Po3sgini 4,3, konun cnocié ogepaHHA MOPAIHOHY MPOBOASATL B MPUCYTHOCTI OCHOBU. Heobmexyoummm
npuKnagamMn KOPUCHWX APYrnx OCHOB € Ti, Wo onucaHi B Po3gini 4.2 gns cnocoby ofgepaHHsA kapOoHiny. Opyra
OCHOBa, KONV BMKOPUCTOBYETLCA Ha cTagii ogepXaHHs MOPdIHOHY, MOXe OyTW Takol X camoi abo iHLIOoK Hix
nepLua ocHoBa. B ogHoMy 3 BTineHb, NeplLua OCHOBA i Apyra OCHOBA, KON BUKOPUCTOBYIOTLCS, € OQHAKOBUMM.

B ogHomy 3 BTiNEeHb, OpYyrold OCHOBOK, KOMW BUKOPWUCTOBYETLCA Ha CTafii ofepXaHHA MOPMIHOHY, €
Tpuetnnamid abo napa-N,N-gumeTmnamiHonipuauH.

B iHWOMY BTineHHi, pyroto OCHOBO, KO BUKOPUCTOBYETLCA Ha CTafil odepXaHHs MOPMIHOHY, € TpUeTUnamiH.

B ogHOMy 3 BTiNEHb, KinbKiCTb ApYrol OCHOBW, KON BUKOPUCTOBYETLCA Ha cTafii odepXaHHs MOPMIHOHY,
3HaxoauTbCA B iHTepBani Big npubnusHo 1,0 go npnbnusHo 15,0 MONAPHUX eKBiBaneHTIB Ha MOMSAPHUIA eKBiBaneHT
XIOP-BMIiCHOFO peareHTy, B iHLLIOMY BTiNEHHi, KinbKiCTb ApYroi OCHOBW, KON BUKOPUCTOBYETLCH Ha CTafil ofepXKaHHs
MOPIHOHY, 3HaxoauTbCs B iHTepBani Big npnbnusHo 2,0 go npubnmaHo 10,0 MonSAPHMX eKBiBaneHTiB Ha MOMSAPHUIA
€KBiBaneHT XMop-BMICHOro peareHTy; i B iHLLOMY BTiNEHHI, KinbKiCTb ApYroi OCHOBW, KON BUKOPUCTOBYETLCA Ha cTagii
ogepXaHHa MOpPdiHOHY, 3HaxoAWUTbLCA B iHTepBani Big NpubnmaHo 2,5 oo npmbnusHo 7,0 MONSPHMX eKBiBaneHTiB Ha
MOJSIPHWIA eKBiBaNeHT XIop-BMICHOrO peareHTy.

Cragito Bzaemogii cnonyku cpopmynu (1) 3 nepLuoto ocHoBoto i aumniotounm areHtom gopmynm RsC(O)OC(O)R4
abo R4C(O)X 3a ymoB pJocTatHix Ans ogepxaHHa crnonykn copmynu  (lll) ("ctagia  ogepxaHHs
mMopdiHoHAaieHoNKapbokcmnaTy") MoXHa NPOBOAWUTU 3a METOAAMUN ONMUCAHUMU HUXKYeE.

B opgHomy 3 BTiNeHb, cTagis opepXaHHs MopdiHOHAiEHONKapOboKkeunaTy BKIOYAE BUKOPUCTAHHSA CMOMyKU
dopmynu (), B akin R3 € -(C4-Cro)ankin, -6eHsun, -C(0O)(C+-Cio)ankin, -C(O)O((C1-C1o)ankin), -Si((C1-Cio)ankin)s, -
Si(apun)((C1-Cio)ankin)z, -Si(apun)z((C1-Cio)ankin), -P(O)((C1-Cro)ankin)z, -P(S)((C1-Cio)2ankin) abo -S(O)OCgH4-n-
CHs.

B opgHomy 3 BTiMeHb, cTagisd opepXaHHs MopdiHOHAiEHONKapboKkeunaTy BKIOYAE BUMKOPUCTAHHA CMOMyKU
dopmynu (11), B Akin R3 € -CHs.

B iHwoMy BTineHHi, cragia opepxaHHA MopdiHoHAieHONkapbokeunaTy BKIIOYAE BUKOPWUCTaHHS  CMOSYKM
dopmynu (I1), B Akin Rs € -Si((C+-Cro)ankin)s, -Si(apun)((C1-Cio)ankin)z, abo -Si(apun)z((C+-Cio)ankin).

B iHwoMy BTineHHi, cragia opepxaHHA MopdiHoHAieHONKapbokeunaTy BKIIOYAE BUKOPWUCTaHHS  CMOMYKM
dopmynu (1), B Akin Rs € -Si((C+-Cro)ankin)s.

B iHwoMy BTineHHi, cragia opepxaHHA MopdiHoHAieHONKkapbokeunaTy BKIIOYAE BUKOPWUCTaHHS  CMOSYKM
dopmynu (I1), B Akin Rs € -Si(CHs)2(C(CHs)sa).

