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(57) Hacrosmee wusobperenue mnpejiaraet coenuHenue ¢opmynbl la u cnoco6 ero oumctku. Takske

H300peTeHne TIpeIaraeT crnocod TomydeHHs coequHeHus GOopMyNbl 5, Tie Kakaslii R’ He3aBHCHMO
BeIOuparT u3 C;ankmia win ¢ermna. CrocoObl JAaHHOTO M300pPETEHUS BKITIOYAIOT CTaIUHU, KOTOpPEIC
MO3BOJISIFOT MOJTy4YaTh YIYYIICHHBIC BBIXOABI U MEHbIIE MOOOYHBIX MPOAYKTOB, YEM B TPaTUIMOHHBIX
criocobax. B cmocobax JaHHOTO H300peTEeHUs] MPUMEHSIOTCS peareHThl (HAlpUMeEp, pPEearcHTHI-
OKHCJIUTENH), KOTOPbIE MEHEEe TOKCUYHBI, UM T€, KOTOPbIE UCIOIB3YIOTCS B TPAIUIIMOHHBIX CIIOCOOAX
(manpumep, okcamun xsuopun). Co crocobamu HacTOSIIEr0 M300pETEHHs TONy4YaloT COCIUHEHHS C
YIy4ILICHHBIMU OKA3aTeJIIMH 3. 1. U XUMUYECKOM YUCTOTHI; TAKMM 00pa3oM YCTpaHsETCs HE0OX0AUMOCTb
WCIIONIb30BaHMsl  JIOTIOIHUTENBHBIX XPOMATOrpaUuecKux Crajauid. A Takxke, CrIocoObl JaHHOTO
HU300peTeHMs] MPUTOMHBI JUIsl MAacIITAaOMPOBAHHS TMPOIECCOB MOMYYCHUS KOMMEPYCCKUX KOJIUYECTB
KOHEYHOTO MPOJYKTA.
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2420-560009EA/061
CIIOCOBbBI CUHTE3A AHAJIOT'A TPOCTAIIUKJINHA
INEPEKPECTHAA CCBIJIKA HA POJACTBEHHVYIO 3AABKY

ITo nannoii 3asBke PCT ucnpammsaercs npuoputeT npensapurenpHbix 3as8ok CIIA 3a

HoMepamu 61/734672, 3apeructpupoBanHoit 7 npexabps 2012 r, wu 61/777 882,
3apeructpupoBaHHoi 12 mapta 2013 r. Hacrositmum o6a 3T JOKyMeHTa BKJIFOYEHbI BO BCEl CBOEH
MOJIHOTE MOCPEACTBOM CCBIIKU.

OBJIACTb TEXHUKHW M30BPETEHUA

Hacrosimee nzobpeTeHne OTHOCUTCS K CITOCO0aM U MPOMEKYTOYHBIM COSMHEHUSIM TSI

HOJ'IyLIeHI/ISI aHaJiora HpOCTaLII/IKJ'II/IHa, KOTOpre IIOJIE3HBbI B JICUCHHUU FI/IHepTeHSI/II/I 51 I[pYFI/IX
3a00J1eBaHUM.
TTPEJITOCBIJIKHU U3OBPETEHU A

HpOI/ISBOI[HbIe W aHAJOTHU NPOCTALIUKIIMHA SABJIAKOTCA TOJC3HbIMU (I)apMaLIeBTI/I"IeCKI/IMI/I

COEAMHEHUsIMH, 00JIaIAFOIIMMU TAKOH aKTUBHOCTBIO, KaK MOJABJICHNUE arperaiuyu TpPOMOOLUTOB,
CHIDKEHHE O KENYJOYHON CeKpeLUWH, WHTHOMPOBAaHWE TMOBPEXKIEHHs, Ba3OMWIATAlM U
OpOHXONHUITATALIVIS.

TpenpocTuHUN SBISIETCS CHHTETUYECKUM IMPOU3BOIHBIM IMPOCTALMKIINHA, KOTOPOE B
HACTOAIIee BpeMs IIPOIaBaeMblii IO TOProBbIM HaszBaHueM Remodulin® (PemoayuH) B kauecTse
akTuBHOTO (hapmaneBtuueckoro uHrpenuenta (A®H) Onaromapsi ero cmiocoOHOCTH TIOHABJISITH
JIETOYHYI0 apTepUaIbHYI0 THMNEPTEeH3UI0. TpenpocTuHWI Broepebie onucaH B maTeHT CLIIA Ne
4306075.

IIpou3BonHbIE MPOCTALMKINHA TPAIULHOHHO CHHTE3UPYIOT C HCIOJIb30BAHUEM
Pa3IMYHBIX CIIOCOOOB, OMMCAHHBIX B nmyOnukanmu J. Org. Chem. 2004, 69, 1890-1902, Drug of
the Future, 2001, 26(4), 364-374, natenrax CIIIA NoNe 4306075, 6441245; 6528688, 6700025,
6765117, 6809223 u nyOnukanusx nateHTHbIX 3assBOK CIITA NeNe 2009/0163738, 2011/0319641
Al, a Takke B nmyOJUKaUUKM KaHAICKON mateHTHOU 3asBku Ne 2710726 Al. ConepskaHue 3THX
JOKYMEHTOB BKJIFOUEHO BO BCEH CBOEH IMOJHOTE B IAHHYIO 3asBKY IIOCPEICTBOM CChUIKU. B 3THX
NyOJNUKALUSX TaKKE PACKPBITBI CIOCOOBI M MPOMEKYTOUYHBIE COSAMHEHUS, NPUMEHHMBIE B
NOJIy4eHUH TpenpocTHHIIA. OIHAKO CTOCOOBI, ONMMCAHHBIE B 3THX UCTOYHHUKAX, UMEIOT OJIMH HITH
HECKOJIBKO HEIOCTAaTKOB, BKJFOYAs TOKCUYHBIC PEareHThI—OKHCIUTEIH, CHUKEHHbIE BBIXOIBL,
NOBBIIIEHHBIE YPOBHHU MPHUMECEH, MIOXYI CMOCOOHOCTh K MAacIITaA0OMPOBAHUIO, MHOTOKPATHBIE
CTaguyl XpPOMaTOrpapuuecKoil OYHCTKH TNPOMEXKYTOUYHBIX M KOHEUHBIX MPOAYKTOB. Takum
o0pa3oM, TMO-TIpeKHEMY CYIIeCTBYeT TNOTPeOHOCT, B 0O€30MacHOM, MacIITadUpPyeMOoM,
3¢ ($HeKTHBHOM U 5KOHOMHUYHOM CIIOC0o0€ MOJTYYEeHUS TPENPOCTUHIIIA.

KPATKOE OITMCAHUE U3OBPETEHUA

Kak onmcaHo B JaHHOM JOKYMEHTE, HACTOsIIee H300peTeHHe Mpeaaraer CrocoObl

NOJIyUeHHs aHasora npoctauukianHa @opmysl IA:



OJ\OH

uu ero GapMaresTHdecku npuemiemoil conu, rae R npencrasnser coboit nuneHbIi

IA

unu pa3BeTBieHHbINH C1-6 aTKUIL.

CrniocoObl TaHHOTO W300pETEeHUs] BKIIFOYAIOT CTaaWH, KOTOpPbIE MO3BOJSIFOT MOJy4YaTh
yJy4IIeHHbIE BBIXOAbI U MEHbIE MOOOYHBIX MPOAYKTOB, YeM B TPAAMLHOHHBIX crocobax. B
crocobax JaHHOTO HU300pETEeHHs MPUMEHSIIOTCST peareHThl (HampuMmep, peareHThi—OKUCIUTENH),
KOTOpbIE MEHEee TOKCHYHBI, Ye€M Te€, KOTOpbIE HCIOJb3YIOTCSA B TPAAMLIHOHHBIX CIOCO0ax
(Harmpumep, okcanua xJjopun). MHorue u3 crnocoOOB HACTOSINEro H300peTeHus He TPeOyIoT
JOMOJHUTEIBHOM XpoMaTorpagUueckoil OYUCTKU TMPOMEKYTOYHBIX COCIMHEHHH M TMO3BOJSIOT
NOJIy4aTh MPOMEKYTOYHbIE COCAMHEHHS C YJIYYLICHHbBIMH 3HAHTUOMEPHBIM U30BITKOM (3.1.) U
XUMHYECKOW YHCTOTOH. A TaKke, CIOCOObI JaHHOTO W300pEeTeHHs MPUTOOHBI IS
MaciiTaOupOBaHUS TPOLIECCOB MOJTYUEHHs KOMMEPYECKHUX KOJIMYECTB KOHEYHOTO MPOIYKTA.

B onHOM acnekre Hacrosiee H300peTeHne NMPeAsIaraeT crocod MoTyueHUs] COSTUHEHNS

Dopmysl 1
HO

~OH

0]

OJ\O H

win ero (papMaleBTUYECKH TMPUEMJIEMON COJIM, BKJIFOYAIOIIMA CTAOUH. i) MPOBEIEHUS

|

peakuu coeanHeHuss PopmyJibl 9 C OKUCIUTENBHBIM ar€HTOM B MPUCYTCTBUM OPTaHUYECKOIO
PacTBOpUTEJIS ISl MOJydeHus1 coeauHeHuss @opmyiel 10
CHO
OH

X X
OR! OR!
9 10
1 o <

rae R npencrasnsier coboit Ci-¢ aNnkuia U OKUCIUTENBHBINA areHT BKmoudaer MnO; wimm
nepuonuHan Jlecca—Maptuna, ii) mnpoeeneHus peakuuu coeauHeHuss @Popmynaer 10 ¢
coenuHenrueM PopMysbl S B NPUCYTCTBUM OCHOBAHUS M OPraHUYECKOrO PACTBOPUTENS AJIs
nostyueHus coenunenus @opmynsl 11, rae kasxapiii R?* nezaBucumo BeibuparoT u3 Ci_s ankuna

wiu GpeHuna; u
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iii) mpeoOpaszoBanus coenunenus @opmysl 11 B coennaenne @opmyoisi L.

B HekoTOpBIX BapHaHTax OCYIIECTBJICHUs] OPTaHUYECKUI PacTBOPUTEND, UCIIONIb3YEMBIH
B CTaauu i), BKIIOYAET TaJIOTeHHWPOBAHHBIA OpraHUYecKuil pacrBopurenb. Hampumep,
OpPTaHUYECKUIH PaCTBOPHUTENb, UCIIOIB3YEMbIid B CTAAHH i), BKIIOUAET TUXJIOPMETaH, XJopohopm
WIH JTIO0YI0 X KOMOHMHAIHIO.

B HekoTOpBIX BapwaHTaxX OCYLIECTBJIEHUS OCHOBAHHUE, HCIIOIB3yeMOE B CTaAuu ii),
BKJIFOYAET peareHT aakuwuinTuil. Harpumep, ocHOBaHME, UCTIONB3YEMOE B CTAJIHMH ii), BKIIFOUAET
6MOp—Oy THILITUTUH.

B HekOTOpBIX BapuaHTax OCYIECTBJICHHUs] OPTaHUYECKHUI PaCTBOPUTENb, UCIIOIb3YEMBI
B CTAaJUH ii), BKJIFOYAET MEHTaH, FeKCaH, LIUKJIOTeKCaH, IenTaH, TeTparuapodypas, 1,4—11uokcaH,
V3 TUIIOBBIN 3(up, meTponeitHblil 3¢up,

MeTUI-Mpem—OyTUIOBbIH 3¢up nnn odyro ux KoMOnHauui. Hanpumep, opranndeckuii
PacTBOPUTEIb, UCTIONB3YEMbIH B CTAIUH ii), BKIIIOYAET METHII—/pem—OyTHIIOBBIN 3 up.

Hexkotopble criocoObl JOMOMHUTENBHO BKJIIOYAIOT CTAJUM: iV) KHUIITYEHUS ¢ OOpPaTHBIM
XOJNIONUIBHUKOM coeanHeHuss Popmynbl la B MNPUCYTCTBUM MeTaHOJA [Jsl IOJIyY€HHUs

coequHenust @opmyibl 1, 3.1. KOTOPOTO BblllIe YeM NpUMepHO 98%;
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V) nposesienust peakiuu coemuHenus @opmynbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSAX IS

NOJIy4eHUs coequHeHust PopmyJsl 2;

0
LA 0siRY),
2

vi) mpoBeneHus peakuuu coequHeHuss @opmyinsl 2 ¢ 1-TpumMeTHICHINI— ] —IPONMHOM JJIs

noJly4eHus coenuHennst Popmyisl 3; u

OH
0Si(R?),
/\A/
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vii) mpeoOpaszosanus coenunennst Popmyisl 3 B coenuHeHne Qopmysl 5.
B npyrom acnekre HacTosilee H300peTeHue peasaraeT crnocod MonyueHNs CoenHEHNs]

Dopmysl 1



HO

H
o)

O;LOH

WK ero (papManeBTUYECKH MPUEMIIEMOM COJIM, BKJIFOYAIOIINN CTaauu: Viil) MPOBeaeHuUs

|

pe€aknuu COCAUHCHUA CDOpMy.IIbI 11 ¢ OKMCIUTEIbHBIM areHTOM B NMPUCYTCTBUH OPraHUYCCKOro

PacTBOPUTEJIS ISl MOJydeHus1 coequneHuss @opmynel 12
OH

Y~ TOSi(R%),
OSi(R?),

OR'

11

rne R! mpencrasaser coboii Ci—s ankui, kaxablii R? nesasucumo BeioupaoT u3 Cig
ankujna wid (eHwn a, W OKHUCIUTENbHBIH areHT BKIrodaeT MnOz; u ix) mnpeoOpa3oBaHus
coenunenust @opmyisl 12 B coennnenue @opmyisl L.

B HEKOTOpbIX BapMAHTax OCYLIECTBIeHUs kKaxayro u3 —OSi(R?); rpynm B coenuHeHHsX

@opmyn 11 1 12 He3aBHCUMO BBIOHUPAIOT U3

tBu .
= Sil iPr Me
O S',/iPr 4 —Bu
, #orSiipr o F07Me

B HekOTOpBIX BapHaHTax OCYIIECTBJICHUs] OPTaHUYECKUM PacTBOPUTENb, UCIIONb3YEMBIH
B CTaAuu Viii), BKJIIIOYAET TaJIOTeHHPOBAHHBIN OpraHUYeCKUil pacTBOpuUTeNb. B HEKOTOpPBIX
npuMepax rajJOreHHPOBAaHHbBIN OpPraHUYecKUull pacTBOPUTENb, UCIONB3YEeMbIH B CTaAuM Viii),
BKJTIOYAET TUXJIOPMETaH, XJ0PO(HOpM HITH JIFOOYIO MX KOMOMHALIUIO.

Hekotopbie crmocoObl TOMOJHUTENBPHO BKIKOYAOT CTaJWU: 1) MPOBEACHUS pPEaKLUU
coequHeHust @Popmynbl 9 ¢ OKHCIUTENBHBIM areHTOM B TPUCYTCTBUHU OPraHUYECKOTrO
pacTBOPUTENA Uil OJy4eHUs1 coequHeHuss Popmyasl 10

OH CHO

X N
OR! OR'
9 10

rae R! npencrasnser coboit Ci-¢ aNKuI U OKHCIUTENbHBINH areHT BKkIouaeT MnO> uiu
nepuoanHad Jlecca—-MaptuHa;, u 1i) nposeneHus peakuuu coenuHeHuss Popmynsl 10 c

coenuHenrueM PopmyJibl S
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B MPUCYTCTBUU OCHOBAHUs U OPraHUYECKOIrO PaCTBOPUTENS [JIs MOJyUYEHUs] COeANHEHUs
Dopmybill.

B HekoTOpBIX BapwaHTaxX OCYILIECTBJIEHUS OCHOBAHHE, HCIIOIb3yeMOE B CTaguu ii),
BKJIFOYAET peareHT ajkuuuTuil. Hampumep, peareHT ankuuIUTUH, UCHOJB3yeMbIH B CTAAMH ii),
BKJTFOYAET 6MOp—Oy TUILTATHH.

B HeKkOTOpBIX BapHaHTax OCYIIECTBICHUs OPTaHUYECKUI PacTBOPUTENb, UCIIOIb3YEMBIH
B CTaJWH 11), BKIIFOYAET TMEHTAH, TeKCaH, [IUKJIOTeKCaH, renTaH, Terparuapodypat, 1,4—nuokcaH,
IVSTUIOBBIA 3QHp, METPOJEHHBIH 3GUp, METHI-mpem—OyTUIOBbIH 3(up WM MO0y HX
koMOuHamoo. Hanpumep, opraHudeckuii pacTBOPUTENb, UCIIOIB3YEMbIH B CTQAHH ii), BKIIFOYAET
METUI-1pem—Oy TUIIOBBIHA 3Hp.

B npyrom acnekre Hacrosimee H300peTeHne npeaaraer crnocod Noay4eHus: COeAMHEHHSI

Dopmyusl 1
HO,

WK ero (papMaLeBTHYECKH MPUEMJIEMOI COJIM, BKIIOYAIOLIUN CTaJuU: X) MPOBEACHUS
pe€akmuu COECOUHECHUA (DOpMy.III:I 12 ¢ BOCCTAHOBUTEJIEM B MNPUCYTCTBUHU OPTraHUYCCKOI'O

pacTBOpUTEJIS ISl MOJydeHus1 coeaunenuss @opmynel 13

= OSi(R2)3
OSi(R?)3

R1 R1
© 12 © 13

z OS](R2)3
OSi(R?)3

r7ie opraHudeckuii pactsopurens Bkmodaer TI'®, R! npencrasnser coboii Ci—¢ ankumn, u
kaxabii R* Hezapucumo mpejcTapiser coboit Cioe amkun unu GeHuI; u xi) npeobpazoBaHus
coenunenust @opmyisl 13 B coennnenue @opmysl 1.