B iHwWoMy BTiNeHHi, ctagis ogepxaHHs MopdiHOHAiEHONKapbokeunaTy BKIOYAE BUMKOPWCTAHHS auMIlio40ro
areHty dopmynm RsC(O)OC(O)Ras.

B iHwoMy BTiNeHHi cTagis opepXaHHs MopdiHOHAieHONkapbokeunaTy BKMOYAE BUKOPUCTAHHS auMIio4oro
areHty dopmynm CHzC(O)OC(O)CHa.

B iHwomy BTineHHi, crnocibé ogepxaHHA MopdiHOHAiEHONKapbokeunaTy BKMOYAE BMKOPUCTAHHS aLuuIorYoro
areHTy dopmynun RsC(O)X.

B iHwWoMy BTiNeHHi, ctagis ogepxaHHs MopdiHOHAiEHONKapOokeunaTy BKIOYAE BMKOPWUCTAHHS auMIlio40ro
areHty dopmynun RsC(O)X, B sakini X € -F, -Cl, -Br abo -I.

B iHwWoMy BTiNeHHi, ctagis ogepxaHHs MopdiHOHAiEHONKapbokeunaTy BKIOYAE BUMKOPWCTAHHS auMIiio4oro
areHTy dopmynu CH3C(O)CI.

Heobmexxyrounmm npuknagammn nepLumx OCHOB KOPUCHMX Ha CTagdii ogepxaHHs MopdiHoHAieHonkapbokeunaTty €
Ti, Wwo nucaxi B Po3gaini 4.2 gnsa cnocoOy oaepxxaHHsA kKapOoHiny.

B ogHoMy 3 BTifeHb, NepLUoo OCHOBOI € TpuarnkinamiH, napa-N,N-gumeTnnnipyanH abo kapbokcunaT fyXHOro
meTany.

B iHLOMY BTiNeHHi, NepLIo OCHOBOIO € TpUeTUamiH

B iHWOMY BTineHHi, nepiuoto ocHosoto € napa-N,N-gumetunnipnauH.

Auuntotoui areHTn popmynu RsC(O)OC(O)R4 abo RsC(O)X € komepLinHO JOCTYMHUMM abo MOXHa odepXaTu 3a
[ 0NMOMOroK0 BiIOMUX METOAIB.

B ogHoMmy 3 BTiNEHb, KiNbKiCTb auUMWMIOYOro areHTy BUKOPUCTOBYBAHOrO Ha CTafdil  ofaepXKaHHs
MopdiHoHAieHoNKapbokcMnaTy 3HaxoAuTbCS B iHTepBani Big npubnuaHo 1 go npmbnnsHo 15 MoONAPHUX eKBiBaNeHTiB
Ha MOnsApHWUA ekBiBaneHT cnonykn copmynu (ll); B iHWOMY BTINEHHi, KiMbKICTb aUMWMIOKYOro areHTy
BMKOPWCTOBYBAHOIO Ha CTagii ogepXaHHs MopdiHoHAieHoNnkapbokeunaTy 3HaxoanTbCs B iHTepBani Big npnbnusHo 1
0o npubnusHo 10 MOnsipHUX eKBiBaneHTiB Ha MOMSPHUI ekBiBaneHT cnonyku dopmynu (Il); i B iHWOMY BTiNeHHI,
KiNMbKICTb  auMmol4Oro  areHTy BMKOPUCTOBYBAHOTO Ha cTafil  ofepxaHHs MopdiHOoHAieHonkapbokcunaty
3Haxo4uTbCA B iHTepBani Big NpubnusHo 2 Ao npubnu3HO 7 MOMSIPHUX EKBiBANEHTIB Ha MOMSPHWI EKBiBaneHT
cnonyku coopmynu (II).

B ogHomy 3 BTiNEHb, KiNbKiCTb NepLloi OCHOBM  BUKOPWUCTOBYBAHOI Ha  cTadil  odepXaHHs
MopdiHoHAieHoNKapbokcMnaTy 3HaxoAuTbCS B iHTepBani Big npubnuaHo 1 go npmbnnsHo 15 MoONAPHUX eKBiBaNeHTiB
Ha MOMSIPHUI eKBiBaneHT aLMmiolY0ro areHTy; B iHLIOMY BTiMEHHI, KiNbKiCTb MepLloi OCHOBW BUKOPUCTOBYBaHOI Ha



cTagii ogepxaHHa MopdiHoHAieHoNnkapbokeunaTy 3HaxoauTbCst B iHTepBani Big npubnusHo 2 go npubnusHo 7
MOJSIPHUX €eKBiBamneHTiB Ha MONSAPHWN eKBiBaneHT auumioyoro areHTy; i B iHWOMY BTiMEHHi, KifbKiCTb MepLuol
OCHOBW BMWKOPUCTOBYBaHOI Ha CTafii ogepxaHHs MopdiHOHAiEHONKapboKkcMnaTty 3HaxoauMTbCs B iHTepBani Big
npnbnmaHo 3 go NpubnuaHo 6 MONSPHMX eKBIBanNeHTiB Ha MOMNSIPHUI eKBIBaNeHT aLuIolYoro areHTy.