B HEKOTOpPBIX BapHaHTaX OCYIIECTBJICHUS BOCCTAHOBUTENb, UCTIOIB3YEMBIN B CTA/IUU X),
BKJIFOUAET XUpajibHOE OOopaHOBOE coenuHeHne. M B HEKOTOPBIX MpuMepax XHpaibHOe OOpaHOBOE
COEIIMHEHNE BBIOMPAIOT u3 (R)-1-metun-3,3—audennnrexcarunponuppoino| 1,2—
c][1,3,2]okcazabopomna, (R)-3,3—audenmnrekcaruaporuppoio|1,2—c][1,3,2]okcazadopomna, (R)—
1-06ytun-3,3—mudpenunrexcaruaponuppoio| 1,2—c][ 1,3,2]okcazabopona, (R)-rerparunpo-1,3,3—



tpudenmi—1H,3H-nupposno[1,2—c][1,3,2]okcabopona, (4S)- 2-merun—4,5,5—-tpudennn—1,3,2—
OKCa3a00pOSTUANHA WK JIFOOOH X KOMOWHAITHH.

B HEKOTOpPBIX BapuaHTax OCYIUECTBJICHUs] OPTaHUYECKUI PaCTBOPUTEND, UCIIOIb3YEMBbIH
B CTAaJIUU X), JONOJHUTENBHO BKIIOYAET TOJIYOI.

HexoTtopsle cnocoObl TOMONHUTENBHO BKJIIOYAIOT CTAIMIO: Viil) MPOBEAECHUS peakLuu
coeauHenust @opmMyiibl 11 ¢ OKUCIUTEIBHBIM ar€HTOM JJIs1 TONTy4eHus: coeanHeHus Popmyael 12,

r7€ OKUCJIUTEIbHbIA areHT BKJII0YAeT MnO,

11

Hekotopble crmocoObl MOMOJHUTENBPHO BKJIKOYAOT CTAJWU: 1) MPOBEACHUS DPEaKLUU
coenuHeHus: PopMyJibl 9 C OKUCIUTENBHBIM ar€HTOM U OoJTy4eHus coeauHenus @opmyaer 10,

u
CHO

OR! OR!
9 10
ii) mpoBenenust peakuuu coeauHeHus: Popmynel 10 ¢ coenuHeHnem Dopmyisl S B

NPUCYTCTBUH OCHOBAHUSA U OPTAaHUYCCKOI'O paCTBOPUTEIIA AJIA MMOJTYICHUSA COCANHEHUS (I)OpMy.]'IbI

11
0Si(R?)5
OSi(R?)
H 7 3

B HexkoTOpBIX BapHaHTax OCYINECTBJIEHHsS] OKHCJIUTEIbHBINH areHT BKiouaer MnO: wnu
nepuoauHaH [lecca—MapTtuHa.

B HekoTOpBIX BapwaHTaxX OCYILIECTBJIEHUS OCHOBAHHUE, HCIIOIB3yeMOE B CTaauu ii),
BKJIFOYAET peareHT ajkuuuTuil. Hampumep, peareHT ankuUIUTUH, UCHOJB3yEMBIN B CTAAMH ii),
BKJTFOYAET 6MOp—Oy TUILTATHH.

B HekOTOpBIX BapuaHTax OCYIIECTBICHHUs] OPTaHUYECKUI PaCTBOPUTENb, UCIIOIb3YEMBI
B CTaJUH 11), BKJIFOYAET TEHTAH, FeKCaH, LIUKJIOreKCaH, TeNTaH, TeTparuapodypas, 1,4—1uokcasx,
OVSTUIOBBIA 3QHp, METPOJEHHBIH 3Gup, MeTHI-mpem—OyTUIoBbIl 3pup win moOyr HX
koMOuHamoo. Hanpumep, opraHudeckuii pacTBOPUTENb, UCIIOIB3YEMbIH B CTQAHH ii), BKIIFOYAET
METUI-1pem—Oy TUIIOBBIHA 3up.

Hexkotopblie criocoObl JOMOMHUTENBHO BKJIIOYAIOT CTAJUM: iV) KHUIITYEHUS ¢ OOpPaTHBIM
XOJNIONUJIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA [Jsl IOJyY€HUs

coequHenust @opmyibl 1, 3.1. KOTOPOTO BbllIe YeM NpUMepHO 98%;
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v) npoBenenust peakiuu coemunenust @opmynbi 1 ¢ SiCI(R?)3 B eTOUHBIX yCIOBHAX JUTs

noJtyueHusi coequHenust Popmysl 2;

0
L\/OSi(R2)3
2

vi) mpoBeneHus peakuuu coenuHeHuss @opmynsl 2 ¢ 1-TpumMeTHICHINI— ] —TIPONMHOM JJIst

NoJIy4eHus coenuHennst Popmyisl 3; u
OH
OSi(R?);
=
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vii) mpeoOpa3zoBanus coenunenust Popmyisl 3 B coenuHeHne Popmysl 5.
B npyrom acnekre HacTosimee H300peTeHne peayaraeT crnoco0 MoTyueHNs COeINHEHNs]

Dopmyusl 1
HO,

Wi ero (¢apMaueBTHYECKH MNPUEMIEMOH COJM, BKJIIOYAIOIIUHA  CTaguM:  Xii)
THAPOTreHu3au coequHeHuss @opmynbl 1S B NPUCYTCTBUM OPraHHMYECKOTO PAaCTBOPHUTENS
(Harmpumep, criupTa (HampuMep, METaHOJIa, STAHOJIA HITH JTF0OO0H MX KOMOHMHALMH), HeOOsI3aTeTbHO
3amerneHHoro TI'® (wanpumep, 2—-metui—TT' @ wiu TT'®), EtOAc win moboit nx KOMOUHAIIH)
IUIs1 IOJTy4eHust coequHenus @opmysel 16
(R?),Si0

I\OSi(R%

0]

H

16

rae R! npencrasnsier coboii Cis ankun, kaxaelii R* nezaBucumo BoibuparoT u3 Cig
ankuia nim ¢peHnna; 1 xiii) npeodpazoBanus coenuaenns Popmyinel 16 B coenmaenne @opmyJbt
L

Hekoropbie cnocoObl AOMOJIHUTENBHO BKIKOYAOT CTAAUH. X) NPOBEACHUS pPEaKLUH



coenuHenust @opmyiibl 12 ¢ BOCCTAHOBUTENEM B IPUCYTCTBUU OPraHUYECKOTO PACTBOPUTEINS ISt

nostydenus coenuHennst Popmyisl 13

OR'

13

I7ie OpraHUYEeCKUui pacTBopuTeb BKIodaer TI'®; u xiv) npeobpa3oBaHUs COSTUHEHUS
®opmyisl 13 B coenunenne @opmyier 15.

B HexoTOpBIX BapUaHTaX OCYIIECTBJIEHHSI BOCCTAHOBUTEINb, UCIIOJIb3YEMBIH B CTaIUU X),
BKJIFOUAET XUpalibHOe OopaHOBOE coenuHeHne. M B HEKOTOPBIX MpUMepax XHpajibHOe OOpaHOBOE
COeIMHEHNE BBIOMPAIOT u3 (R)-1-metun-3,3—audennnrexcarunponupposno| 1,2—
c][1,3,2]okcazabopona, (R)-3,3—audenunrexcaruapornupposo|1,2—c][1,3,2]okcazadopona, (R)—
1-0ytun-3,3—mudenunrekcaruaponuppoio| 1,2—c][ 1,3,2]okcazabopona, (R)-rerparunpo-1,3,3—
tpudenmi—1H,3H-nuppono[ 1,2—c][1,3,2]okcabopona, (4S)- 2-merun—4,5,5—-tpudennn—1,3,2—
OKCa3a00pOSTUANHA WK JIFOOOH X KOMOWHAITUH.

Hekotopble cmocoObl NOMOJHUTENBHO BKIIFOYAIOT CTAAMU: Viii) TPOBENEHHUS pPEaKLUH
coenuHenust @opmyJibl 11 ¢ OKMCIUTENBHBIM ar€HTOM JUIs1 TOTy4YeHus: coequHeHnss @opmyiel 12,

rIie OKUCJIUTEJBHBIN areHT BKirouaer MnQO;

Hexortopsle cnocoObl IOMOJHUTENBHO BKJIOYAIOT CTAAMU: i) NPOBEINCHUS PEaKLUu
coenuHeHus1 PopMyJibl 9 C OKUCIUTENBHBIM areHTOM JUIS NOJIy4deHus: coeauHenuss @opmyier 10;

u

OH CHO

N A
OR! OR!
9 10

ii) mposenenust peakuuu coeguHeHus: Popmynel 10 ¢ coenuHeHnem Dopmyibl S B

HpI/ICYTCTBI/II/I OCHOBAaHUA U OpFaHI/ILIeCKOFO paCTBOpI/ITeJ'Iﬂ JJIA nonyquI/m COCOUHCHUA (I)OpMy.]'IbI
11
OSi(R?),
0Si(R?);
4
H

B HEKOTOPBIX BapUaHTaX OCYHMICCTBJICHUA OKHUCJIUTEIbHBIH ArcHT, HCHOJ'[]:ByQMbIﬁ B

cranuu i), Bkmodaer MnO2 unu nepuonuna Jlecca—MapTuna.



B HekoTOpBIX BapHaHTaxX OCYLIECTBJIEHHS OCHOBAHHUE, HCIIONB3YEMOE B CTaauu ii),
BKJIFOUAET pPeareHT ajkuuuTuil. Hampumep, peareHT ankuUIMTUH, UCHOJB3yEMBIN B CTAAMH ii),
BKJIFOUAET 6/MOp—Oy TUILTUTHH.

B HEKOTOpPBIX BapuaHTax OCYILUECTBJICHUs] OPTaHUYECKUIM PaCTBOPUTEND, UCIIOIb3YEMBbIH
B CTaJUH 11), BKJIIOYAET MEHTaH, FeKCaH, LIUKJIOreKCaH, renTaH, Terparuapodypas, 1,4—1uokcas,
AMATHIOBBIA 3(up, neTponedHslil d¢up, MeTun—mpem—OyTHaOBbIH >pup wim o0y uX
KoMOuHaio. Hanpumep, opraHudeckuii paCTBOpUTEIb, UCIIONB3YEMBbIH B CTAAMH ii), BKIIFOYAET
METUI-Mpem—OyTUIIOBBIH 3Up.

Hexkotopble ciocoObl JOMOTHUTENBHO BKJIIOYAOT CTAJUH. iV) KHUIITYEHUST ¢ OOpPaTHBIM
XOJNIONUIBHUKOM coeauHeHuss Popmynsl la B NPUCYTCTBUM MeTaHOJA JJs IOJyYeHUs

coenuHeHust Popmyisl 1, 3.1. KOTOPOTo BbIlIe YeM NpumMepHo 98%;
NO,

o)

L\/o NO, o
o LA _oH

1a 1

v) npoBesienust peakiuu coemunenns @opmyinbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSAX IS

NoJIy4eHus coequHeHnst PopmyJsl 2;

0
LA _0Si(RY,
2

vi) mpoBeneHus peakuuu coequHeHuss @opmynsl 2 ¢ 1-TpumMeTHIICHINI— ] —TIPONMHOM JJ1s1

noJly4eHus coenuHennst Popmyiisl 3; u
OH
0Si(R?);
/\/k/
3

vii) mpeoOpa3oBanus coenunenust @opmyisl 3 B coenuneHne @opmybl S.

TMS

B npyrom acnekte Hactosimee H300peTeHne npeasaraer crnocod noay4eHus: COeAMHEHHSI

Dopmysl 1
HO,

WM ero (papMareBTUYECKH MPUEMIIEMOI COMH, BKJIFOYAIOLINHA CTaJUU: XV) NPOBEACHUS
peakuun coeauHeHust Popmynbl 21 ¢ BH-OyTHWUIMTHEM B NPUCYTCTBHH OPTaHUYECKOTO
PacTBOPUTEJIA U KaTaJIU3aTOPa HA OCHOBE MEPEXOAHOIO MeTayjia sl MOJYyYEeHUs] COSAUHEHUs

Dopmyibl 22
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HO

MOSi(R3),

21 22

rae R? npencrasnser coboii Cis ankun unu GeHu; 1 Xvi) npeodpa3oBaHus COETUHEHHUS
®opmybl 22 B coenuHeHne @opmyisl 1.

B HeKOTOpBIX BapUaHTax OCYILECTBJICHHs KaTaIU3aTOP HA OCHOBE NIEPEXOHOTO MeTalia,
UCIIOJIb3YEMBbIH B CTaJWUU XV), BKJIIOYAET COCJUHEHHE WM KOMIUIEKC, KaXXAbIH U3 KOTOPBIX
Bkiroyaer Cu B creneHu okucieHus +1. Hampumep, kaTanu3zatop Ha OCHOBE MEPEXOJHOTO
MeTaJlla, UCIIONIb3yeMblil B cTaanu Xv), BkmodaeT CuX, rae X BHIOMPAIOT U3 rajioreHa, alerara,
OeHzoaTa, MAaHWAA, TUAPOKCUIA, HUTpaTa WK MO0 ux koMOuHaimu. B mpyrux mpumepax
KaTaJIM3aTOP Ha OCHOBE MEPEXOAHOr0 MeTalla, UCIONb3YEMBIil B CTaAuu Xv), BkirodaeT Cul.

Hexkotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTaJWU: XVii) NMPOBENEHUS PEaKLUH
coenunenuss @opmynsl 19 ¢ R*-3amerneHHbIM GeH30MCYIbOOHUIXIOPUIOM B  IIEJTOUHBIX

YCIOBUSIX 17151 Ody4eHus coeuHenns @opmynel 20, rae kaxkablii R* HesaBucuMO BHIOUPAIOT U3

—H unu Ci3 ankuna; u

HO OH

"OSi(R%);

19 20

xviii) mpoBeneHusi peakunu coeguHeHuss Popmysbl 20 ¢ METAHOJIOM B IIEJIOYHBIX

YCJIOBUSIX JUIS OJTy4eHUs coenuHennst @opmyisl 21.
Hekotopble criocoObl JOMOJHUTENBHO BKJIOYAIOT CTATUH: XiX) NPOBENCHHS PEAKLIH

coenuHenust PopMyiibl 16 ¢ BOCCTAHOBUTENEM 1Sl OJTy4eHUs coequHenns @opmyael 17,

(R2),Si0 (R2),Si0,
T s, OSi(R?)3
H
0 mOH
OR! H OR'
16 17

XX) MPOBENEHHs PeaKLu coeauHenus myHkTa 17 dpopmynl usobperenus ¢ Si(R*);Cl B

LIEJIOYHBIX YCJIOBUSAX AJIA NOJIy4YeHus: coenunenuss Popmyisl 18; u
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XXi) BBIOOPOYHOTO CHATUS 3alUTBl ¢ coenuHeHns Popmynbl 18 nnst modydeHus
coenuHenust Popmyisl 19.
Hekotopbie crocoObl JOMOMHUTENBHO BKJIOYAKOT CTAAMM: Xii) THIPOTeHU3ALUH

coenuHenust @opmyisl 15

B MPHCYTCTBHH OPTaHUMYECKOTO PACTBOPUTENIs (HanpuMep, ciupTa (HarmpuMep, METaHOJa,
3TaHOJIA WM JI000H NX KOMOMHALNH), HeoOs3aTenbHO 3aMerneHHoro TI' @ (Hanpumep, 2—MeTHI—
TT'® wnu TT' @), EtOAc win mro60oii ux KOMOMHALNN ) IJIs1 TIOJIy4YeHust coenuHeHust Dopmybl 16.

B HEKOTOpBIX BapuaHTax OCYIUECTBJICHHs THAporeHusauus coeguHeHus Popmynel 15
TaKke MPOUCXOIANT B MPUCYTCTBUH OCHOBaHMs (Hampumep, kapOoHaTa Kanus uin OukapOoHaTa
KaJIvisi).

Hekotopble cnocoObl MOMOJIHUTENBHO BKIKOYAOT CTAAUM. X) NPOBEACHUS pPEaKLUH

coequHennst @opmyibl 12 ¢ BOCCTAaHOBUTENEM IS TOJy4YeHUs coeanHenus @opmyiel 13; u
OH

12 13

xiv) npeobpazoBanus coeauHeHus: Popmyiiel 13 B coenunerne @opmyer 15.

B HEKOTOpPBIX BapHaHTaX OCYLIECTBJICHUS BOCCTAHOBUTEJb, UCTIOIB3YEMBbIN B CTA/IUU X),
BKJIFOYAET XUpalibHOE OOpaHOBOE coenuHeHne. M B HEKOTOPBIX MpUMepax XHpajibHOe OOpaHOBOE
COENIMHECHHE BBIOUPAIOT u3 (R)-1-merun-3,3—nudennnrekcaruaponuppoof 1,2—
c][1,3,2]okcazabopona, (R)-3,3—audenunrexcarunpornuppoiof1,2—c][1,3,2]okcazadopona, (R)—
1-0ytun-3,3—mudenunrekcaruaponuppoiiof 1,2—][ 1,3,2]okcazadbopona,

(R)—rerparunpo—1,3,3—tpudennn—1H,3H-nuppono[ 1,2—c][1,3,2]okcabopona, (4S)— 2-
metiii—4,5,5-tpudenmn—1,3,2—okcazabopoaunuHa win JrO0H NX KOMOMHALIHH.

Hexkotopblie crocoObl ITOMONHUTENBHO BKIKOYAOT CTAAWIO. Vill) MPOBEACHUS pPEaKLUH

coenunenust Popmyisl 11
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Y~ TOSi(R?),
Si(R?);

11

C OKHCIUTEJbHBIM AareHToOM Uil mnojydeHus coeauHenus Popmynsr 12, rae
OKHCIIUTENIbHBIN areHT BKIro4aeT MnOs.