B ogHomy 3 BTiNeHb, cTagilo ogepxaHHss MopdpiHoHgieHoNKapbokcMnaTy NpoBOAsATb B MPUCYTHOCTI OpraHiyHoro
pO34MHHMKA. HeobMmexylounmmn npuknagamMmyv  KOPUCHUX OPraHidHMX PO3YMHHWKIB  ONsl  CcTafii  ofepXaHHs
mopdiHoHAaieHonKapbokcunarty € Ti, Wo onucaHi B Po3aini 4.2 ana cnocoby ogepkaHHs kapboHiny.

B ogHOMy 3 BTiNEeHb, OpraHiYHUM PO3YUMHHMKOM, KOMM BUKOPUCTOBYETLCA Ha CcTafil  ofepXaHHA
MopdiHoHAieHoNKapbokeunaty, € ANXnopMeTaH, TeTparigpodypaH, MetTunteTparigpodypaH, Tonyon abo 6yap-aka
X CyMiLL.

B ogHOMy 3 BTiNeHb, KifbKiCTb OPraHiyHOro PO3YMHHWMKA, KON BUKOPUCTOBYETLCA Ha CTafii oAep)KaHHA
mopdiHoHAieHoNKapbokcmnaTy, 3HaxoauTbCA B iHTepBani Big npubnusHo 1 BaroBoi YacTuHM o npubnusHo 100
BaroBMX YacTUH BUXOAAYM 3 Bary cnonyku cpopmynu (I1); B iHLIOMY BTiNEHHI, KiNbKiCTb OpPraHiyHoOro po34mMHHMKa, Konm
BMKOPWUCTOBYETLCH Ha CTaAil ogepXaHHa MopdiHoHAieHONKapbokeunarTy, 3HaxoAnTbCs B iHTepBani Big npnbnusHo 5
BaroBmx YacTuH Ao npubnuaHo 50 BaroBux 4acTuUH BuxoasAuM 3 Barn cnonyku dopmynm (Il); i B iHWOMY BTineHHi,
KiNbKICTb OpraHiYHOro po3yvHHUKA, KON BUKOPWUCTOBYETLCS Ha cTagii ogepXaHHa MopdiHoHAieHonkapbokeunary,
3Haxo4uTbCA B iHTepBani Big npubnuaHo 10 BaroBux YacTuH A0 NpubnnsHo 25 BaroBMX YacTMH BUXOOAYM 3 Baru
cnonyku coopmynu (I1).

B ogHomy 3 BTiNEHb, OpraHiYyHWA PO3YMHHMK, KOMM  BUKOPUCTOBYETLCA Ha CTafil  oJepXaHHSA
MopdiHoHAaieHoNKapbokcunaty, € 6e3BogHMM. Cnocobu opepxaHHs ©e3BOAHWX  OpraHiyHUX  PO3YMHHUKIB
onucytoTbest B Po3sgaini 4.2 ons cnocoby oaepykaHHsa kKapOoHiny.

Cragito ogepxaHHs MopdpiHoHAiEHONKapbokcunaty npoBoAsiTb 3a YMOB [OCTaTHIX AN odepXaHHs
MopdiHoHAieHONKapbokcunary. B ofHOMY 3 HeobMexXy4mx BTiNeHb, cragito ofep>KaHHs
MopdiHoHAieHONKapboKcmnaTy NpoBoAsATe AOKW, NPUHANMHI, NpnbnunaHo 80 MOMSPHMX BIACOTKIB CMOMYKN hOpMynm
() He nepetBopsiTbca y cnonyky copmynu (lll); B iHWOMY HeoOMexytouoMmy BTINEHHI, CTafilo OAepKaHHSs
MopdiHoHAieHONKapboKcMnaTy NpoBoOAATe AOKW, MPUHANMHI, MPUBNN3Ho 95 MOMSPHMX BIACOTKIB CMOMYKU hOpMynm
(I) He nepetBopsATbCs y cnonyky copmynu (Ill); i B iHWOMY HeoOMexyr4oMy BTIMEHHI, CTafilo OAepKaHHs
MopdiHoHAieHONMKapboKcMnaTy NpoBoAATe AOKW, MPUHANMHI, MPUBnNn3Ho 99 MOMSPHMX BIACOTKIB CMOMYKN hOpMynm
(I1) He nepeTBOpPATLCS Y cnonyky cdopmynu (111).