Hexortopsle cnocoObl IOMOJHUTENBHO BKIOYAKOT CTAAMU: i) NPOBEINECHUS PEeaKkIHuu
coenuHeHus1 PopMyJibl 9 C OKMCIUTENBbHBIM areHTOM JUIS NOJTy4deHus: coeauHenus @opmyier 10;
u

OH CHO

X X
OR’ OR'
9 10
ii) mposenenust peakuuu coeguHeHus: Popmynel 10 ¢ coeguHeHnem Dopmyisl S B

MNPUCYTCTBUH OCHOBAHUSA U OPTAHUYCCKOT'O PaCTBOPUTEIA IJIA MMOJTYUCHUA COCANHECHUS (I)OpMy.]'IbI

11
0Si(R?)3
OSi(R?);

B HexOoTOpBIX BapHaHTax OCYLIECTBJIEHUS OKHUCIUTENbHBII areHT, UCIOJb3YEMbIH B
ctanuu i), Bkmodaer MnO2 unu nepuonusa Jlecca—MapTuna.

B HexkoTOpBIX BapHaHTax OCYINECTBJICHUS OCHOBaHHE, HCIIOIb3yeMOe B CTaauu ii),
BKJIFOYAET peareHT ankuuuTuil. Hampumep, peareHT ankuuIMTHH, UCMIOJB3yEeMbIH B CTaIuH ii),
BKJIFOYAET 6MOp—Oy THUILTATHA.

B HeKOTOpBIX BapHaHTax OCYIIECTBJICHUs] OPTaHUYECKUI pacTBOPUTENb, UCIIONIb3YEMBIH
B CTaJVH i1), BKJIFOYAET TMEHTAH, TeKCaH, [IUKJIOTeKCaH, renTaH, Terparuapodypat, 1,4—nuokcaH,
IVSTUIOBBIA 3(QHp, METPOJEHHBIH 3GUp, MeTHI-mpem—OyTUIOBbIH 3hup WM MO0y HX
koMOuHamoo. Hanpumep, opraHu4eckuii pacTBOPUTENb, UCIIOIB3YEMbIi B CTQAHH ii), BKIIFOYAET
METUII-Mpem—Oy TUIIOBBIH 3up.

Hexkotopble criocoObl JOMONHUTENBHO BKJIIOYAOT CTAUH: iV) KHIITYEHUSI ¢ OOpPaTHBIM
XOJIONUIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeTaHOJA JJs  IOJyYeHUs

coenuHeHust @opmyiibl 1, 3.1. KOTOPOTO BblllIe YeM NpuUMepHO 99%;
NO,

)

L\/o NO, o
le} %OH

1a 1

V) IpoBesieHust peakimu coemunenns @opmyinbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSX IS

NoJIy4eHus coequHeHust PopmyJisl 2;
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0
L\/OSi(RZ):,
2

vi) mpoBeneHus peakuuu coequHeHuss @opmynsl 2 ¢ 1-TpumMeTHIICHINI— ] —TIPONMHOM 111

noylydyeHus coenuHenust Popmyiisl 3; u

OH
OSi(R?);
TMS/\/’\/
3

vii) mpeoOpa3oBanus coenunenust @opmyisl 3 B coenuneHne @opmysl S.
Hexkotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTaJWU. XXii) MPOBENEHUS PEaKLUH
coenuHenust Popmyiibl 7 ¢ 3—rajgoreHnpon—1—-eHoM B IPUCYTCTBUM OCHOBAHUS U OPraHUYECKOTO

PacTBOPUTEJIS ISl MOJydYeHus1 coeuHeHuss @opmyel 8; u
o SiR%): o SiR?)s
OR! OR'

7 8
Xxiil) CHATHUSA 3aLUTHI ¢ coenuHeHuss PopmyJipl 8 A nosyydeHus coequHeHuss PopMyJibl

B npyrom acnekre Hacrosimee H300peTeHne npeasaraer crnocod Noay4eHus: COeAMHEHHS

Dopmysl 1
HO

WK ero papManeBTUYECKU MPUEMIIEMO COJTH, BKITIOYAIOIIUI CTaUU. XXil) POBENECHUS
peakuuu coemuHenus Popmyiael 7, rae R! mpencrasmsier coboit Cis ankum, u kaxkabii R?
He3aBUCUMO BbIOHparoT m3 Cis ankuia win GpeHmna, ¢ 3—TajJoreHnpon—|1—eHoM B MPUCYTCTBUH

OCHOBAHHS U OPraHUYECKOTO PACTBOPUTEJIS 1JIs MOTyUYEHUsl coenuHeHus1 @opmy bl §;
_Si(R? R2
o (R)s O’SI(R )a

OR! OR!

7 8

Xxiil) CHATHUSA 3a1UThI ¢ coenuHeHuss PopmyJiel 8 A nosydeHus coequHeHus PopMyJibl
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OH

OR!
9

xxiv) npeoOpazoBanus coenquuenust @opmyiel 9 B coenraenne @opmyst 1,
I7ie OCHOBaHHE, HCIIOJIb3YEeMOe B CTAIMU XXii), BKJIOYAeT BTOP—OyTUILIUTHH.
B npyrom acnekre HacTosimee H300peTeHne NpeIaraeT Crocod MoNy4YeHus COeTUHEHNS

®opmysl 1
HO

win ero (papMaleBTUYECKH TPUEMJIEMON COJIM, BKJIFOYAIOIIMA CTaguH. i) MPOBEICHUS
peakuuu coeauHeHuss PopmyJibl 9 C OKUCIUTENBHBIM ar€HTOM B MPUCYTCTBUM OPTaHUYECKOIO

pPacTBOPUTEJIS ISl MOJydeHus1 coeauHenuss @opmyier 10

OH CHO
A A
OR' OR'

9 10

rae R! npencrasnser co6oit Ci¢ alkua U OKHCIMTENbHbIN areHT BkMouaeT MnO» unu
nepuoaunHad Jlecca—MapTuHa,

ii) mposenenus peaxkuuu coeauHeHust @opmynsl 10 ¢ coenuHenueM Popmynsl Sa B
IPUCYTCTBUH OCHOBAHUSI M OPTaHUUECKOr0 PAaCTBOPUTEIIS ISl IOJIyUeH sl coeuHeHnss PopMyIibl

11a; u
OH

oTBS

OoTBS

—
= v~ ~OTBS
SN OTBS

FZ
H OR!

Sa 11a

iii) mpeobpazosanus coequaenust @opmyiel 11a B coennnenne @opmysi L.

B HekOTOpBIX BapuaHTax OCYIIECTBJICHHUsI OPTaHUYECKHUI PaCTBOPUTENb, UCIIOIb3YEMBIH
B CTaauu i), BKIIOYAET TAJIOTCeHUPOBAHHBIA OpraHu4yeckuii pacrBopurenb. Hampumep,
OpPTaHUYECKUH PaCTBOPHUTENb, UCIIOIB3yEMbIi B CTAAHH 1), BKIIOUAET TUXJIOPMETaH, XJIopohopm
WUIH JTFOO0YIO UX KOMOHMHAIHIO.

B HekoTOpBIX BapuaHTax OCYILECTBJEHHs OCHOBAaHUE, MCIIOJNb3yE€MO€ B CTaguu ii),
BKJIFOUAET peareHT ajJkuuinTuil. Harpumep, ocHOBaHME, UCTIONB3YEMOE B CTAIUU ii), BKIIFOUAET

6MOop—Oy THILITUTUH.
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B HEKOTOpPBIX BapUaHTax OCYILIECTBJICHHUs] OPTaHUYECKHUI PaCTBOPUTENb, UCIIOIb3YEMBIH
B CTaJuH ii), BKJIIOYAET MEHTaH, FeKCaH, LIUKJIOTeKCaH, renTaH, Terparuapodypas, 1,4—1uokcaH,
IVSTUIOBBIA 3QHp, NETPOJEHHBIH 3Gup, MeTHI-mpem—OyTUNoBblii 3¢pup wim molyr HX
koMOuHaimio. Hanpumep, opraHudeckuii pacTBOPUTENb, UCIIONB3YEMbIH B CTQANH ii), BKIIFOUAET
MeTUII—1pem—Oy THIIOBBIH up.

Hexortopsle criocoObl JOMOJHUTENBHO BKIFOYAKOT CTAAWU: iV) KUISTYEHHs ¢ OOpaTHBIM
XOJNIONUIBHUKOM coeauHenuss Popmynbl la B NPUCYTCTBUM MeETaHOJA MJsl IOJIyYEHUs

coenuHeHust Popmysl 1, 3.1. KOTOPOro BbILIe YeM npumMepHo 98%;
NO,

o)

LA\\/O NO, o
o AN

1a 1

v) npoBenenus peakupn coequaennss @opmyinel 1 ¢ TBSCI B menouHsx ycnoBusx st

NOJIy4eHUs coeuHeHnst PopmyJibl 2a.

0
LA _0TBS
2a

vi) npoBeneHus peakiuu coequHeHus Popmynsl 2a ¢ 1-TpuMeTUICHUINI— ] -TIPONTUHOM

IUTs1 OJTy4eHusi coequHenus @opmyiel 3a; u

OH
OTBS
4
TMS
3a

vii) mpeoOpa3oBanus coeaunenusi @PopmyJibl 3a B coequHenne Gopmyiiel Sa.
B npyrom acnekre Hacrosiee H300peTeHue npeayiaraeT crnocod moNyueHHs: COeTNHEHMs]

Dopmysl 1
HO

win ero (papManeBTUYECKH MPUEMIIEMON COJIM, BKJIFOYAIOIINN CTaauu: Viii) MpOBeIeHUs
peakuun coequHeHust Popmysibl 11a ¢ OKUCTUTENBHBIM Ar€HTOM B MPUCYTCTBUU OPTaHUYECKOTO

PacTBOPUTEJIS ISl TOJydeHus1 coeauHenuss @opmyinel 12a
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rae R! npencrapnser co6oit Ci_s aqkul 1 OKMCIUTENbHBINA areHT BkmouaeT MnO»; u ix)
npeoOpaszoBanus coenuHeHns Popmynsl 12a B coenunerne @opmysr 1.

B HEKOTOpPBIX BapuaHTax OCYIUECTBJICHUs] OPTaHUYECKUI PaCTBOPUTEND, UCIIOIb3YEMBbIH
B CTaauM Viil), BKJIIOYAET TaJIOTeHUPOBAHHBIN OpraHudeckuil pacrBopurenb. Hampumep,
raJIOTeHUPOBAHHBIM OPraHUYEeCKUIl pacTBOPUTENb, UCIONB3YEMBbIH B CTaAuM Viil), BKIFOYAET
IUXJIOpPMETaH, XJI0poGhopM MK JIFOOYI0 UX KOMOUHALHIO.

Hexortopsle cnocoObl TOMOJHUTENBHO BKIOYAKOT CTAAMU: i) NPOBEINCHUS PEeaKIUu
coenquHeHnst @Popmynbl 9 ¢ OKHCIUTENBHBIM areHTOM B TPUCYTCTBUU OPTaHUYECKOTO
pacTBOpUTENIA ISl TOJy4eHUs1 coequHeHust Popmyasl 10

OH CHO

X X
OR' OR'
9 10

r7le OKUCIUTENbHBIM areHT BkirodaeT MnO: wnu nepuoauHaH [lecca—MaptuHa, u ii)

poBeaeHus peakuuu coenunennss @opmyisl 10 ¢ coenuaennem @opmyiisl Sa

OTBS
OTBS

S5a 11a

B MPUCYTCTBUU OCHOBAaHUs U OPraHUYECKOIrO paCTBOPUTENS [JIs NOJyUYEHUs] COeANHEHUs
®opmybilla.

B HEKOTOpBIX BapHaHTax OCYLIECTBJIEHUSI OPraHUYECKUI paCTBOPUTENb, UCTIOIb3YEMBbIi
B CTaAuM 1), BKJIIOYAET TaJIOTEHUPOBAHHBIN OpraHU4YecKuil pactBopurenb. Hampumep,
OpPraHUYeCKUH PaCTBOPUTENb, UCTIONB3YEMBIH B CTAAHH i), BKIIFOUAET JUXJIOPMETaH, XJI0pohopm
WK JTIO0YI0 UX KOMOHMHAIHIO.

B HekoTOphIX BapwaHTaX OCYLIECTBJIEHUS OCHOBAHHE, HCIIOIb3yeMOE B CTaauu ii),
BKJIFOYAET peareHT aJkuuiuTuil. Harpumep, ocHOBaHME, UCTIONB3YEeMOE B CTAJIHH ii), BKIFOUAET
8MOp—Oy THILITTHH.

B HekOTOpBIX BapHaHTax OCYIIECTBICHUs OPTaHUYECKUI PaCTBOPUTENb, UCIIOIb3YEMBIH
B CTaJUH ii), BKJIFOYAET MEHTaH, FeKCaH, LIUKJIOTeKCaH, IenTaH, Terparuapodypas, 1,4—1uokcaH,
V3 TUIIOBBIN 3(up, meTponeitHblil 3¢up,

MeTUII-mpem—OyTUIOBbIH 3¢up nin odyro nx kKoMOnHanui. Hanpumep, opranndeckuii
PacTBOPUTEIb, UCTIONB3YEMbIH B CTAIUH ii), BKJIIIOYAET METHI—Mpem—OyTHIIOBBIN 3 up.

B npyrom acnekre Hacrosimee H300peTeHne npeaaraer crnocod noay4eHus: COeAMHEHHSI

Dopmyisl 1
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HO

H
o)

O;\O H

Wik ero GapManeBTUYECKU MPUEMJIEMON COJH, BKJIFOYAIOLIUN CTaauu: X) MPOBENEHUS

|

pe€akuuu COCANHECHUA CDOpMy.IIbI 12a ¢ BOCCTAHOBHUTEJEM B MPUCYTCTBUHU OPTraHUYCCKOIo

PacTBOPUTEJIS ISl MOJydeHus1 coeaqunenuss @opmynel 13a

12a 13a

r7ie opraHudeckuii pactsopurens skmodaer TI'®, R! npencrasnsier coboii Ci-¢ ankumn, u
kaxnblii R* HesaBucumo BoibuparoT u3 Ci ankuna unum (QeHuna; u Xi) npeoOpasoBaHus
coenunenusi @opmyisl 13 B coennnenue @opmysl L.

B HexoTOpBIX BapUaHTaxX OCYIIECTBJIEHHsI BOCCTAHOBUTEND, UCIIOJIb3YEMBIN B CTaIUHU X),
BKJIFOUAET XUpajibHOE OOopaHOBOe coenuHeHne. M B HEKOTOPBIX MpuMepax XHpaibHOe OOpaHOBOE
COENIMHEHNE BBIOMPAIOT u3 (R)-1-metun-3,3—audennnrexcarunponupposno| 1,2—
c][1,3,2]okcazabopomna, (R)-3,3—audenunrexkcarunpornuppoio|1,2—c][1,3,2]okcazadopomna, (R)—
1-0ytun-3,3—mudpenunrexcaruaponuppoio| 1,2—c][ 1,3,2]okcazabopona, (R)-rerparunpo-1,3,3—
tpudenni—1H,3H-mmuppono[1,2—c][1,3,2]okcabopona, (4S)— 2-merun—4,5,5-tpudennn—1,3,2—
OKca3abopouanHA WK JIFOO0H MX KOMOMHALIUH.

B HEKOTOpBIX BapHaHTax OCYLIECTBJIEHUSI OPTaHUYECKUI PaCTBOPUTENb, UCTIOIb3YEMBbIi
B CTaJuu X), BKIrodaer TT'®.

B HekOTOpBIX BapuaHTax OCYIIECTBICHUs] OPTaHUYECKUI pacTBOPUTENb, UCIIOIb3YEMBIH
B CTaJIUU X), JOMOJHUTENBHO BKJIIOYAET TOJIYOI.

Hexkotopble crocoObl TOMONHUTENBHO BKIKOYAIOT CTAAWIO. Vill) MPOBEACHUS pEaKLUH
coenuHenus: Popmyiibl 11a ¢ OKUCIUTENBHBIM areHTOM AJIsl NMOJIy4YeHus: coennHeHus: PopMyJibl

12a, roe OKUCIUTENBHBINA areHT BKIoYaeT MnO»

11a

Hekotopbie crmocoObl MOMONHUTENBPHO BKJIKOYAOT CTaJWU: 1) MPOBEACHUS DPEaKLUU
coenuHenust PopMyJibl 9 C OKUCIIUTENBHBIM areHTOM I NoTy4eHus coeaunenus ®opmyier 10,

u
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oH CHO
OR! OR!
9 10
ii) nmposeneHus peakuuu coenuHeHuss @opmynsl 10 ¢ coenunenuem @opmynbl Sa B

MPUCYTCTBUU OCHOBAaHUA U OPTaHUYCCKOTO PACTBOPUTEIIA IJIsA TOJTYYEHUA COCAUHEHU S (I)OpMy.]'IbI

11a
OTBS

OTBS
4
H
Sa

B HekoTOpBIX BapHaHTax OCYIIECTBIEHUS OKHUCIUTENbHbIN areHT, WCIOJb3yeMblH B
cranuu i), Bmodaer MnO2 unu nepuonunan Jlecca—MapTuHa.

B HekoTOphpIX BapwaHTaxX OCYLIECTBJIEHHS OCHOBAHHE, WCIIONB3yEeMOE B CTaauu ii),
BKJIFOUAET peareHT ajkuuiuTuil. Hampumep, peareHT ankuUIUTUHN, UCHOJB3yEMBIH B CTAAMH ii),
BKJIFOUAET 6MOp—Oy TUILTATHH.

B HEKkOTOpBIX BapHaHTax OCYIIECTBIECHHUs] OPTaHUYECKHUI PaCTBOPUTENb, UCIIOIb3YEMBIH
B CTaJUH ii), BKJIIOYAET MEHTAH, FeKCaH, LIUKJIOreKCaH, renTaH, Terparuapodypas, 1,4—11uokcaH,
IVSTUWIOBBIA 3(QHp, METPOJEHHBIH 3Gup, MeTHI—mpem—OyTUIOBbI 3pup wWin MO0y HX
koMOuHamioo. Hanpumep, opraHudeckuii pacTBOPUTENb, UCIIOIB3YEMbIH B CTQANH ii), BKIIFOUAET
METUI-Mpem—Oy TUIIOBBIHA 3up.

Hexkotopble criocoOb! JOMOMHUTENBHO BKJIIOYAIOT CTAUM: iV) KHUIITYEHUS ¢ OOpPaTHBIM
XOJNIONUIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA MJsl IOJIyYEHUs

coenuHeHust @Popmyiel 1, 3.1. KOTOPOTo BhIIIE YeM NMPUMEPHO 98%;
NO,

o)

%O o
T NO, A o

la 1

v) nposenenusi peakiun coenunenuss @opmyiel 1 ¢ TBSCI B 1menouHbIX yCIOBUSAX IS

NOJTy4eHUs coeuHeHnst PopmyJibl 2a.

0
LA _oTBS
2a

vi) npoBeneHus peakuu coequHeHust Popmynsl 2a ¢ 1-TpuMeTUICHUINI—]-TIPONTUHOM

IUTs1 IOJTy4eHusi coequHenns @opmyiel 3a; u

OH
OTBS
FZ
TMS
3a

vii) mpeoOpaszoBanus coeaunenust @opmyiel 3a B coenuHeHne Popmyiiel Sa.

B npyrom acnekre Hacrosiee U300peTeHne npeasaraer crnocod noay4eHus: COeAMHEHHs
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Dopmysl 1

wii  ero (¢apMaleBTHYECKU TMPUEMJIEMON COJIM, BKJIIOYANOIIUANA  CTaauM:  Xii)
rHApOTreHu3au coenuHeHuss @opmysbl 15a B MPUCYTCTBUM OPraHUYECKOTO PACTBOPHUTES
(Hampumep, criupTa (HanmpuMep, METaHOJIa, STAHOJIA WU JTI0OO0H MX KOMOHMHAINH), He0OsI3aTeIbHO
3amereHHoro TI'® (wanpumep, 2—metui—TT'®@ win TT'®), EtOAc win moboit mx KOMOUHAIH)

IUTs1 OJTydeHusi coequHenus @opmyel 16a

TBSC, TBSO
OTBS OTBS /7/\OTBS
H
O‘b 0 0
U orR'
15a 16a

rae R! npencrasnser coboii Ci—¢ ankun; u xiii) npeoOpasoBanus coenuHenns GOpMybl
16a B coenunenue Popmysl L.

B HExOTOpBIX BapuaHTax OCYLUECTBJIEHUs rUAporeHusanys coequHenus @opmyssl 15a
TaKke MPOUCXOANT B MPUCYTCTBUH OCHOBaHMS (Hampumep, kapOoHaTa kKanus uian OukapOoHaTa
KaJIus ).

Hexoropsle criocoObl AOMOJHHUTEIBHO BKIIOYAOT CTaJAWUU: X) IPOBEOCHUS PEaKLUH
coenuHeHnst Popmysiel 12a ¢ BOCCTAHOBUTEJIEM B MPUCYTCTBUM OPTaHUYECKOTO PaCTBOPUTEII

IUIs1 OJTydeHust coequHenus @opmynel 13a

OR! OR!
12a 13a
I7ie OpraHUYeCcKUi pacTBopHTeNb BKIoudaer TI'®; u xiv) npeobpa3zoBaHUsl COCTUHEHUS
Dopmysl 13a B coennnenne @opmyisl 15a.
Hekotopble crmmocoObl NOMOJHUTENBHO BKIIFOYAIOT CTAAMU: Viii) TPOBENEHHS pPEaKLUH
coenuHenust Popmyiibl 11a ¢ OKUCIUTENBHBIM areHTOM AJIs1 NTOJIy4YeHusl coennHeHus: PopMyJibl

12a, roe OKUCIUTENBHBIN areHT BKdYaeT MnO»
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11a

Hexortopsle cnocoObl IOMOJHUTENBHO BKJIOYAIOT CTAAMU: i) NPOBEINCHUS PEaKLUu
coequHeHust PopmyIibl 9 ¢ OKUCIUTENBHBIM areHTOM AJIsA TOJTy4eHUs coeuHeHus Popmyiel 10;
u

CHO

X X
OR’ OR!
9 10

ii) mpoBenenus peakiuu coenvHeHuss Popmynsl 10 ¢ coenunenuem @Popmynbsl Sa B
NMPUCYTCTBUH OCHOBAHUSA U OPTAHUYCCKOT'O PACTBOPUTEIA IJIA MMOJTYyUCHUA COCANHCHUSA (I)OpMy.]'IbI

11a
OTBS

OTBS
FZ
H

S5a

Hexkotopble criocoObl JOMOMHUTENBHO BKJIIOYAIOT CTAUM: iV) KHUIITYEHUS ¢ OOpaTHBIM
XOJNIONUJIBHUKOM coeanHeHuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA [Jsl IOJyYEHUs

coequHenust @opmyisl 1, 3.1. KOTOPOTo BbllIe YeM NpUMeEPHO 98%;
NO,

0)

%O o
T NO, Ao

la 1

v) npoBenenusi peakimu coenunenuss @opmysbl 1 ¢ TBSCI B 1menouHbIX YCIOBUSAX IS

NOJIy4eHUs cCoeIuHeHUs1 PopMyJibl 2a.

0
LA _oTBS
2a

vi) npoBeneHus peakiuu coequHeHust Popmynel 2a ¢ 1-TpUMeTUICHUINI—]-TIPONTUHOM

IUTs1 IOJTy4eHus1 coequHeHus @opmyiel 3a; u
OH

OTBS
F
TMS
3a

vii) mpeoOpaszoBanus coeaunenunst @opmyiel 3a B coenuHerne Popmyiel Sa.
B npyrom acnekre HacTosilee H300peTeHue peasaraeT crnocod MonyueHns CoeInHEHNUs]

Dopmysl 1
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HO

H
o)

O;\O H

Wi ero (papManueBTUYECKH MPUEMIIEMOIN COJIHM, BKJIFOYAIOIIHMIA CTaJUU:XV) MPOBEIECHUS

|

peakuun coenuHeHuss Popmynel 21a ¢ H-OyTWUIMTHEM B NPUCYTCTBHH OpPTAHUYECKOTO
PAaCTBOPUTEII M KaTaau3aTopa HAa OCHOBE NMEPEXOMHOrO METajula sl MOJIYy4YEeHHs] COCIUHEHUs

Dopmysl 22a
O HO

mOTBDPS mOTBDPS

21a 22a

rae R! npencrasnser co6oii Ci-¢ ankui; u Xvi) npeodpazosanus coequHeHns OopmyJibl
22a B coenunenue @opmyner 1.

B HexOTOpBIX BapraHTax OCYLIECTBJICHHUS KaTaJIU3aToOp HA OCHOBE NEPEXOAHOI0 METaIa,
I/ICHOJ'IBSYGMBII\/'I B CTaauH XV), BKIIIOYA€CT COCOAHMHCHUC WJIIM KOMIUICKC, Ka)KI[bIﬁ N3 KOTOPbIX
Bkirouaer Cu B creneHu okucieHus +1. Hanmpumep, kaTanm3aTop Ha OCHOBE MEPEXOHOTO
MeTaJjuia, UCTIONIb3YeMblil B CTaquu Xxv), Bkitouaer CuX, roe X BbIOMPAIOT U3 rajioreHa, aluerara,
OeH30ara, IMaHUA, THAPOKCUA, HUTpaTa Wwin 0ol mx komOuHaumu. B apyrux mpumepax
KaTaJIM3aTOP Ha OCHOBE NEPEXOAHOr0 MeTalIa, UCTIONb3yeMBblil B cTaauu Xv), BkirodaeT Cul.

Hekotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTAJWU. XVii) MPOBENEHUS PEaKLUH
coenuHenust @opmyibl 19a ¢ Tpum3onponuIdeH30ICYIb(POHMIXIOPUIOM B IIEJOYHBIX YCIOBHSIX

IUTs1 oJTydeHust coequHenus @opmynel 20a; u

HO OH

iPr
«1OTBDPS

19a 20a

xviii) mpoBenenust peakuuu coeauHeHuss @opmynbl 20a ¢ METAHOJIOM B IIEJIOYHBIX
YCJIOBUSIX ISl NOJTydeHust coequHennus @opmynsl 21a.
Hekortopbie crocoObl JOMONHUTENBHO BKJIIOYAIOT CTAJUH: XiX) NMPOBENEHHs PEaKLUH

coenuHenust PopmMyiibl 16a ¢ BOCCTaHOBUTENEM AJIsl TOJyUeHUs coequHenus @opmyiel 17a;
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TBSO

/:7//\OTBS

O

H

H

OR’
16a 17a

XX) nposenenust peakuuu coenunerns @opmyinet 17a ¢ TBDPSCI B meno4HbIX yenoBUsax

1UTs1 osTydeHust coequHenus @opmynel 18a; u

18a

XXi) BBIOOPOYHOTO CHSTHUSI 3aIIUTBI ¢ coeamHeHHst Popmynel 18a mnsa monydeHus
coenunenus: Popmyisl 19a.
Hekoropbie crmocoObl JOMOJHUTENBHO BKJIIOYAKOT CTAOMIO: Xil) THIPOreHU3aALNH

coenunenus: Popmyisl 15a
TBSO,

oTBS OTBS

Cop-

OR!
15a

B [IPUCYTCTBUH OPTaHUYECKOTO PACTBOPUTEIIS (HANpUMep, CIIUpTa (HAIpuMep, MEeTaHoJIa,
STaHOJIA WM JTI000H X KOMOMHALNH), HeoOs3aTenbHO 3amerieHHoro TI' @ (Hanpumep, 2—MeTHI—
TT'® unu TT'®), EtOAc umn mo0oi ux KoMOMHALIMK ) JJIs TOTy4eHus coequHerust @opmyibl 16a.

B HekOTOpBIX BapHaHTax OCYIIECTBICHUs] OPTaHUYECKUI pacTBOPUTENb, UCIIOIb3YEMBIN
B CTAIMH Xii), SIBJII€TCs1 O€3BOAHBIM (HampuMep, OE3BOIHBIM METAHOJIOM WK Oe3BoaHbIM T D).

B HexOTOpBIX BapuaHTax OCYILIECTBJIEHUs rHApOoreHu3anus coequHenus @opmyisl 15a
NPOMCXOIUT B MPUCYTCTBUH OCHOBaHMsI (HampuMmep, kapOoHaTa Kajius win OnkapOoHaTa Kajvs).

Hekotopbie cnocoObl JOMOJIHUTENBHO BKIKOYAT CTAOUH. X) NPOBEACHUS pPEAKLIUH

coenuHenust @opMyiibl 12a ¢ BOCCTAaHOBUTEINEM JJ1s1 TOJTydeHHs1 coequHeHnus @opmyanel 13a; u

12a 13a

xiv) npeobpazoBanus coequHeHuss Popmyiel 13a B coennnenue @opmysl 15a.

Hexotopblie crocoObl TOMONHUTENBHO BKJIKOYAIOT CTAAWIO. Vill) MPOBEACHUS peaKLUH
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coenunenust Popmyiel 11a
OH

" ~OTBS
OTBS

7|

OR!
11a
C OKHUCJIMTENIbHBIM areHToM [Uid ToJay4deHus coeauHeHust Popmynsl 12a, rae
OKHCJIUTEJIbHBIN areHT BKIo4aeT MnOs.
Hekotopbie crmocoObl MOMONHUTENPHO BKJIKOYAOT CTAJWU:. 1) MPOBEACHUS PEaKLUU
coenuHeHus1 PopMyJibl 9 C OKUCIIUTENBbHBIM areHTOM JUIs OJIy4deHus coeauHenus ®@opmyier 10,

u
CHO

OR' OR!
9 10

ii) mpoBenenus peakiuu coenuHeHuss Popmynsl 10 ¢ coenunenuem @Popmynbsl Sa B
MPUCYTCTBUHM OCHOBAHUS U OPTraHUYECKOI0 paCTBOPUTENS AJIs MOJTy4YeHUsl coequHeHNs] POopMyIbI

11a
OTBS

OTBS
FZ

H Sa

Hexkotopble criocoOb! JOMOTHUTENBHO BKJIIOYAIOT CTAJUM: iV) KHUIITYEHUS ¢ OOpPaTHBIM
XOJNIONUIBHUKOM coeauHeHnuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA MJsl IOJIyYEHUs

coenuHeHust @opmyiel 1, 3.1, KOTOPOTO BhIIIE YeM NMPUMEPHO 98%;
NO,

o)

LA\\/O NO, o
o LA _OoH

la 1

v) npoBenenusi peakiuu coenunenuss @opmyiel 1 ¢ TBSCI B 1menouHbIX YCIOBUSAX IS

NOJIy4eHUs CoeuHeHns1 POpMyJibl 2a.

0
LA _0TBS
2a

vi) npoBeaeHus peakiuu coequHeHus: Popmynsl 2a ¢ 1-TpuMeTHUICHUINI—]-TIPONTUHOM

IUTs1 IOJTy4eHusi coequHenus @opmyiel 3a; u

OH
OTBS
4
T™MS
3a

vii) mpeoOpaszoBanus coeaunenust @opmyiel 3a B coenuHeHne Popmyiiel Sa.
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Hexkotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTaJWU: XXii) NMPOBENEHUS PEaKLUH
coenuHenust Popmynel 7a ¢ 3-TaJOreHNpPONn—1-eHoM B MNPUCYTCTBUM OCHOBAHUS U
OpPraHU4EeCKOro PaCTBOPUTEIS AJIsl Oay4YeHus coenunenus @opmyiel 8a; u

OTBS OTBS
X
OR! OR!
7a 8a

xxiil) cHATHS 3a1UThI ¢ coenuHeHust Popmyibl 8a st monydeHus coequHeHUs1 POpMyIIbI

B npyrom acnekre Hactosimee H300peTeHne npeasaraet cnocod noay4eHus: COeAMHEHHSI

Dopmyisl 1
HO,

win ero (papMaleBTUYECKH TPUEMJIEMON COJIM, BKJIFOYAIOIIMA CTAOUH. i) MPOBEICHUS
peakuuu coenuHeHuss Popmysibl 9 ¢ OKUCIUTENBbHBIM Ar€HTOM JUIsl MOJYYEHHs] COCAUHEHUs

®opmysl 10;
OH CHO
st
OR! OR’
9 10

ii) mpoBenenus peakimu coenuHeHus: @opmynsl 10 ¢ coenuneHuem @Popmynbl Sa B
MPUCYTCTBUHU OCHOBAHUS M OPTaHUYECKOTO PACTBOPUTEIS AJIS MOTyUYeHUsl coequHeHUs] PDOpMYyIIbI
11a;

OH

TB =
qTes = OTBS
A

OTBS (:)TBS

F
H OR'

Sa 11a

iv) xunsyeHust ¢ 0OpaTHBIM XOJOAMIBHUKOM coefrHeHus: PopMybl 1a B MPUCYTCTBUU
MeTaHOoJa JJ1s1 MoJTy4eHust coeiuHeHus @opmyiiel 1, 3.1. KOTOPOro BhIle YeM NpuMepHoO 98%;
NO,

)

L\/o NO, o
le} %OH

1a 1
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v) npoBenenus peakiyn coequaennss @opmyinel 1 ¢ TBSCI B menouHsx ycnoBusax st

NOJTy4eHUs coequHeHnst PopmyJibl 2a.

0
LA _0TBS
2a

vi) npoBeneHus peakuun coenuHeHuss Popmynel 2a ¢ 1-TpumMeTHICHINI- ] -TIPONTMHOM

IUTs1 IOJTy4eHust coequHenuss @opmyiel 3a;
OH
OTBS

?

TMS 3a

vii) mpeoOpa3osanus coenuneHust @opmyisl 3a B coequHenne @opmyiiel Sa;
viii) mpoBenenus peakuuu coequHeHus: Popmynel 11a ¢ OKUCIUTENBHBIM areHTOM IS

nony4yeHus: coeauHeHust @opmyinbl 12a, re OKUCIUTEIbHBIN areHT BkiIro4yaeT MnOz
0]

OTBS
BS

7

O
_|

OR!
12a
X) MpoBeNeHus peakluu coennHeHuss @opmynel 12a ¢ BOCCTAHOBUTENEM ISl TIOTYyYEHMUSI
coenunenust Popmyisl 13a;
OH

~" ~OTBS
OTBS

7

OR!
13a

xiv) npeobpa3oBanus coearnenust @opmyiiel 13a B coennnenue @opmysl 15a;
TBSO

oTBS OTBS

(o

OR’

f

15a

xii) rugporeHusanuu coeguHeHuss POpMyNbl B NPUCYTCTBUHM  OPraHUYECKOTo
pactBopuTeis (HampuMep, cupta (HampuMep, MeTaHOJIa, 3TAHOJA WJIH JIFOOOM X KOMOWHAINH ),
HeoOs13aTenpHO 3amereHHoro TT'® (ranpumep, 2—metm—TT' @ win TT' @), EtOAc nnm imo0oii nx

KOMOWHAIMN) JIJIs1 TONTy4eHHs coequHennss Popmyiiel 16a;
TBSO,

OTBS

u s u s
]

OR!
16a
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Xix) poBeneHus peakuu coequHeHnst PopmyJiel 16a ¢ BOCCTAHOBUTENEM AJIs IOy YEHMUSI
coenunenust Popmyisl 17a;
XX) npoBeneHus peakuuu coenuHennss @opmyst 17a ¢ TDPSCI B meno4HbIX yCIOBHAX

IU1s1 ToTy4ueHus: coeauHennst Popmyanl 18a;

mOTBDPS

18a

XXi) BBIOOPOYHOTO CHSITHSI 3aIIUTBI ¢ coeamHeHust Popmynel 18a mis monydeHus

coenuHenust @opmyisl 19a;
HO OH

1OTBDPS

19a

xvii) IIPOBEICHHUS peakuuu COEIMHEHUSI Dopmyibl 19a c
TPUHM3OIPONIIIOEH30JICYIB( OHWIXIOPUIAOM B IIEJOYHBIX YCIOBUAX JUIS TTOJNyUEHHs COETUHEHNS

Dopmybl 20a;

iPr

20a

xviii) mpoBenenust peakuuu coeauHeHuss @opmynbl 20a ¢ METAHOJIOM B IIEJIOYHBIX

YCJIOBUSIX JUIS OJTydeHus coequHennst @opmyisl 21a;
0O

1OTBDPS

21a

XV) IpOBeeHus peakunu coennHeHnst Popmyibl 21a ¢ H-OyTHIIIIUTHEM B IPUCYTCTBHU
OPraHUYECKOI0 PACTBOPUTENS M KATAJIN3aTOPA HA OCHOBE NEPEXOIHOTO METAJUIA JUIs IOy YEHHS]

coenuHenust Popmyiiel 22a; U
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HO,

1OTBDPS

OR! H

22a

xvi) npeobpazoBanus coearnenust @opmyJiel 22a B coenunenne @opmysi 1.