MpoTikaHHA cTagii ogepxaHHA MopdiHoHAiEHONKapbokeunaTy MOXHa KOHTPOMOBaTU BUKOPUCTOBYHOYM 3BUYANHI
aHaniTUYHI MeToaMKM aHanorivHi TMM, WO onucaxi B Po3aini 4.2

Cragito ogepxaHHs MopdiHOHAieHoNkapbokeunaTy NPoBOASATL MPOTArOM Yacy i Npy TemnepaTypi AOCTaTHIN Ans
opepxaHHs cnonyku cdopmynu (lll). B ogHomy 3 BTineHb, Yac AocTaTHin ans ogepaHHs cnonyku dopmynm (111)
3HaxXo4MTbCA B iHTepBani Big NpubnusHo 1r go npubnuaHo 50r; B iHWOMY BTiNEHHI, Yac JOCTaTHIN ANs oAepXKaHHs!
cnonyku cdopmynu (lll) 3Haxogutbea B iHTepBani Big NpubnuaHo 5 r go npmbnuaHo 30r; i B iHWOMY BTiNEeHHi, yac
JocTaTHIv ans ogepxanHsa cnonyku dopmynu (l1l) 3HaxoamTecs B iHTepBani Big npubnuaHo 5r oo npubnunsHo 25r.

B ogHomy 3 BTiNeHb, TemnepaTtypa AOoCTaTHA Ans oaepXaHHs cnonyku dopmynu (l1l) 3HaxoamTbes B iHTepBani
Big npmbnusHo -78°C go npubnv3HO TemnepaTypy KWMiHHSA OPraHidHOro PO34MHHUKA, SIKLLO BUKOPUCTOBYETLCH; B
iHLIOMY BTiNeHHi, TemnepaTtypa AoCTaTHs ANns ofepkaHHs cnonyku dopmynu (Ill) 3Haxogutbest B iHTepBani Big,
npubnuaHo -78°C go npubnusHo 130°C; B iHWOMY BTifEHHi, TemnepaTypa AOCTaTHA AN OAepXaHHHA CronyKu
dopmynu (Ill) 3HaxoamTbCs B iHTepBani Big npubnmaHo 0°C go npnbnusHo 100°C; i B iHWOMY BTiNeHHi, TemnepaTtypa
JocTaTHs Ona ogepxaHHs crnonyku dopmynu (lll) sHaxogutbea B iHTepBani Big npubnusHo 20°C go npubnusHo
75°C.

Cragito ogepxaHHs MopdiHoHAieHoNKkapbokennaTy MoXXHa NMPOBOAUTU NPU NMOHWKEHOMY TUCKY, aTMOCdhepHOMY
Tucky abo nmigBuweHomMy Tucky. B ogHomy 3 BTineHb, cTagilo ogepkaHHsa MopdiHoHAiEHONKapbokeunaTy npoBoasTb
npu aTMocdepHOMY TUCKY.

B ogHomy 3 BTineHb, cTagito ogepxxaHHs MopdiHoHAiEHONKapboKcMnaTy NpoBOAATE B iHEPTHIN aTmocdepi, Takin
sK, Hanpuknag, No, He, Ne, Ar, Kr, Xe, abo Oyab-ska ix kombGiHauisi. B iHWOMY BTiNEHHi, cTagilo ogepXaHHs
MopdiHoHAieHoNKapbokcmnaTty npoBoasTb B atMocdepi Na.

Ha cTagii ogepxaHHa mopdiHoHAieHonKapbokecmnaty, Nnopsaok gogasaHHA crnonyku dopmynu (1), aumniotodoro
areHTy, NepLUoi OCHOBY i OpraHiYHOro PO3YMHHKKA, KONU MPUCYTHINA, MOXe 3MiHIOBaTUCh.

B ogHomy 3 HeobMexyumx BTiNeHb, CTagito odepXaHHs MopdiHOHAieHoNnkapbokeunaTy NpoBoAsAThb LUMASAXOM
nofasaHHsi cnonyku cpopmynu (Il), HeoBOB'A3kOBO, B MPUCYTHOCTI OPraHiYHOro PO34MHHMKA, 4O CyMilli, WO MICTUTb
auMmMIoKYMI areHT i nepLly 0CHOBY, HEODOOB'A3KOBO, B NPUCYTHOCTI OPraHiYHOro PO3YMHHUKA.

B iHWoMy Heobmexyrouomy BTifleHHi, CTadilo odepKaHHs MopdiHOHAiEHONKapboKkcmnaTy NpoBOAsAThL LUMSAXOM
[OoJaBaHHsi CyMillli, WO MICTUTb auUWmIOKYUIA areHT i nepLly OCHOBY, HEOOOB'SI3KOBO, B MPUCYTHOCTI OpraHiyHoro
po34nHHUKa, Ao cnonyku opmynu (1), He06OB'sI3KOBO, B MPUCYTHOCTI OPraHiYHOro PO34MHHMKA.

B iHWoMy Heobmexyrouomy BTifleHHi, CTadilo odepKaHHs MoOpdiHOHAIEHONKapboKkcMnaTy NpoBOAsAThL LUMSAXOM
[o[aBaHHsi NepLloi OCHOBU, HEOOOB'A3KOBO, B MPUCYTHOCTI OPraHiYHOro PO34YMHHKKA, A0 CYMillli, Lo MICTUTb CMOMNYyKY
dopmynu (ll), HeobOB'A3kOBO, B MPWUCYTHOCTI OPraHiYHOrO PO3YMHHMKA, 3 HACTYMHUM A0AaBaHHSAM auMIIoYoro
areHTy, Heob0B'A3KOBO, B MPUCYTHOCTI OPraHiYHOro PO34YMHHUKA.