Hexkotopbie ¢cnmocoObl AOMOJHUTEIBHO BKIFOYAIOT CTAJUIO. XXiV) TPOBEIEHHS PEaKIUH
coenuHeHust @opmynsl I ¢ AM3TaHONIAMUHOM B MPUCYTCTBUM OPTaHUYECKOTO PACTBOPUTENS IS
MOJIy4€HHUs! COJIU AUITAHOJAMUHA U coennHeHust Popmysl L.

B npyrom acniekte HacTosiiiee u3o0pereHue npeaaraer coenunenue @opmybs 21

21

roe R! npeactassier co0oit Ci-¢ aNKIIT 1 KasKIObIN R? HesaBucumMo MPeNCTaBIsIeT COOOMH
Ci-6 aymkun win et

B HEKOTOpLIX BapHaHTax ocyiecTsienus R! npencrasnser coboit METU, STU, PO,
u30—nponui, OyTwi, 6mop—OyTui uiau mpem—OyTHiL.

B npyrux BapuaHTax ocymectsnenus rpynny —OSi(R?); BbiOuparoT us

ipr ; S,/tBu
\\ Cd I

Z?Me S|.,‘Pr gl/l,e,tBu 0 \©

oS me  Fortier ForSve or

B HeKOTOpBIX BapuaHTax ocyliecTsieHus R!' mpencrasnser coboii Metun, u rpynmna —

0Si(R*); npeacrasnser coboit

Bu

B npyrom acniekte HacTosiiee u3o0peTeHue npeaaraer coenuaenue @opmysl 1a
NO,

0
Ao NO,

(o]
1a

B npyrom acnekTte HacTosiiiee M300peTeHHe Mpeiaraet Cnocod OYMCTKU COSTUHEHUsI

Dopmysl 1,
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0
LA _OH

1

BKJIFOUAIOLINI CTaJUU: XXX) MPOBEAEHUS peakuuu coequHenust @opmyssl 1 ¢ peareHTOM
JUIsl TIOJY4Y€HUs MPOU3BOAHBIX, MPHUBOMSIIEH K BBINAACHUIO OCaJaKa, KOTOPbIM B OCHOBHOM
HEepacTBOPUM B IHMXJIOPMETaHE WM €ro CMecsx (Hampumep, CMeCH AMXJIOPMETaHAa U aJIKaHa
(HanmpuMmep, renrtanHa)); XXxi) BbIIEJICHUS 0CAKa U KUISTYEHHS €ro ¢ OOPATHBIM X OJIOJMIBHUKOM
B PacTBOpPUTENE, COAEPKALIEM CIUPT, A NOMy4deHus: coenuHeHus Popmyiel 1, Xumuueckas
YHCTOTa KOTOPOT'O COCTABJIAET MpUMepHO 98% Wi BBILIIE, U 3.1. KOTOPOT'O COCTABIISIET IPUMEPHO
98% wiu BbIlIE, NpuueM crnocod He TpedyeT NPUMEHEHUsT KaKOH—JHOO KOJOHOYHOH
XpomaTtorpaduu.

B HeEKOTOpBIX BapuUaHTax OCYLIECTBIEHUS pPEareHT IJs1 MOJYYEeHHs NPOU3BOIHBIX
BKJTIOYAET 3,5—THHUTPOOSH3OMIXJIOPH]I, & CIIUPT BKJIFOYAET METAHO.

B npyrom acnekte HacTosiinee M300peTeHHe MpeiiaraeT Croco0 OYHUCTKH COEIUHEHHS

Dopmysl 9,
OH

OR!

9
BKJIrOYarommii cranuu: xl) nposemeHust peakuuu coenuHeHuss Popmynsl 9, rae R!
npeacrtasisieT codoit Ci—¢ ankui, ¢ 3,5-TUHUTPOOEH30MIXIIOPUAOM, IPUBOAIIEH K BBINAIEHHUIO

ocajika, cofepskatiero coeauHenre @opmynel 9A; u
o]

NO
0 2

X
OR! NO,

9A

xli) BeImEeNeHust ocagka u 0OpabOTKM OCanKka OCHOBAHWEM B MPUCYTCTBUH CIUPTA JJISI
nosy4yeHus: coennHeHus Popmyibl 9, XuMudeckasi YMCTOTa KOTOPOTo COCTaBIIsIET MPUMEPHO 95%
WU BhILIe (Hanpumep, mpuMepHo 98% wim BbIlIe, Wi OT IpuMepHo 95% no mpumepHo 99,9%);
npuveM crocod He TpeOyeT MPUMEHEHUs KaKoW—M00 KOJIOHOYHON XpoMaTorpapuu.

Hekortopble crocoObl AOMONHUTENBHO BKIIIOUAKOT cTanuio: xlii) mepekpucTamiu3anuu
ocajika, mojriydaeMoro B cranuu xli).

B npyrom acnekre Hactosimee H300peTeHne npeaaraer crnocod noay4eHus: COeAMHEHHSI

Dopmybl S
0OSi(R?);
OSi(R?),

FZ
H

5

rae kaxabii u3 R* HesaBucumo BbiOupatoT u3 Ci_e ankuna umd GeHuna, BKIOYaroImii

CTauM: iv) KUITYeHUs1 ¢ OOPaTHBIM XOJIOIMIBHUKOM coefrHeHuss Popmyisl 1a B mpuCyTCTBUU
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MeTaHOJa JJ1s1 TOJTy4eHusl coeuHeHnus @opmyiiel 1, 3.1. KOTOPOro BbIlIE YeM pUMepHO 98%;
NO,

o)

%o NO, o
5 LA _oH

la 1

V) nposenenus peakiuu coenunenns @opmynsi 1 ¢ SiCI(R?)s, rae kaxnpii R HezaBucumo
BoIOUparoT U3 Ci ankmwia wik (eHuIa, B IEJOYHBIX YCIOBUSX IJIsl TIONYYEHUST COETHHEHHUS

Dopmysl 2;

o)
LA _OSi(RY);
2

vi) mpoBeneHus peakuuu coequHeHuss @opmyisl 2 ¢ 1-TpumMeTHICHINI— ] —TIPONMHOM JJIst

noslydeHus coequHennst Popmyisl 3;
OH

OSi(R?);
=

TMS 3

1) cuATUA 3amuThl ¢ coequHeHUs] POpMyIbl 3 B LIENOYHBIX YCJIOBUSIX AJS MOJTy4EeHMs

coenunenust @opmyisl 4, rae kaxkabii u3 R* u R npencrasnsior coboii H unu —OSi(R?)3; u
OR*

ORS
4
H

4

li) npoBenenus peakuuu coenuHenust @opmysis 4 ¢ SiCI(R?)3 B MENOUHBIX YCIOBUSX s
noyyueHus: coeauHeHuss PopMysibl S, mpuueM XUMHYECKas YUCTOTa coequHeHus: PopMynbl S
cocraBisieT mpuMepHO 98% wnu Bbilne, a 3.U. — npuMmepHo 98% wnu Bbilne (Hampumep, OT
npumMepHo 99% no npumepHo 99,99%).

B npyrom acnekre Hacrosiiee H300peTeHne peayiaraeT crnocod MoTydeHns COeINHEHMs]

Dopmyisl 13,

Y~ TOSi(R?),
OSi(R?),

OR’

13

rae R! npencrasnser co6oit Ci_e ankun, u kaxaeii R* HesaBucumo Bribuparot us Cig
ankuia Wiu (peHnsIa, BKIFOYAOIUN CTAINIO: X) IPOBEICHHS peaku coenuHeHnss Popmysl 12
¢ (R)-1-merun—3,3—gudenmirexcarunponuppono| 1,2—c][1,3,2]okcazaboposioMm B MPUCYTCTBUH
OPraHUYeCKOro pactBopuTess, BkiArodaromero TI'® u Tosyos, s MOAy4dYeHUsl COCIUHEHUs

Dopmysl 13
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12

npUYeM XMMUYecKas YiUCcToTa coeanHenus: Popmyiel 13 coctasnser npumepHo 97% unu
BBILIE, & .M. — IPUMEPHO 97% WM BbILIE.
HOJPOBHOE OINUCAHUE U30OBPETEHUA

Hacrosimee n3o0perenne npeanaraer crnocod nosnyyeHus coequnennss @opmyisr I
HO,

WK ero (papMaLeBTHUECKH IPUEMIIEMON COJIH.

Hacrosimee wn3o0pereHue Takke IMpeIiaraeT HOBBbIE IPOMEKYTOUYHBbIE COCIHMHEHUS,
MIPUMEHUMBIE B CUHTE3€ coenuHeHuss @opmyni 1.

I. OITPEJIEJIEHUA

B naHHOM KOHTEKCTe OBUTM HCIOJIb30BAHBI CIENYIOIIUE OINpPENeNeHUs, €ClId He
OrOBOPEHO MHAYe.

B nensx maHHOrO M300peTeHHs XMMUYECKHUE 3JIEMEHTBI YKa3aHbl B COOTBETCTBUU C
Iepuoanueckoii cucteMoli 3eMeHTOB, Ha3BaHusIMHU 10 CAS, yueOHIKOM XumMuu U Gpusuku, 75—
e m3nanue (Handbook of Chemistry and Physics, 75th Ed.). Kpome Toro, oOCHOBHbIE NPUHIIHITBI
opraHu4eckoi xumun onvcanbl B myoaukauun "Organic Chemistry”, Thomas Sorrell, University
Science Books, Sausalito: 1999 u "March's Advanced Organic Chemistry", Sth Ed., Ed.: Smith,
M.B. and March, J., John Wiley & Sons, New York: 2001, momHoe comeps:kaHue KOTOPBIX
BKJIFOYEHBI B JAHHBIA JOKYMEHT MOCPEACTBOM CChUIKH.

B ucnonb3yemom 3mech 3HaueHMH TepMuH "TpenpocTMHMNI" OTHOCHUTCS K
(1R,2R,3aS,9a8)-[[2,3,3a,4,9,9a-rekacrunpo—2—runpokcu—1—[(3S)-3—runpokcuokrmi |- 1 H-
Oem3[flunneH—S5—MT|OKCH |yKCYCHOM KHCJIOTE, XMUMHYECKOE CTPOCHHE KOTOPOH, MPHUBEIESHHOE

HIKE, COOTBETCTBYET coennHeHuo @opmyusl 1
HO,

TpenpocTuHun sBISETCS CHHTETHYECKUM MPOM3BOAHBIM mpoctaimkinHa (PGL),
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PEKOMEH/IOBAHHBIM JUJIS JICUEHUS JIESTOYHON apTepHaNbHON T'MIEPTEH3UH U IPYTHX 3a00JeBaHUN
y MAaIHUeHTOB. TPenpoCTUHWII BXOAUT B COCTaBbl PA3JIMYHBIX JIEKAPCTBEHHBIX (OPM, BKIFOYAS
(bopMbl, IPUTOIHBIE AJIS B/B MHBEKLUH U WHTASALNHN.

Kak ommcaHo B JaHHOM JOKYMEHTE, COEIUHEHMs NaHHOTO M300peTeHHs MOTYT ObITh
HeoOs3aTeNbHO  3aMEIeHbl OJHHM WJIM HECKOJbKUMH 3aMECTUTENSIMHM, TaKUMH Kak
NPOUJUTIOCTPUPOBAHBI B OOIIMX uepTax BbILIE, MM IPENCTABICHbI KOHKPETHBIMH KJIACCAMH,
HOAKJIACCAMH WJIM PA3HOBUIHOCTSIMH JAHHOTO H300PETEHHUS.

B wucnonezyemoMm 3pech 3HaU€HHMM TEPMHMH 'THApOKCHI" WM "ruapokcurpymnma”
otHOcUTCs K pparmenty —OH.

B ucnonp3yeMom 311ech 3HaU€HHH TepMUH "anupaTiuecKkuil" BKIIOYaeT B ceOsl TEPMHUHBI
QJTKWJI, aJIKEHIJI, JIKUHUJI, KaKIbIH U3 KOTOPBIX HEOOSI3aTEIbHO 3aMeIleH, KaK H3JI0KEHO HIDKE.

B wucnonpzyemoM 37ech 3HaAUeHMHM "alKWJIbHAs" TPyIIa OTHOCUTCS K HAcCBILIEHHON
annpaTHYECKOH YIJIEBONOPONHON Tpymme, coxepxauieit 1-12 (manpumep, 1-8, 1-6 wim 1-4)
aTOMOB yrjiepona. AJIKWIIbHAsI TPyIa MOKET OBbITh JIMHEHHOW WM pa3BeTBIeHHOW. [Ipumepsl
AJKWJIBHBIX IPYMIT BKJIIOYAIOT, HO HE OTPAaHUYMBAIOTCS UMH, METUJI, STHJI, MPOMUII, U30MPOIIHNJ,
Oy, 300y THII, BTOP—OYTHII, TpeT—OyTHII, H—IEHTUJI, H—TeNTHJI TN 2—3THJITeKCIIT. AJIKUTbHAS
rpyIma MOXeT ObITh 3amMelneHa (T.e., HeoOs3aTeNbHO 3aMelleHa) OJHUM WM HECKOJIbKUMH
3aMECTUTEISIMH, TAKUMHU KaK TaJIOTEHHbIMH, (OCPOPHBIMH, LUKI0ATH()ATHIECKUMU [HATIPUMED,
LIKJIOAJIKUJ WITH LIUKJIOAJIKEHIII |, TeTePOLIMKIIOAIN()aTHIECKUMU [ HAITPUMED, F€TEPOLMKIIOATKHIT
Of TETEePOLUKIJIOANKEHUI], apUJIbHBIMM, T€TE€pPOAPUJIbHBIMY, AaJKOKCHJIBHBIMH, apPOWIbHBIMH,
reTepoapousIbHBIMY, aLUJIbHBIMU [Hampumep, (amudaruyecknit)kapOoHMI,

(nuknoanuparndeckuii)kapOonun wmm  (rerepouukioanudaruyeckuii)kapOoOHUI], HUTPO-,

LHaHO—, aMUZIOTPyIIIa [Hampumep, (LMKJIOAIKIITANIK I )KapOOHUITAMHHO—,
apuIKapOOHWJIAMHHO—,  apaKMJIKapOOHMIAMUHO—,  (TeTepOLMKIIOANKUI)KapOOHUIAMHHO—,
(reTepOnMKIIOATKHIIAIKII)KapOOHUITAMUHO—, rerepoapuiIkapOOHUIAMHHO—,

reTepoapaIKiIKapOOHUIAMUHOTPYIINA, ANKUIAMHHOKAPOOHHIT, [MKJIOATKUIAMHAHOKAPOOHHI,
reTePOLIKIIOATKUIAMUHOKAPOOHMII, apUIaMUHOKApOOHMJI WIIM TreTepoapriaMUHOKapOOHMI],
aMHUHOTPYINa [Hampumep, anudarudeckas aMUHOTPYIIA, UUKIoadupaTHIecKas aMUHOIPYIINa
WY reTepoLuKiIoanidaTHIecKasl aMHHOTrpyIna), cyibpoHu [Hanpumep, anudarundeckuii —SOr—
], cyabdunmn, cynbbanuwn, cynbokcurpymnma, kapbamuI, THOMOYEBHHA, Cyiib(hamoun,
cyimbhamMua, oOkcorpymma, kapOokcwi, kapOamowy, UUKJIoamudaTHdecKkas OKCHIPYIIa,
retepouukioanidaTiueckass ~ OKCUIPYINA,  apWIOKCHIPYINA,  TeTepOapUIOKCHIPYIIA,
ApAJKHJIOKCUTPYTIIA, reTepoapasKIIOKCHIPYTINa, AJIKOKCHUKapOOHMU,
ANKUJIKapOOHMJIOKCUTPYTINAa WM THAPOKcHrpymnmna. bes orpaHu4eHusi, HEKOTOpbIe MPHMEPHI
3aMELICHHbIX  aJKWJIOB  BKIIOYAalOT  KapOokcwankmn  (tako  kak  HOOC-ankwmmn,
ANKOKCUKApPOOHWNIANIKUI W AJIKUJIKAPOOHWJIOKCHUAJIKWII),  L[HUAHOAJNKII,  THUIPOKCHAJIKHIIL,
AJIKOKCHAJIKHJI, AlIWJIAJIKIIL, aPAJTKUJL, (QIKOKCHAPUIT)AJIKIIL, (CYJIb(h OHIIIAMHHO )aJIKHII (TAaKOH KaKk
(anknn—SO2—-aMHHO)aJKIIT), aMUHOAJKIJI, aMHIOANKWI, (IMKJIOoanu(aTudecKui)ankuil Win
raJIOr€HAJIKILL.