B iHWomy Heobmexyrouomy BTifleHHi, CTadilo odepKaHHs MopdiHOHAiEHONKapboKkcMnaTy NpoBOAsAThL LUMSAXOM
AO[aBaHHA auMmMiolyoro areHTy, HeoboB'A3KOBO, B NMPUCYTHOCTI OpPraHiYHOro po3yvMHHMKa, A0 CyMilli, Lo MiCTUTb
crnonyky cpopmynu (1), Heo60OB'A3KOBO, B MPUCYTHOCTI OPraHiyHOro PO3YMHHUKA, 3 HACTYMHUM AOAABaHHSM NepLuoi
OCHOBW, HEODOB'A3KOBO, B MPUCYTHOCTi OPraHi4HOro PO34MHHKKA.

B ogHomy 3 BTineHb, cnonyky dopmynu (1) ogepxytoTs BUKOPUCTOBYKOUM CTafitl0 OfepKaHHs MOPAIHOHY i He
BUAINSI0YM BUKOPUCTOBYIOTE Ha CTagii ogepxaHHs MopdiHoHAieHonkapbokcunary.

B iHwomy BTineHHi, crnonyky dopmynu  (Il)  He BuginawTe  nicns  cTagii | oAepXKaHHs
MopdiHoHAieHoNKapbokcmnaty, i auuniolyYni areHT i neplly OcHOBY gofatoTb Ao cnonyku dopmynum (Il), To6TO,
"ogHOpeaKkTopHU" MeTos,.



B iHwomy BTineHHi, cnonyky copmynu (II) He BuAinsawTe nicns crtagii ogepXXaHHS MOPMIHOHY, | auunoYmn
areHT i NepLUy OCHOBY AOAalTb 04HOYAacHO Ao cnonyku dopmynu (I1).

B iHwomy BTineHHi, cnonyky dopmynu (II) He BuAinsawTe nicns crtagii ogepXXaHHS MOPMIHOHY, | auunoYmn
areHT gogatoTb nepumm o cnonyku dopmynu (Il) 3 HacTynHUM JoAaBaHHSAM NepLUOi OCHOBW.

B iHwomy BTineHHi, cnonyky dopmynu (Il) He BUAiINsATL nicns cragii ogep>xaHHa MOPAIHOHY, i MepLly OCHOBY €
AofatoTb nepLioto 4o cnonyku popmynu (Il) 3 HaCTynHUM JoAaBaHHAM aLMIIOYO0ro areHTy.

B iHWOMY BTiNeHHi, cTagisa ogepXaHHs MOPCPIHOHY TakOX BKIOYaAe Apyry OocHoBy; crnonyky dopmynu (Il) He
BUAINSIOTb Nicnsi cTagil ogep)KaHHss MOPIHOHY; | aLUIOYMIA areHT goaatoTb Ao cnonyku coopmMynu (Il) 3 HacTynHUM
JoJaBaHHSIM NepLUoi OCHOBW.

B iHWOMY BTiNeHHi, cTagisa ogepXaHHs MOPCPIHOHY TakOX BKIOYaAe Apyry OcHoBy; crnonyky dopmynu (Il) He
BUAINAITL Micna cTafil ogepkaHHs MOpPAIHOHY; i auumiolYniA areHT | neply OCHOBY A04al0Tb OAHOYACHO A0
cnonyku dopmynu (Il); 4e Apyra ocHoBa i NepLua oCHOBa € OAHAKOBUMM.

B ogHomy 3 BTineHb, cnonyky dopmynu (lI) He BuginaoTb nicns ctagii ogepXaHHs MOpdiHOHY, i cTagis
OflepXXaHHA MOPMIHOHY BKNOYAE BUKOPUCTAHHA NepLly OCHOBY i Apyry ocHoBy. Konwv ctagis ogepaHHA MOpPdiHOHY
BKI1I0HAE BMKOPUCTAHHSA NepLUOi OCHOBM i APYroi OCHOBM, MepLua OCHOBA i Apyra OCHOBa MOXYTb OyTW OgHaKOBUMM
abo pisHumn. B ogHoMy 3 BTineHb, Meplua OCHOBa i Apyra OCHOBa € OAHaKOoBUMW. B iHWOMY BTiMeHHi, nepLuoto
OCHOBOIO | APYro0 OCHOBOIO € TPUETUIaMIH.

B iHwomy BTineHHi, crnonyky dopmynu (ll) BuainawTe nepen i BUKOPUCTAHHAM Ha CTafii ogepXaHHs
mopdiHoHAaieHonkapbokcmnaty. Cnocobw BugineHHs cnonyku dopmynm (I) € Takumm sk obroBoptoBanock B Posgini
4.2 nnsa ogepxaHHs keToHiB abo anbaerigis B cnocobi ogepkaHHsi kapboHiny.

Mpu 6axaHHi, cnonyky dopmynu (Ill) MmoxHa BUAINUTK | O4UCTUTK 3@ METOAAMM aHanNoriYHNMM ob6roBOpeHUM B
Po3gini 4.2 ona BuAineHHs i 04MCTKU OfepXaHnX KETOHIB abo anbAeriaiB B cnocobi ogepxaHHst kapboHiny i/abo 3a
MeTo4amu OMUCAaHUMM HUXKYE.

B ogHomy 3 BTineHb, cnoci6 BugineHHs cnonyku dopmynu (Ill) Bkntovae koHTakTyBaHHSA cnonyku dopmynu (I1) 3
OopraHiYyHMM PO3YMHHUKOM i BOAOMO.

Hanpwvknag, cnonyky copmynu (1) MoxxHa BUAINMTA LUNSIXOM KOHTaKTYBaHHsI cyMili ("cTafist KOHTakTyBaHHS"),
wo Bkntoyae cnonyky dopmynm (Ill) i opraHiyHMin po34MHHKK 3 BOAOHO, WO HEOBOB'sI3kOBO nigkmcneHa. Konm Boaa,
LLIO BUKOPUCTOBYETHCH Ha CTafdil KOHTaKTyBaHHA He € NiAKMCIIEHOW, opraHiuHy dasy 3bupatoTe, BogHa hasy moxe
Hadani KOHTaKTyBaTW 3 OpraHiYHUM PO3YMHHWUKOM, | opepaHy OidasHy cymill MoxHa HeoOOB'AI3kOBO Hagani
06pobuTn ocHoBOW, Takok K 25% BogHun NaOH ans nigsuweHHs pH BogHoi dasm B iHTepBani Big npubnusHo 7,0
0o npnénumaHo 9,0.

Konn Boga, WO BMKOPWUCTOBYETLCA Ha CTafdii KOHTaKTyBaHHS, € MiAKUCMEeHOo, BoAHY daly 36upaioTb; BogHa
hasa KOHTaKTye 3 opraHiuyHolo daso; opgepxaHy 6GidasHy cymiw moTiM obpobnsoTe OCHOBOW, Takow AK 25%
BogHun NaOH gnsa niaeBuweHHst pH BogHoOi ha3n 0o 3HadeHHst B iHTepBani Big npubnusHo 7,0 oo npubnusHo 9,0; i
opraHiyHy ¢asy 36upatoTb.

O06'egHaHi opraHiyHi ga3v KOHLEHTPYITb OO0 3anuLKy Npyu MOHWKEHOMY TUCKY, | OAepXKaHui 3anuLIOK MOXHa
noTiM BiJOKPEMUTW i OYMCTUTU 3a MEeToAaMW aHanoriYHuMu TUM, WO onucaHi B Po3gini 4.2, Taki 9k, Hanpuknag,
neperoHka, kpucTtanisadis i/fabo xpomaTtorpadisi.

HeobmexyoumMmn npuknagaMmm KOPUCHUX OpraHidHMX pO34YMHHUKIB O KOHTaKTyBaHHS cnonyku dopmynm (l11) 3
BOAOIO € OpraHiyHi PO34YMHHMKK, LLO He 3MillYTbCS 3 BOAOK, Taki Sk Hepo3ranyeHi i posranyxeHi anidaTtnyHi (Cs-
C10)BYrneBogHi, Taki sik OyTaHW, NMEeHTaHW, rekcaHW, renTaHu, OKTaHW, HOHaHW, AeKaHW; LMKNivHi anidatuyHi (Ca-
Cr)ByrneBogHi, Taki SK LMKNoOyTaH, LMKIOMNEeHTaH, LMKIOreKcaH i UMKIorenTaH; apoMaTudHi BYrmeBOAHi, Taki SK
6eH301, Tonyon i KCUMeH, KOXeH 3 Skux Moxxe ByTu 3amilieHnii ogHMm abo gexinbkoma -rano abo -rigpokcurpynamu;
(C4- Ca)ByrneBopgHi 3amiwieHi gBoma abo 6inblue ranoreHamu, Taki SK AMXIIOpMETaH, XropodopM i TeTpaxnopug
BYrnewLto; Aiankinosi etepu, Taki sk OieTUNOBUMN eTep, Aiizonponinosuii etep, AMOyTUNoBi eTepn i MeTunbyTunosi
etepu; eTunaueTart; i Oyap-sKa ix cymiw. B ogHOMy 3 BTifeHb, OpraHiyHM PO3YMHHUKOM € ANXIIOPMETaH.

Cnonykn dopmynm (lll) kopucHi ana ogepXaHHA MOPMIHOBMX ankamnoifiB, TakMX siKk HaroKCOH, HanmTPEKCOH i
OKCUKOZOH 3a JOMOMOrol Metofis fobpe Bijomux B Ui ranysi (aueiTecs, Hanpuknag, nateHT US 6,013,796, Huang
et al).