Kax wucnonp3yercss B JaHHOM KOHTEKCTe, 'aJKEHWJbHAs' TIpynma OTHOCUTCS K
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anugaTHUeCKON yIiiepogHON rpymme, cogepxateit 2—8 (ranpumep, 2—12, 2—6 unn 2—4) atoMoB
yTJIepo/a U N0 MEHBIIeH Mepe OHY BOHHYIO CBsi3b. [1010OHO aNKUIIbHOM TpyIINe, aIKeHIIbHAS
rpyIina MoKeT ObITh JIMHEHHON NI pa3BeTBICHHON. [IprMeps! ankeHUIbHON rPyIIbl BKIKOYAIOT,
HO UMH HE OTpPaHMYUBAIOTCSA, AUTHI, l— WM 2-U30MpOneHut, 2—O0yTeHWT U 2-TeKCeHMII.
AJNKEHWIIbHAs TPyNma MOXKeT ObITh HeoOs3aTeNbHO 3aMelIeHa OJHHM MM HECKOJbKUMHU
3aMEeCTUTEJISIMH, TAKIMHU KaK raJloreHHbIMH, (pocopHbIMY, UKIOATN(ATHIECKIMHU [HAIIpUMED,
LIMKJIOAJIKHJI HJTH LIUKJIOAJTKEHHJI |, FeTePOLIMKIIOATH(AaTIHYECKIMH [ HApUMep, re TepOLMKIIOATKNIT
Of TETEePOLUKIJIOANIKeHUNI|, apUJIbHBIMK, T€TEepPOAPUIbHBIMH, AaJKOKCHJIbHBIMH, apOWIbHBIMH,
reTepoaporIbHBIMH, ALUJIbHBIMHU [Hammpumep, (anudarudyeckuii)kapOOHMUIT,

(mmknoanudarnyeckuii )kapOoHua wimm  (rerepouukioanudarudeckuii)kapOOHUI|, HUTPO—,

L[HaHO—, aMHIOrpyIIna [Hampumep, (UMKJIOATKUITAIKII )KapOOHUIAMHHO—,
apUIKapOOHWIAMHUHO—,  ApaJKUJIKApOOHMIAMHHO—,  (TeTepOLMKIOATKIII)KapOOHHIAMHHO—,
(TeTepOIUKIIOATKUITAIKILIT ) KapOOHIIAMHUHO—, reTepoapriKapOOHUIAMIUHO—,

reTepoapaKiiIKapOOHUIAMUHOTPYTINA, AJKIJIAMHHOKAPOOHMS, IMKJIOAJTKAIIAMUHOKApOOHHIL,
reTePOLMKIIOATKNIAMUHOKAPOOHIII, apHIAMUHOKApOOHUIST WM TeTepoapHiIaMHHOKapOOHMI],
aMHUHOTpyIma [HampuMmep, anudaTuueckas aMHHOTPYIINA, TUKJIoAT(aTHieckass aMUHOTPYIINa,
rerepouukioaupaTiieckass aMHHOTpyMma win ajgudarndeckas CyJb(QOHUIAMUHOTPYMA],
cyabonun [Hampumep, ankun—SOr—, 1mknoanudarmuecknii —SOx— wmm  apun—SOr—|,
cyabhuaNun, cynbhaHu, cyab(okcurpyrmna, kKapoamus, THOMOYEBHHA, CYIb(pamMon, Cyabhamu,
OKCOTpyTma, KapOOKCHII, Kapbamout, LUKJIoAT(paTHIECKasT OKCHUTPYTIIA,
rerepormkioanudaTudeckasl ~ OKCUTPYINA,  APWIOKCUTPYIIA,  IeTepOapHJIOKCHIPYIINA,
APAJKMJIOKCUTPYIINA, FeTePOAPATKOKCUIPYIINA, aJTKOKCUKAPOOHWII, alKMIKapOOHUIOKCUTPYIIIa
WIN THApOKcurpynna. be3 orpaHuueHus, HEKOTOpble NPUMEPbl 3aMEILIEHHBIX aJKEHUJIOB
BKJIFOYAIOT LIMAHOAJKEHW, AJIKOKCHAJIKEHWI, alWIAJKEeHWI, T'MIPOKCHAIKEHW, apajKeHU,
(anmkoxcuapu)ankeHu, (CyIbhOHUIAMHHO )aJKeHUN (Takoi Kak (aikmi— SO2—aMUHO )aIKeHI),
AMHHOAQJIKEHWJI, aMUOATIKEHII, (IUKJI0ANU(PATIHYECKIH )aTKSHU TN FaJIOTeHATKEHII.

Kak wucnomp3yercsi B JaHHOM KOHTEKCTe, "aJKUHHWIIbHAsA" TpyINIa OTHOCUTCS K
anugaTHYECKON yIiIepoJHON rpymme, coaepxatei 2—8 (rarnpumep, 2—12, 2—6 unu 2—4) aToMOB
yriepoia M 1O MEHbIIEH Mepe ONHY TPOWHYIO CBSI3b. AJIKMHWJIbHAS TPYMIa MOXET OBIThb
JUHENHON Wiu pasBeTBieHHOW. IlpuMepbl ankKMHUIBHON TIPyNNbl BKJIKOYAKOT, HO HMH HE
OrPaHUYMBAIOTCS, MPONAPTHI U OYTHHHI. AJNKHHUJIBHAS TPYINA MOXET ObITh HEOOsI3aTEeNIbHO
3aMelIeHa OTHUM WJIM HECKOJIbKIMHU 3aMECTUTENSIMH, TAKUMH KaK apOMII, TeTEPOAPOIII, ATKOKCH,
LIUKJIOAJIKUIIOKCH, TE€TEPOLUKJIOAIKHIIOKCH, APHJIOKCH, T€TEPOAPUIIOKCH, APATKUIOKCH, HHUTPO,
KapOOKCH, IIMaHO, TaJIOTeH, THIAPOKCH, Cynbdo, MepKanTo, Cyib(paHun [Hampumep,
amudarukcyabdant wim uukioanudatukcynbhanm |, cyabGUHII [Hapumep, aiudaTuIecKui
cyabpuHUN WK nukiIoanupaTuueckuil cyabPpuHUI], cynbppoHna [Hanmpumep, anudaTudeckas—
SOy—, amudarnyeckass amuHo—SOr— wmnu nukioanudparnueckas—SOr—|, amuno [Hampumep,
AMHHOKapOOHWII, aKWJIAMUHOKApOOHMJI, aJIKMIKapOOHUIAMUHO, LHKJIOAIKUIAMUHOKapOOHMII,
reTePOLMKIOATKAIAMUHOKAPOOHII,  LUKJIOAJKUIKAPOOHWIAMUHO,  apWIaMHHOKapOOHMII,

apuiIKapOOHUIIAMUHO, apaNKkmIKapOOHUIAMHUHO, (reTepoLMKIIOAKIII)KapOOHUIAMHUHO,
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(IMKJTOATKMITAJIK I )KapOOHMITAMUHO, reTepoapankuiIKapOOHUIAMUHO,
reTepoaprikapOOHIIAMHHO WM TeTepOapHIaMHHOKAPOOHMII|, MOYEBHHA, THOMOYEBHHA,
cysbpamonsi, CyibhaMuz, aJKOKCHUKapOOHWJ, aJKIJIKAPOOHWIOKCH, LUKIOATU(pATHISCKIHI
3aMECTHUTENb, TeTEPOLMKIOATU(PATHIECKIH 3aMECTUTENb, AP, TeTepoapuiI, auui [Hampumep,
(tmknoanudarudyeckuii )kapOoHUa  wiu  (reTepouuKIoaTupaTHUECKUui)kapOOHIIT],  aMHHO
[Hanpumep, amudarudeckass amuHOrpymmal, Cyiabpokcu, okco, kapOokcu, KapOaMowmJ,
(umknoanudarudeckas )OKCH, (rereponukoamupaTUIEcKas ) OKCH— 170051
(reTepoapui1)aIKOKCUTPYTIIa.

B wucnonedyemom 3nmech 3HaueHmu "amuno" wau "aMuporpymnma’ OXBaTbIBAE€T Kak
"amuHOKapOoOHMN", Tak W "kapOoHmIamMuHOrpymmy". OTH TEpMHUHBI, NPH HCIOJB30BAHHU
OT/IENILHO MM B CBSI3U C IPYTOii Tpymmoii, OTHOCATCS K aMMorpymne, Takoil kak ~N(R¥)-C(O)—
RY unu —C(O)-N(R*),, npu ucnonb3osanuu Ha konue, 1 —C(O)-N(R*)— unu —-N(R*)-C(O)- npu
UCTIONB30BAaHUM  BHYTpH, B Kotopoii R®¥ w RY wmoryr Owite amudarudecknmy,
LUKJIOAN(ATHYECKUMH, aPUJIBHBIMY, apatu(aTHYecKuMy, TeTePOLHKIOATH(PATHISCKIMH,
reTepoapiIbHBIMA WM reTepoapanudatndeckumu. [Ipumepbl aMUZOTPynn — BKJIFOYAOT
ANKUJIAMHUIOTPYIIY (TAaKyl Kak aJKHJIKapOOHMJIAMHHOTPYIIY WJIH aJKHJIAMHHOKapOOHMI),
(reTeporukioanudpaTUIeCKii )aMuI0—, (reTepoapaliKui)aMuI0—, (reTepoapuit)amMuIO—,
(TeTepOLKIIOATKII )ATKUJIAMUIO—, APHJIAMUAAO0—, aPAIKIIAMUAIO—, (LIMKJIOATKIII)aIKUIAMUALO—
YUY [IUKJIOAJTKAIAMUAOTPYIIITY.

Hcnonp3yeMblil B HACTOSIIIEM OMHMCAHUU TEPMHUH "aMUHO" rpymna wid "amMuHOrpymmna"
otHocuTcs kK —-NR*RY, B koTopoii kaxnpiii u3 R* u Ry npeacrasiser coboii He3aBUCHMO BOIOPOT,
annpaTHIECcKyIo rpymnmy, LUKJIOANN(ATHIECKYIO rpyImmy,
(nuknoanudarudeckyro)anuparuieckyro  Ipynmy,  apui, — apaiudartudyeckyr  TpyImiy,
reTepOLMKIOATU(pATUIECKYIO TPyIy, (reTepourKaoanudaTHuecKyro)aandaTnieckyr rpymmy,
rerepoapwsi, KapOokcu, cyibdaHui, cyiabpuHua, cyiabdonmn, (anudpaTaueckuii)kapOOHM,
(mmxoanudaruyeckuii )JkapOOHMII, ((uuknoanugaTudeckuii )aaudaTHuecK i )kapOOHHUI,
apuiIKapOOHWUII, (apanmudarrueckuii)kapOOHWU, (reTeporukioanudpaTHIeCKIi )kKapOOHUI,
((rerepormknoanudarnyeckuii)anndaTuiaeckuil ) KapOOHWUI, (rerepoapwn)kapOOHUIT WIIH
(rerepoapanudaTudeckuii)kapOOHUJI, TPU STOM KaKAash M3 HUX OMpeleieHa B HACTOSIIEM
ONMUCAaHWHM M HEOOS3aTeNIbHO 3aMelleHa. [IpuMepbl aMUHOTPYNIT BKJIIOYAKOT AJKHJIAMHHO—,
AUaNKUIAMHUHO— UK apuiaMuHorpynny. Eciu TepMuH "aMuHO" He ABJsieTCA KOHLIEBOU IpyMIoi
(HampuMep, anKUIKapOOHMIAMUHOIPYIINA), TO OH MpescTasieH rpymnmoii —NR*— rae R* umeer
TAKOE YK€ 3HAYCHHE, KaK OMPEEeNIEHO BhILIE.

Hcrnonb3yeMplil B HAacTOsIEM OMHCAHUM TEPMHUH "apuiipHas" rpymnmna, HUCMOJIb3yeMbli
OTAENBPHO WM KaK 4acTh Oonblnero ¢parmeHra, kak B ciydae "apaikwi", "apankokcu" HiIu
"apUIIOKCHANKHUI', OTHOCUTCS K MOHOLMKJINYECKHM (Harmpumep, (eHwn), OWLUKINIECKHM
(Harmpumep,  WHIOSHWI, HAQTAIUHWI,  TETParuApoHaTWI,  TETPArHAPOMHIAEHWNI), U
TPULMKINYECKUM (HarpuMmep, puryopeHu, TeTparuapodiyopeHus Wil TeTParuipoaHTPALIeHNI,
AHTPALIEHNT) KOJIbLIEBBIM CUCTEMAaM, B KOTOPBIX MOHOLIMKJIMUECKAs! KOJIbLIEBAs! CUCTEMA SIBJIIETCS

apOMaTquCKOﬁ HUJIn B KOTOPBIX IO MEHbIIeH MEpPE OAWH U3 IUKJIOB B 6I/II_II/IK.]'II/I“IeCKOI‘/'I HJIN
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TpHHHKHH‘IeCKOﬁ KOJ'IbI.IeBOfI CUCTEMEC  ABJIACTCA ApOMaTUYCCKUM. BI/II_II/IKJ'[I/ILIeCKI/Ie u
TPULHUKINICCKUEC rpynIibl BKJIKOYAKOT 66H30KOHI[€HCI/IpOBaHHbIe 2—-3—4JIeHHbIE
KapOOLMKINYeCKHe Kojblia WM KapOouukibel. Hampumep, OeH30KOHIEHCHpOBaHHAs TpyIIa
BKJIFOUAE€T (l)eHI/IJ'[, CKOH}IeHCPIpOBaHHbIﬁ C ABYM: UIIN 6OJ'II:>H_II/IM YUCJIOM C4_8 Kap6OI_II/IKJ'II/ILIeCKI/IX
(dparmMeHTOB. Apumi SBISIETCS HEOOS3aTENbHO 3aMEIEHHBIM OIHMM WJIM HECKOJbKUMHU
3aMECTUTENSIMH, BKJIIOYas anu(aTudeckuil [Hampumep, aiKuj, QJKEHWI WIH aJKUHUI];
nukioamuarndeckui; (uukaoanudaTHueckiii)anndaTuuecKii; rerepounKiIoanudaTuIecKuis;
(rereporukoanudpaTuieckuii )aaudaTuuecKui; apwr, reTepoapu; AJTKOKCH,
(mmktoamudarryeckas JOKCH—, (reTepoumkioanugpaTuieckas JOKCH—, APUIIOKCH—;
rerepoapryiokcu—, (apanudarudeckas)okcu—, (rerepoapanudaTuueckas)OKCUTPYINa;, apow,
reTepoapory,  aMHHOTPYIIIIA, okcorpymna  (Ha ~ HeapoOMaTHYeCKOM  KapOOLHUKJe

OEH30KOHJIEHCUPOBAHHOTO OWIMKJINYECKOrO0 WM TPHULIUKINYECKOrO apuja), HHUTPOTPYIIIa,

KapOOKCUTpynmna; aMUJOTPyIIa, aLu [Hampumep, (amudarnyeckmii)kapOOHMIT,
(umknoanudarnyeckuii )JKapOOHWUT, ((uuknoanmuparudeckuii janudaTrnaecKuii ) kapOOHNI,
(apamuarrueckuii)kapOOHWUIT, (reTeporukioanugpaTUIecKil )kapOOHMUIT,
((rerepormkinoanudarnueckuii)anudaruaeckuii )JkapOOHUIT, WITH

(rerepoapamudarnueckuii)kapbonmn]; cynbponun [Hampumep, ammudpatuueckuii-SO— wim
amnHo—SO2—]; cynbdpunun [Hanpumep, amudarmueckuii-S(O)— wmm 1mkIoanudaTuIecKui—
S(O)-]; cynbhanun [Hanmpumep, amudaTHdecKuii—S—|; 1IMAHO, TajJOreH; THIPOKCH, MEPKAIITO;
CyJib(hOKCH, MOUEBHUHA, THOMOYEBHHA, CyJIb(pamMomt; cynbdamun, niau kapdamom. 1o sxenanuto
apu1 MOXKET OBITh HE3aMEIIEHHBIM.

HeorpannuuBaromue mnpuMepbl 3aMELICHHBIX apUJIOB  BKJIIOYAKOT  TaJOreHaAPHII

[Hanpumep, MOHO—, TU— (TaKHe KakK I, M—IUTaJIOTeHaPII), ¥ (TpUrajoreH)apu|; (kapookcu)aput

[Hanpumep, (amkokcukapOOHMIT)apUJI, ((apanmkmin)kapOOHUIIOKCH )ap Uit u
(amkoxcukapOOHMIT)apui|; (amumo)apun [Hanpumep, (amuHOKApOOHMIT)apuII,
(((anxmmaMUHO )aIKKJI | JaMUHOKAPOOHIIT )ap I, (amxkuKapOOHUIT)aMUHOAP U,

(apunamunaOKapOoHmT)apun u (((reTepoapust)aMUHO)KapOOHHI )apuJl ], aMUHOAPHIT [HampUMep,

((amxunCy b OHUIT )aMUHO )apUJT WK ((mmankwun)amMuHO)apu|, (LIMaHOAJTKWIT )apILT;
(anmkoxcu)apui, (cynbhamomn )apun [Hanpumep, (amuHOCYIBGOHIIT)apH |,
(amkuncyneponmn)apui;  (uuaHo)apwir,  (TUAPOKCHUATKWI )AL,  ((aJTKOKCH )aJIKKII)apu,

(runpoxcu)apun, ((kapbokcu)amkun)apwr, (((AUATKUIT)aMHHO)aIKIT)apui, (HUTPOAIKILI)apuT,

(((anxwmncy b OHMIT)aMUHO )aTK AT ) AP, ((reTeponuknoanudaTHIecKuii )KapOOHMIT )apul;
((amxunCy TB(OHMIT )aJIKHIT AP, (LIMaHOATKWIT )apHLT, (TUAPOKCHAITKIIT )apHIT,
(amkuTKapOOHMIT)apILT; ANKUJTAPIIT; (TpUTANOTEeHANKILT )a P, M—aMHHO—M—

ANKOKCUKAapOOHMUJIApWI, TN—aMUHO—M—LIMAHOAPWJ,  [-TaJOr€H-M—aMUHOApWi, Wik (M—
(reTeporukioanudpaTUIeCKIi )—0—(aTK T )apul.

B ucnonedyemoMm 3pmech 3HaueHuu 'apammudarudeckas’, TAaKOM KakK apajKuibHas"
rpymmna, OTHOCHTCS K anudaruueckoi rpymnme (Hampumep, Ci4 ankuiapHON rpymre), KOoTopas
3aMelleHa apriIbHON rpynnoi. "Anudarndeckuii(as)", "ankun" u "apun" Takue, Kak OrnpeneIeHbIl

B HacToseM onucanuu [Ipumepom apanudaTiuueckoil rpyImnel, TAKOH KaK apaJKUJIbHasl IPyIIa,
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SABIISIETCS OCH3HIL.