Mpu GaxaHHi, R3 3axucHy rpyny cnonyku cpopmynu (lll) MoxkHa BMAAnNUTK i 3aMiHUTK TPyno, Takow sk -H
("cTapia 3HATTS 3axucTy"). TUNOBO, CTafil0 3HATTSA 3aXUCTY HE NMPOBOAATb A0 3aBEPLUEHHS iHLIMX XiMIYHUX peakuin,
LLIO MOXYTb HECMPUSITIIMBO BMAMBATU Ha NPUCYTHIO rigpokcurpyny Ha 6eH30mbHOMY KinbLi MOpdiHOBOro ankanoigy.
Cnocobwu BnganeHHs cneundivyHNX 3axMcHUX rpyn B MOphiHOBMX ankanoigax onncytoTbesl, Hanpuknag, B nateHTi US
4,472,253, Schwartz (ge Rs € -ankin); nateHTi US 5,112,975, Wallace (ae Rs € - kapboHar); i nateHTi US 6,008,355,
Huang et al. (e R3 € -auun); abo 3a gonomoroto cnocobiB Bi4OMYKX B Ui ranysi 4na 3axucty deHonis (QuBiTbes,
Hanpwvknag, Greene et al., Protective Groups in Organic Synthesis 143-170 (1991), kOoXeH 3 KX BKIIOYEHUIA Cloaun
SIK NOCUNaHHS).

Ak 3a3HaveHo BuLle, NpedcTaBneHUi BUHaXi[ TakoX CTocyeTbes HoBux crnonyk dpopmymm (Ill), ge Rz e -Si((Ci-
Cio)ankin)s, -Si(apun)((C4-Cio)ankin)z abo -Si(apun)2(C+-Cro)ankin; i R4 € -(C1-Cqo)ankin.

B ogHomy 3 BTineHb, npegcTaBneHui BUMHaxig4 cTocyeTbcs Hosux cnonyk cdopmynu (lll), ge Rz e -Si((Cs-
Cio)ankin)s.

B iHWwoMy BTiNeHHi, NMpeAcTaBneHWn BUHaxig TakoX CTocyeTbCA HoBuMx cnomyk copmynum (lll), ge Rs e-
Si(CH3)2(C(CHj3)3).

B iHWoOMy BTineHHi, npeAcTaBneHnn BUHaxig Takox cTtocyeTbecs HoBux crnionyk cpopmynu (Ill), ae Rs e -CHa.

Hosi cnonyku dopmynu (lll) moxHa ogepxaTtn B3aemogieto crnonyku dopmynu (Il), ae Rz € -Si((C1-Cqo)ankin)s, -
Si(apun)((C1-Cio)ankin), abo -Si(apun)2((C1-Cio)ankin), 3 MNepLUo0 OCHOBOK i auMriolyMM areHToM 3a YMOB
JocTaTHiX Anst oaepaHHsi cnonyku doopmynu (), sik onmcaHo BuULLE.

HacTynHi npvknaam npuBegeHi ons Kpaworo po3ymiHHS BUHaxXo4y i He 0OMEXyYTb OnUCcaHWI BUHaXIZ | MYHKTH
dopmynu BuHaxody. Taki Bapiauii BUHaxo4y, BKIKOYAUM 3amiHy BCiX eKBiBaNeHTIB BigoMUX 3apa3 abo po3pobneHux
notim, siki OyoyTe monagaTy B Mexi 3HaHb cneuianicta B Uik ranysi, i 3amiHM peuentyp abo He3HayHi 3MiHW B



eKkcnepuMeHTanbHUX MeTogMkax, nonagarTb B MeXi paMoK NpeacTaBneHoro BuHaxoay.

5. Mpuknagn

5.1. Mpwuknag 1: Cuxtes 3-O-bic(ammeTnn-1-6yTnn)cnninMopdiHy

PosuuH gnmetun-t-6ytuncuninxnopugy (0,115r, 0,76 mmonb) B TeTparigpodypaHi (76mn) (Aldrich) gogasanu
npotarom npubnuaHo 5xB [0 po3unHy mopdpiHy (20,38r, 71mmons), imigasony (14,59r; 214 mmornb) i
anmvetundopmamigy ("OM®PA") (100mn) npu 25°C B atmocdepi No. OgepaHuin 3eneHnin po3yrH nepemillysany npu
25°C npoTaromM 24r i KOHUEHTPYBanu npu NoHwKeHoMy TucKy i npu 40°C. OgepxaHy B'A3Ky CyMmill godasanu Ao
AeioHizoBaHoi Boau (500r) mpu 25°C i ogepxkaHun 6Ginui ocag 36upanu dinbTpyBaHHAM. TBepay peqoBUHY
po34nHANM B amxnopmeTaHi (100Mn) i ogepxxaHy opraHiyHy dasy 36upanu. OpraHiyHy dasy cyLumnm Hag cynbdaTom
HaTpito, dinbTpyBanu i inbTpaT KOHUEHTpyBanu npu MOHWKeHoMy Tucky npu 40°C. OpepxaHuii 3anmLiok
nepekpucranisysanu 3 rentaHy, Wo kunutb (75mn), ogepxytoun 3-O-bic(gnmeTmn-T-6yTun)cuninmopdid gk oini
kpuctanu. Buxia: 13,60r (34 mmonb, 48%).

5.2. MNpwvknag 2: OgHopeakToOpHWIA CUHTE3 KoAEIHOHAieHonaueTaTy

OpepxaHHa koAeiHoHy: TpwuxnopisoumaHypoBy kucrnoTy (2,30r, 3,8 Mmonb) 3aBaHTaxyBanu y 100mMn
KPYrnoAoHHy Konby cnopsimpkeHy ONCTUNALIMHOK HacaaKoto i BMiCT konbu oxonoaxysanu go -30°C B atmocdepi No.
Y konby gopasanu 6e3BogHui guxnopmertaH (15mn) i ogepxkaHy cycneHsito nepemiwysanu npotarom 30xB npu -
30°C. Mo kpannsam npoTArom 5 XBUMWMH OO CycneHsii JogaBanu po3uvnH koaeiHy (2,97r, 9,9mmonb) B 6e3BogHOMyY
avnxnopmetaHi  (15mn.) i BMmicT konbwu nepemiwyBanu npoTtaroMm npubnuaHo 30xB npu -30°C. OpepxaHy
monokonogibHy cycneHsito BuTpumyBanu npu -30°C i no kpannam npotarom npubnusHo 10 xBUNWMH godasanu
Tpuetunamid (6,91mn, 50 mmone). OgepxaHy CBITIO-KOPMYHEBY cycneHsito HarpiBanu go 10°C i 3anuwanv Ha 2ri 3a
Len Yyac 3aBepLUyBanochb NepeTBOPEHHs KogelHy Yy KOOETHOH.

OpepxaHHsa kogeiHoHAieHonaueTaTy: KopnyHeBy CycneHsilo onucaHy BuLLe 3anuiiany HarpiBaTuck 40 KiMHaTHOI
TemnepaTtypu i gogasanv ouTtoBuin aHrigpug (4,68mn, 50 mmonb). BmicT konbwu HarpiBanu go npubnusHo 50°C i
npubnuaHo 90% AuxnopmeTaHy BuAananu neperoHkot. OpepaHy CycreHsilo 3anuany OXOnoaxyBaTuCb A0
npubnmaHo 25°C i nepemiwysanu npotarom 171 npu 25°C i 3a uen Yac 3aBepLuyBarnocb NEPeETBOPEHHS KOOEIHOHY Y
KogeiHoHAieHonawueTar.

OnxnopmeTaH (20Mn) goaaeany o peakuiiHoi cymiwi i cymiw oxonomxysanu o 0°C. [1o oxonomKeHoi cymiLui
popasanu po3uvH 3mn 88% (B/B) MypalwwwmHoi kncnotu B 20mn Boau oxonogxeHoi npubnusHo go 0°C i GicdasHy
cymilw nepemiwwysanu npotsaroM 5xs8 npu 0°C OpepkaHy opraHivHy dasy 3dupanu i npommusany posunHom 1mn 88%
(8/B) mypawwuHoi knucnotu B 20mMn Boau. BoaHi wapw o6'egHyBanu i oxonomkysanu go npubnuano 0°C. OJogasanu
avxnopmetaH (20mn), notim 25% (B/B) BOgHWI rigpokcng HaTpito 4o pH BogHoi da3n 8,75. BogHuii wap 36upanm i
ekcTparysanu 3 guxnopmetraHoMm (20mn) O6'egHaHi opraHiyvHi Wwapwn cylwmnnu Hag cynbdaTtom HaTpito, pineTpyBanm i
KOHLIEHTPYyBanu npu noHwkeHomy Tucky npu 30°C OpgepxkaHuii MacnsHuii 3anuwok cywunu npu 40 Topp npu 30°C
oJepXyoum kogeiHoHaieHonaueTar K CBIiTNI0-KOpUYHEBY TBepay peyoBuHy. Buxig 2,82r (83 mmonb; 84%).

MpencTaBneHuin BuHaxig He OOMeXyeTbCs pamkamy crneundiyHux BTiNeHb OMMCaHUX B MpuKnagax, ki
npu3HadeHi Ansa incTpauii Oesknx acnekTiB BUHaxody i Oyab-ski BTINEHHs), WO (YHKLiOHANbHO EKBiBaneHTHI,
3HaxoOATbCA B MeXax Uboro BuHaxoay. Hacnpaegi, pisHi mogudikauii BuHaxogy Ha AOAAaTOK OO TYT MOKasaHuX i
onuncaHux GyaoyTb OYEBUAHI criedjanictam B Ui ranysi i nonagaTe B paMKu NpyUBEAEHMX Aani NMyHKTIB (hopMynu
BMHaxody.

Psig nocvnaHb NnpuBedeHMX TYT, NOBHI OMMUCU SIKUX BKITIOYEHI CIOAUN SIK MOCUMaHHS.