B ucnonpzyemMoM 3aech 3HAUEHMM 'apalKMIIbHAass" TPyNna OTHOCUTCA K AJKUJIbHOU
rpynne (Hanmpumep, Ci4 ankuibHas Ipymma), KOTOpas 3amelleHa apuibHOW rpymmoi. Kax
"ankun", Tak ¥ "apun" ObUIM ompenesneHs! Bbille. [IpuMepoM apanKuIBHONW TPYNIbI SBISAETCA
OeH3min. Apajkui SIBISIETCST HEOOS3aTEIbHO 3aMELICHHbIM OJHUM MM  HECKOJBKUMHU
3aMEeCTUTEJISIMU, TAKUMH Kak aimudaTuueckas rpyImna [HanpuMep, ajJkul, aTKeHI HIH aJKHHUI,
BKJIIOYasi KapOOKCHAJNKWI, THAPOKCHAJIKWI MM TajOTeHANKW, TaKoil Kkak Tpudropmernn],
UKJIoanudaTuyeckasl [HampuMep, LIHUKJIOANKWI MM LUKIOAJKSHUN|, (LIMKJIOAJTKUI)aJIKHIII,
reTepOLIKIIOATKII, (T€TePOLMKIOATKII)AJIKIII, aPUJI, T€TEePOAPUII, AIKOKCH, [IMKJIOAJIKUIIOKCH,
reTepOLIKIIOATKIIIOKCH, APUIIOKCH, T€TEPOAPUIIOKCH, aPATIKHUIIOKCH, FeTePOapaIKIIIOKCH, apOHJI,

reTepoaponsi, HUTPO, KapOOKCH, aJKOKCUKAPOOHMWII, aTKWIKapOOHHIIOKCH, aMUAO [Hampumep,

aMUHOKapOOHMII, ANKUIKapOOHUTIAMHIHO, UKJIOAJTUIIKAPOOHUIAMITHO,
(LMK JTOQTKUITATTKUAIT )KapOOHUITAMIHO, apuIKapOOHUITAMUHO, apaJKUIKapOOHUIIAMUHO,
(TeTepOIUKIIOANTKII ) KapOOHUIIAMUHO, (TeTepOIKIIOATKIIIAIKIT ) KapOOHUITAMUHO,

reTepoaprIKapOOHIIIAMIHO HITH TeTePOAPATKUIKAPOOHMIAMUHO], [IHAHO, TaJioreH, THIPOKCH,
aliJ, MEPKanTo, AaNKWICYJb(paHWI, CyJIb(QOKCH, MOYEBHHA, THOMOYEBHHA, CYJIb()aMomi,
cyJibhaMu, OKCO WK KapOaMOMII.

B ucnonb3yemom 31ech 3HaUeHUH “OULIMKJINYEeCKast KOJIbIeBas cucTeMa BKJIOYaeT 6—12
(marmpumep, 8-12, 9—, 10— mnu 11)—uneHHbIE CTPYKTYPBI, KOTOpBIE OOpasyrT [Ba LUKJIA, B
KOTOPBIX 1B LIUKJIAa UMEIOT [0 MEHbLIEH Mepe OANH oOLuii atoM (Hampumep, 2 o0Iux aTtoma).
bunyknnueckye KOJbLEeBble CUCTEMBI BKIIIOYAIOT OUIUKIOANN(pAaTHUECKHE CUCTEMBI (HAIIpUMeD,
OMLIMKJIOANKMJI ~ WiIM  OMLMKIIOANKEHWN),  Ouiukiorerepoanudarudeckue  CHCTEMBI,
OULIMKINYECKUE apUITbl U OUIMKIINYECKHE TeTepOapUITbL.

B wucnonme3yemMoM 37ech 3HaueHMH LUKiIoanupaTHyeckas’ TPyIna  OXBaTbIBAET
“HUKJIOAJIKUIIBHYIO TPYIIY U “HUKJIOAJKEHUJIbHYIO TPYIIY, IPpUYeM Kakaasi U3 HUX SBIISETCS
HeoOsI3aTeNTbHO 3aMEIEHHOM, KaK U3JI0KEHO HIKE.

B ucrnonb3yeMom 371ech 3HaUeHUH “LUKJIOATKUIIbHAS  TPYINa OTHOCUTCS K HACBILIEHHON
KapOOLMKINYECKOH MOHO— HJTH OMLIMKINYECKOH (KOHAEHCHPOBAHHOMN HJIH MOCTHKOBOM) CUCTEME
u3 3-10 (manpumep, 5-10) aromoB yriepona. IIpuMepsl HUKJIOATKMIBHBIX TPYI BKJIIOYAIOT
LUKJIONPONII, LUKIOOYTHJI, IHUKJIONEHTWI, UWKJIOTeKCHJ, LHKJIOTeNTHJ, aJaMaHTHII,
HOPOOpHWJI,  KyOWJI,  OKTarugpOWHACHWJ,  naekaruapoHadTwn,  Ownwmkio[3.2.1]okru,
ourukio[2.2.2]oktun, Ounukio[3.3.1]Honun, Ounmkno[3.3.2]aneunn, Ounmkio[2.2.2]okTu,
amaMaHTUI Wi ((aMUHOKapOOHIIT ) [IUKJIOATKIIT) IIUKJIOAJTKIT.

B wucnone3yeMoM 37€ch 3HAU€HUM “LUKJIOAJKEHWJbHas  TIpyINa OTHOCUTCS K
HEapOMaTHUECKOMY KapOomukKiInieckoMy Kousblly u3 3—10 (Hanpumep, 4—8) aTomMoOB yriepona,
UMEIOIEMY OIHY WJIM HECKOJBKO IBOWHBIX CBsA3eH. [IpuMepbl HUKIOANIKEHWIBHBIX TPYIII
BKJIFOYAIOT  LUKJIONMEHTEHWI, |, 4-1MKJIOreKCaaueHns, LWKJIOTeNTEeHW, IMKJIOOKTEHHII,
IeKCAarMPOMHACHI, OKTaruApoHaQTHN, LUKJIOTeKCeHWI, Ounukio[2.2.2]oKkTeHun  wiu
Oounnmkio[3.3.1]HoHeHIIL.

HHKJ’IO&J’[KI/IHbHaﬂ WM LHUKIOAJKCHUJIbHAA Tpymnra MOXET ObITh HEOOsI3aTEJILHO
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3aMELICHHON OIHMM WJIM HECKOJIbKMMHU 3aMECTHTEISIMU, TAaKUMHU Kak (ocdop, anudarndeckas

rpynmna [Hampumep, aJjKWI, alKEeHWI WIH aJKuHWI|, UuKioanudpaTiyeckass TIpyIa,

(nuknoanuparngeckas)anudparuieckas, reTeporuKIoanudaTuiecKas,
(rereporuknoanudarudeckas)aaudarnueckas, apu, reTepoapu, AIKOKCH—,
(mmxnoanudaruyeckas JoKCu—, (rereporukoanugpaTHIecKas )OKCH—, APUIOKCH—,

rerepoapuiiokcu—, (apanudarudeckas)okcr—, (rerTepoapanudaTHuecKas)OKCUrpyIna, apou,
reTepoapou, aMHHO—, aMMJIOTpyIIIa [Hanpumep, (amudaTryeckas )kapOOHHIAMUHO—,
(mmknoanudaruveckas )kapOOHUIAMUHO—,

((uuxnoanudparudeckas )anudpaTudeckas )kapOOHUIAMUHO—, (apwn)kapOOHUIIAMHHO—,
(apamuarrueckas )kapOOHUTIAMIUHO—, (reTeponukioanudaTueckas )kapOOHUTIAMIUHO—,

((rerepormknoanudarnyeckas )anudaruieckas )JkapOOHHIAMUHO—,

(reTepoapuit)kapOOHMITIAMUHO— WIH (rerepoapanudarudeckas)kapOOHUIAMHUHOTPYTINA],
HUTPOTPYIINA, KapOoKcUrpymnmna [Hammpumep, HOOC-, ANKOKCUKAPOOHMIT W
ANKUITKAPOOHUIIOKCH], au [Hampumep, (umknoanmudarndeck il )kapOoHMI,
((umknoammndarnueckuii )anudaTnaeck il kapOOHUI, (apamudarryaeckuii)kapOoHUI,

(rerepounknoanudaTuaeckuii )JKapOOHuU,
((rerepormknoanudarnueckuii)aandarnaeckuii )JkapOOHNIT WIH
(rerepoapamudarnyeckuiil)kapOOHIIT], HHUAHOTPYIIA, TaJOTeH, THAPOKCUTPYIIA, MEPKAITO,
cynmbdponmn [Hampumep, ankwi—SO>— u apmi—SOr—], cynbbpunun [Hanpumep, ankmwi—S(0)—],
cyabanun [Hampumep, ankui—S—|, Cynb(OKCH, MOUEBHMHA, THOMOYEBHHA, CyJb(pamon,
cyJib(haMu, OKCOTPYIIa WM KapOamMounJI.

B HCIIOJIb3yEMOM 37€eCh 3HAYCHUU TEPMHUH "rereporuki” 158105
"reTeporukioanudaruyeckas” OXBaTbIBAET reTepOLNKIIOANKUIIBHYIO rpymnmy u
reTepOLIKIIOAIKEHUIBHYIO TPYIIy, NPH 3TOM Kaxknaas W3 HHUX SIBISIETCS HEOOs3aTeIbHO
3aMEIIeHHON, KaK M3JIOKEHO HUIKE.

B ucnone3yemMoMm 31ech 3HaUeHUH "TeTepOLIUKIIOAIKIIIbHAS W TPyIa OTHOCUTCS K 3—10—
YJIEHHOH MOHO— WJIN OMLIMKJIMYECKOH (KOHAEHCUPOBAHHOW MJIM MOCTUKOBOH) (Hanmpumep, 5—10—
YJIEHHOH MOHO— MJIH OMLIMKITMUECKON) HACBILIIEHHOM KOJIBLEBOH CTPYKTYpE, B KOTOPOH OJMH WU
HECKOJIBKO M3 LUKJIMYECKHX aTOMOB MPEACTABISIIOT co00H rerepoatoM (Hampumep, N, O, S win
ux KoMmOuHauwmio). Ilpumepbl TeTepOLMKIOANKUIBHON TPYNIbIl  BKIKOYAT [THIIEPHIII,
MUTIEPA3WI, TETparuAponupani, terparuapodpypwi, 1,4—muokconmanwn, 1,4—nutuanwn, 1,3—
TMOKCOJIAHMII, OKCa30JIH I, W30KCa30 M, MOPQOTHHII, TroMopdomm,
OKTarupoOeH30(yp, OKTaruApPOXPOMEHHUJ, OKTarHAPOTUOXPOMEHMJI, OKTarHAPOHHIOJMII,
OKTaTUAPONUPHINHIII,  JOEKArHIPOXUHOJNUHWI,  OKTarunpoOenso[b]tmodenenn, 2-okca—
onnmkio[2.2.2|oktun, 1-a3a—0Ounukio|2.2.2 ok, 3—aza—0ounmkio[3.2.1]oktun u 2,6—anokca—
Tpunukio[3.3.1.0> " JHonua. MOHOLMKINYECKAsT TeTEPOLUKIOAIKIIbHAS TPyINNa MOXKET ObITh
CKOHIEHCHpPOBaHa C (EeHMJIBPHOH 4YacTbl0 ¢ OOpa3oBaHMEM TaKHX CTPYKTYp, Kak
TETPAruAPON30XUHOJINH, KOTOPhIE MOXKHO KJIaCCU(PUIIMPOBATH KAK T'€TEPOAPHUIIBL.

B ucnonb3yeMoM 3aech 3HAUEHHUHU 'TeTepOLMKIIOAJIKEHWIbHAsA" TPYINa OTHOCUTCS K

MOHO— WM Ounukiandeckod (Hampumep, S5—10—uneHHass MOHO— WM OHIMKJINYECKas)
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HEapOMAaTUYECKON CTPYKTYpE, COAEPIKAIIECH ONHY WJIM HECKOJIBKO JBOWHBIX CBSI3€H, U B KOTOPOU
OJIMH T HECKOJIBKO M3 LUKJIMYECKHX aTOMOB MPEACTABIBIIOT co00i rerepoaToM (Harpumep, N,
O wm S). MoHommkIn4eckue ¥ OWULUKIMYECKHE TIeTepOLMKIOAT(PATHIECKUe CHUCTEMbI
HYMEPYIOT COMNIACHO CTAaHAAPTHOU XMMUYECKOH HOMEHKJIAType.

['eTepOLMKIOANKIIIbHAS ~WJIM  TeTePOLMKIIOAJKEHWIbHASL ~ IPYyNIa MOXeT OBITh
HeoOs3aTeNIbHO 3aMeIleHa OFHUM WM HEeCKOJBKUMH 3aMEeCTUTENSIMH, TaKUMH Kak (ocdop,
anmudarudeckasl rpylmna [Hampumep, aJKWil, aJKEeHWJ WIN aJKUHWI|, LukiIoanudarayeckas
rpymnmna, (uukinoanudarudeckas)anudpaTHueckass rpyrmna, rereporukioanupaTuieckas rpyrnna,
(rereporuknoanudarudeckas )aaudariueckass — Tpymna,  apuii,  reTepoapui,  aJlKOKCH—,
(mmktoanudaruyeckas JOKCH—, (reTeporukoanugpaTHIecKast JOKCH—, APUIIOKCH—,
rerepoapriiokcu—, (apanudarudeckas)okcu—, (rerepoapanudaTudeckas)OKCUrPyIna, apowu,
reTepoapousi, aMHHO—, amujporpymmna [Hanpumep, (anmudarudeckas)kapOOHUIAMHHO—,
(umknoanudarnyeckas )kapOOHUIAMUHO—,

((uuknoanugpatudeckas )anudpaTudeckas )kapOOHUIIAMUHO—, (apwn)kapOOHUIIAMIHO—,
(apamuarrueckas )kapOOHUITAMIHO—, (reTeponukioanudaTiueckas )kapOOHUITAMIHO—,
((rerepormknoanudarnyeckas )anudaruieckas )JkapOOHUIAMUHO—,
(rerepoapun)kapOoHmIaMuHO—  win  (rerepoapunanudaruyeckas)kapOOHUIAMUHOTPYIA |,
HUTPOTPYyIIA, KapOoKcHurpymnmna [Hampumep, HOOC-, ANIKOKCUKAPOOHMUIT WA
ANKUIIKapOOHUIIOKCUTPYIIIA), auuil [Hampumep, (umknoamidatuaeckuii )kapOoHuUT,
((uuknoamngparuueckuii )anudaTnaeck il kapOOHUI, (apamudarraeckuii)kapOOHUI,
(rerepounknoanudaTudeckuii )KapOOHuUI,

((rerepormxnoanudarnueckuii)aaudaruaeckuii )kapOOoHNT WU
(rerepoapanudaruueckuii)kapOOHMIT], HUTPOTPYIINA, LUAHOTPYIIIA, TAJOTeH, THIPOKCUIPYIINa,
MEpKamnTo, CYJAb(QOHWIT [HAmpUMep, anKWICYyJbQOHUT WK apuicyibGOHWI], CyabQUHUIT
[Hanpumep, ankwicynbGUHWI], cyabpaHun [Hanpumep, anKWiICyidb(paHwi], CyiabpOKCH,
MOYEBHHA, THOMOYEBHHA, CYJIb(PaMOWI, CyJIb(pamMus, OKCOrpyIa Wil KapOaMOWI.

B wucnonedyemoMm 3mech 3HAueHUU 'reTepoapuibHas" rpynma  OTHOCHTCS K
MOHOIUKJINYECKON, OUIIUKIINIECKON WIIA TPULIMKINIECKOW CUCTEME KOJIell, COAepsKalien ot 4 o
15 uukIMYecKUx aToMOB, B KOTOPOM OJMH WU HECKOJbKO U3 LUKJIMYECKUX aTOMOB
NPEACTaBISIIOT coOoi rerepoatoM (Hampumep, N, O, S mium uX KOMOMHALMIO) U B KOTOPOH
MOHOLIMKJIMYECKasi KOJIbLIEBAsi CUCTEMA SIBIISIETCS apOMATHYECKOH MM B KOTOPOH MO MeHbIueH
Mepe OAMH M3 LUKJIOB B OMLMKJIMYECKOW MJIM TPULMKJINYECKON KOJBLEBOH CHCTEME SIBIISETCS
apomarudeckuM. [erepoapuiibHasi rpymmna BKIOUYAET OSH30KOHACHCHUPOBAHHYIO LIUKIHYECKYHO
cucTeMy, coiepXamyr oT 2 o 3 1mkioB. Hampumep, O€H30KOHIEHCHUpPOBAaHHAs TIpyIa
BKJIFOYaeT O€H30, KOHAGHCHUPOBAHHBII C  OOHUM  WIH  ABYMS  4—8—wieHHBIMHU
rerepouukioanidaTHueckuMu pparmentamu (HanpuMmep, MHIOJU3WI, MHAOIWI, H30UHIOJHI,
3H—unponmwi,  wHpmomuHwi,  Oen3o[b]dypun,  Oenso[b]tuodenun,  XUHOMMHHI WM
W30XUHOJIMHWI). Hekoropele mnpuMepsl rerepoapuia NPEACTABISIIOT COOOH a3eTHIUHII,
nupuann, |H-uanasonun, ¢ypun, nupponmi, THEHWN, THA30JIMI, OKCA30JIMJ, HMHIA30JIUI,

TeTpa3oNawi, OeH30(DypPHI, H30XUHOJUHIII, OCH3THA30JIMI, KCAHTEH, THOKCAHTEH, ()eHOTHA3HH,
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muruapouHnon,  Oenso[1,3]nuokcon, Oewnso[b]dypun, Oenso[b]tnodenmun, wHmazomw,
OeH3MMUIA30JTMIT, OEH3THA3OJIHIL, ITyPHIT, HTHHHOJIWJI, X MHOJIHJI, X HTHA30JIWII, LIMHHOJIWJI, (pTaTa3miI,
XHMHA30JIUI, XUHOKCAIWI, M30XuHOMWI, 4H—xunonusun, Oenszo—1,2 5—tuaguazommn win 1,8—
HaTUpHIUIL.

be3 orpannvenHus, MOHOLIMKINYECKHIE IeTepoapuiibl BKIIOYAOT Qypwi, Tuodpenmn, 2H-
MUPPONIIL, THPPOJIII, OKCA30JMJI, Ta30JMWJI, HWMHUAA30JWI, THPA30IWI, H30KCA30JIHIL,
nzotuazonun, 1,3, 4-tmagnazonun, 2H-nupanun, 4H-npanun, nupugun, nupupgasu,
NUPUMUAWI, NHUPA30aWi, nupasun wim 1,3,5-Tpuaszun. MOHOLMKINYECKHE TeTepOoapuiibl
HYMEPYIOT COMNIACHO CTAaHAAPTHON XUMUYECKONH HOMEHKJIAType.

be3 orpanuueHusi, OULMKJINYECKHE TE€TEPOAPHIIbI BKIFOYAIOT WHIOIU3WI, HHIOJWI,
wzounnown, 3H-unmonun, wHmonuHun, OeH3o[b]dypun, Oenso[b]THodeHun, XUHOIUHMI,
W30XHWHOJIMHWI, WHIOJUM3WHWI, W30MHIOMWI, WHmomwi, Oenszo[b]dypun, Oenzo[b]ruodenw,
WHAA30JW1, OSH3UMUIA3II, OeH3TUA3OIIT, TypUHII, 4H—XUHONU3WUI, XUHOIWI, U30XHHOJII,
UUHHONW,  (pramasuyi, XWHA3OJWJI, XUHOKCAmWwiI, 1,8—HaQTupumuia Wik  OTePUaNIL.
Bunknueckue rerepoapiiibl HyMEPYIOT COTJIACHO CTAHIAPTHON XUMHUYECKOW HOMEHKJIAType.

I'etepoapun siBnsieTcs: HEOOS3aTENBHO 3aMEIIEHHBIM OJHUM HJIH  HECKOJbKUMU
3aMECTUTEJISIMU, TAKUMHU Kak ajudarrueckas rpymnma [HanpuMmep, aiKil, aTKeHUT WU aJTIKUHW |
LUKJIoATU(paTHIEeCKAasT rpynna, (mmknoanudaTnueckas )anudaTnaeckast TpyIma;
rerepormkioanudarTudeckast rpymma; (rerepouukioanudaraueckas)annudarnyeckas TpyIma,;
apWII, TETEPOAPIIT; AJIKOKCH, (IMKJIoan(aTudeckas )okcr—; (reTeponkioanudpaTuiaeckas )OKCH—
; ApUIIOKCU—, reTepoapuIIOKCH—, (apamudarrueckas )oKCu—;
(rerepoapanudaTudeckas)OKCUrPyIIa;, apowI, I'eTepoapowy, aMHUHOIPYMIA;, OKcorpymma (Ha
HEaPOMATHYECKOM KapOOLMKJE WM TeTEPOLMKIIE OMLUKINYECKOTO WIH TPULHKIUIECKOTO

rerepoapuia); KapOOKCUTPYIa, aMHUIOTpyIma;, amuil [Hampumep, ajdudaTukkapOOHUT,

(umknoanudaruueckuii )kapOOHHT, ((muxnoamugpaTrnyeckuii )anupaTHaeckuil )kapOOHNIT,
(apamudarrueckuii)kapOOHMIT, (rerepouuknoanudaruaeckuii )JKapOOHUIT,
((rerepormknoanudarnueckuii)anndaruaeckuii )JkapOOHWIT, WIH

(rerepoapamudarnyeckuii)kapOonmi]; cyiabhoHmn [Hanpumep, amudarudecuii CyabpOHUT WU
amuHocynboHwI|;, cynappuHMN [Hanpumep, amudaTUYECKUil CyJabPUHWI|; CyJabhaHUIT
[Hampumep, — anudpaTudeckuii  CyabhaHWI],  HUTPOrPYyMIa,  LHAHOTPYIIA,  [aJOreH;
TMAPOKCUTPYIINA, MEpPKANTO, CYJIb()OKCUIPYINa, MOYEBHHA, THOMOYEBHHA, CYJb(HaMOu;
cynbdamum;, uin kapdamomui. [1o skenaHHI0 reTepoapui MOKET ObITh HE3aMEIIEHHbIM.
HeorpanuuuBarorue pUMepbl 3aMeIIEeHHbIX reTepoapusIoB BKJIFOUAIOT
(rajoreH)reTepoapui [Hampumep, MOHO— W Au—(TajoreH)rerepoapui|; (KapOOKCH)reTepoapu
[HamprMep, (ATKOKCHKapOOHIIT)reTepoapmil|; IHaHOTETEPOAPII, AMHHOTETEPOapHIT [HAIpUMED,
((anxuncyapdormU )aMuHO)reTepoapuil U ((OUANKIIT)aMIHO)reTepoapi|; (aMHuI0)reTepoapu
[Hampumep, aMUHOKapOOHIIITETePOAPHI, ((amkukapOOHMIT)aMUHO )reTePOAPHL,
((((aymkwuT)aMIHO )aJTK T ) aMHHOKapOOHUIT )reTe poapul,
(((rerepoapun)aMuHO ))kapOOHIIT)rEeTEPOAPUI,

((rerepormknoanudarnyueckuii)kapOboHmI)rerepoapit 1 ((anKmikapOOHUI)aMUHO )reTepoapui];
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(mmanoankmiI)rerepoapmit,  (aJIKOKCH)rerepoapui,  (Cysibdamomn)rerepoapmi — [Hampumep,
(amuHOCYIBG OHMIT)reTePOaAPHII]; (cynboHmIIT)reTepoapI [Hampumep,
(ankuncynspoHmn)rerepoapmi|;  (THAPOKCHAIKWI)reTepoapui;, (aJIKOKCHAJIKWI )reTepoapu,

(ruppoxkcu)rerepoapmt; ((kapOokcu)ankm)rerepoapiut; (((IUaIKUI)aMUHO)aIKUIT)reTePOAPIIT,

(rerepouunkioanndaTUIeCKUui )reTepoapul, (uuknoamiaTudeckuii)reTepoapu;
(HUTPOAJIKUJI )reTePOAPHIIT; (((amxkunCcy b OHIT )aMUHO )aJIK LT ) TETEPOAPHLT,
((anknaCyIb()OHMI )aTKHUIT)reTEPOAPUI, (IMaHOAKNIT )reTepOaAPHIT, (aumm)rerepoapui

[Hampumep, (ankunkapOoHua)reTepoapui]; (ankui)rerepoapuyi U (ralOreHaJKUI)reTepoapmI
[HanpuMep, TPUraJOreHANIKHITeTEPOAPIII].

B wucnonedyemoMm 3pmech 3HaueHWH 'reTepoapanudaruueckmii(as)" (Takod  Kak
reTepoapasKiibHas TPYyIIa) OTHOCUTCS K anudarudeckoit rpynme (Hanpumep, Ci—4 aaKuibHas
IpyIna), KOTOpas 3aMelleHa TreTepoapryibHoW rpymmoi. "Anudarmueckuit”, "amkun" wu
"reTepoapmn” ObLTH ONPEIEIICHBI BBILIE.

B ucnonszyemMoM 37€ch 3HaU€HUH "reTepoapasikiiibHas" rpymnna OTHOCUTCS K aJIKUJIbHON
rpymme (Hanpumep, C1-4 aNKHJIBHON TPYIIIE), KOTOPas 3aMelIeHa reTepoapiibHON rpynmnoi. Kak
"ankun", Tak 1 "rerepoapui’ ObUTH OmpeneseHbl Bhilie. [ eTepoapalikii SIBISIETCs] HEO0O0S3aTENbHO
3aMELICHHbIM OJHHM WJIH HECKOJbKUMH 3aMECTHTEISIMHM, TAaKUMH KakK aikui (BKIFOYas
KapOOKCHAIIKIII, THAPOKCHAJIKHI M TAJIOT€HAJIKIJI, TAKOH KaK TP TOPMETIIT), aJTKEHNJI, AIKUHIIL,

LUKJIOATKIJ, (LUKJIOAJKHII)AJKII, TeTEePOLUKIOATKIN, (TeTepOIMKIOANKIII)aIKII, apHIl,

reTepoapui,  aJlKOKCH—,  LHUKJIOAJIKWIOKCH—,  TeTePOLMKIOAIKUIOKCH—,  apHIOKCH—,
reTepOapuIOKCH—,  apaJKHJIOKCH—,  TeTePOaPaJKHIOKCUIPYIINA,  ApOWI,  TeTepOapOmJ,
HHUTPOTPYIINA, KapOOKCHrpyIIIa, AIKOKCHKapOOHWIT, ATKHIIKaPOOHUIIOKCUTPYIITIA,
aMHUHOKapOOHHMI, ATKUITKApOOHUIAMUHO—, LMKJIOATKHIJIKAPOOHUIIAMHUHO—,
(LMKJTOATKUITAJIKIIT ) KapOOHUIAMUHO—,  apUJIKapOOHUJIAMHUHO—,  apajKHJIKapOOHMJIAMHHO—,
(reTepoOLMKIIOATIKIIT)KapOOHUIAMUHO—, (reTepoOLMKIIOATKIIIAIKII ) KapOOHUITAMUHO—,

reTepoapuiKapOOHIIIAMHHO—, TeTepOoapaKIIKapOOHMIAMHUHOTPYIINA, LHUAHOTPYIINA, TaJOTeH,
THAPOKCUTPYIA, alWI, MEpKamlTo, aJKWiICyJdb()aHui, Cyiab(OKCUTPYIIa, MOYEBHHA,
TUOMOYEBHHA, CYJIb(hamMou, cysibhamus, OKCOrpyIna Wiu KapOaMo

B mcnonb3yeMbIx 31€Ch 3HAYCHUSAX "LUKITMYECKUi GpparMeHT" u "HuKin4eckas rpymmna”
OTHOCATCSI K MOHO—, OH— M TPULUKIMYECKHIM KOJIBIIEBBIM CHCTEMaM, BKJIOYAs
LUKJIOATN(ATHYECKYIO, TETePOLUKIIOATH(PATHUECKYIO CHCTEMY, apUJI WII TeTEPOapIIL, KaKaast 13
KOTOPBIX ObLJIa OTpeesieHa paHee.

B ucnonp3yemMoM 31eCh 3HAYEHUH "MOCTHMKOBAsl OWIMKJINYECKas KOJIbLEBasl cUCTeMa"
OTHOCHUTCSI K OWIUKIMYECKOW TIeTepOLMKIOANTN(paTHIecKOH KOJNBLEBOW CHCTEME WU
OMLIMKIIMYECKOW HHKJIOATH(PATUIECKOH KOJNBLEBOH CHCTEME, B KOTOPOW LIUKIIBI COENUHEHBI
MOCTHKOBOH CBsI3bI0. [IprMepbl MOCTUKOBBIX OMIMKJINYECKHX KOJNBIEBBIX CHCTEM BKIIFOYAIOT, HO

HE OIPaHUYUBASICH 1500051 aJlaMaHTaHUI, HOpPOOPHAHILI, Oonnmkno[3.2.1]okrm,

ourukio[2.2.2]okTu, ourukio[3.3. 1 JHoHwM, ourukio[3.3 .2 nemwn, 2—
okcabunukio[2.2.2]Joktun, 1-azaburmkino[2.2.2]oktun, 3—a3abunukio[3.2.1]Joktun u 2,6—

nuokca—Tpuiukiao[3.3.1.0> JHonun. MocTukoBas OMIMKIMYECKas KONbLEBAs CHCTEMA MOKET
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OBITh HEOOSI3aTENBHO 3aMeHleHHOI>'I OJHUM HJIM HCCKOJIBKUMH 3aMECTUTECIIAMU, TAKUMH KaK aJIKKUJI

(BrrOYast KapOOKCHAJKWII, THAPOKCHUANKIJI W TaJIOTEHAJKII, TaKOH Kak TpUPTOPMETHII),

AJIKEHWUI, AJIKMHU, LU KJIOAJIK I, (LIMKJIOATTKIIT )AJTK LI, reTePOLUKIIOATIKIIL,
(reTepoOLIMKIIOAIIKII )aJIKIJ, apui, reTepoapui, AJNIKOKCHU—, LIUKJIOAJIKUIIOKCH—,
reTepOLMKIIOATKUIIOKCH, apUIOKCH—, reTepoapuIOKCH—, apaJKHIOKCH—,
reTepoapaIKUIOKCUTPYINa,  apowi,  TeTepoapomi,  HHUTporpymma,  KapOOKCHrpymmna,

AJIKOKCUKAapOOHWII,  aJIKMJIKapOOHWJIOKCUTPYINA, AMHHOKApOOHWJ, AaJKMIKapOOHMJIAMHHO—,
LUKJIOAJTKUIKAPOOHMIAMUHO—,  (LIMKJIOAJIKIIIAIKI )KapOOHUIAMHUHO—, apuIKapOOHUIIAMHUHO—,
apanKuIKapOOHUIAMUHO—, (reTepOLMKIIOATKUIT)KapOOHUIIAMUHO—,
(TeTepOIUKIIOATKUIIAIKILIT ) KapOOHUIAMUHO—, reTepoapiKapOOHUIAMHUHO—,
reTepoapaKiiIKapOOHUIAMUHOTPYIINA, LHAHOTPYIIA, TaJOreH, TUAPOKCHIPYIa, —Aallwl,
MEpKAITO, aNKWICYJIb(paHmI, CyabQOKCUrpyIna, MOYEBHHA, THOMOYEBHHA, CYyJb(aMom,
CyJib(haMuI, OKCOTPYIINa WA KapOaMouT

B ucnons3yeMoM 31ech 3HaUeHUH "anuibHass" rpymna OTHOCUTCS K (POPMIIIbHOM TpyIie
unu R*-C(0)- (taxoit kak

ankmi—C(0)—, Ttaxxke HaspiBaeMon "ankwnkapOonmn"), rme R* wm "amkun" Obutn
OTIpeNeNIeHbl paHee. ALETHII U MUBAJIOWII SIBJSIFOTCS PUMEPaMH ALMIIBHBIX TPYIIIL.

Hcnonb3yeMslil B HACTOSILIEM ONKUCAHUU TEPMUH "apoun" uinu "rerepoapousn” OTHOCUTCS
k apmwi—C(O)- wmmu rerepoapmni—C(O)—. ApwibHass U reTepoapwuiibHasi 4acTh apOWJIa WM
rerepoapounsia SBJSIETCs HeoOs13aTeIbHO 3aMeIeHHOH, KaK ONpPeesieHO paHee.

Hcnonb3yeMslil B HACTOSALLEM ONMUCAHUN TEPMUH "aJKOKCU'" IPyIMIa OTHOCUTCS K aJIKHJI—
O- rpynme, rae "ankun" ObUT OpeesieH paHee.

Hcnonp3yeMelii B HACTOSIIEM ONUCAHUM TEPMUH "KapOaMousbHast" IpyIina OTHOCUTCS K
rpynmne, UMerLIeil CTpoeHue

~O-CO-NR*RY umu ~-NR*-CO-0O-R? rme R* and RY 6bun onpenenenst Bbime, 1 R%
MOXeT  ObiTb  anmudarudeckodl  rpymmol,  apwioM,  apaaudaTH4eckoil  TPYIIOH,
reTepOLMKIOATU(pATHIECKON TPYIIION, FeTepOAPHIIOM WIH TeTepoapainaTHIeCcKOl IPYIOn.

B nanHoMm koHTekcTe "kapbokcu" rpynma otnocurcs k ~COOH, -COORX, ~OC(O)H, —
OC(O)R* npu ucronb30BaHUU B KauecTBe KoHIeBoil rpynnsl; win —OC(0)- umu —C(0)O- npu
UCTIOJIb30BAHUH B KAYECTBE BHYTPEHHEH IPYTIIIbL.

B nanHOM KkOHTekcTe "ramoreHanudarmueckas” Tpymra OTHOCUTCS K alu(paTHIeCKOU
rpynne, 3amenieHHol 1-3 ranorenamu. Hanpumep, TepMuH "rajoreHankui" BKIKOYAET FPYIILY —
CFs.

B nanHOM KOHTeKkcTe "MepkanTo" wiu "MepkantaHoBass" rpymnmna oTHocurcs kK —SH.

B nanHoMm koHTekcTe "cynbdo" rpymma ornocutcs k —SOsH ummm —SOsR* mpu
UCTIOJIb30BAHUH B KAY€CTBE KOHLIEBOH I'PYTIIbI WITH

K —S(O)s;— npu UCNOJB30BAHNH B KAU€CTBE BHYTPEHHEN IPYIIIIBL.

B nanHOM KOHTeKkcTe "cynbhamun" nim "cyabphamMugHas" rpyrnna OTHOCUTCS K CTPYKTYpe
~NR*-§(0),~NRYR” nipu uCHONb30BaHUH B KAYECTBE KOHIEBOM rpynmbl 1 kK —~NR*-S(0),~NR Y~

TP MCMIOJB30BaHUHU B KaueCTBe BHyTpeHHel rpynnbl, rae R*, RY u R% Gbumn onpeneneHs! BhILIE.
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B nanHOM koHTekcTe "cyibamomn" wmnm "cynbdamomspHas" rpymma OTHOCHTCS K
ctpyktype ~0—S(0)-NRYR?, rne RY u R” Gbiin onpeneneHsl BbIlIE.

B nanHoM koHTekcTe "cynbpoHamua" niam "cynbpoHaMuaHas" rpynma OTHOCHTCS K
crpyktype —S(0)-NR*RY unu

~NR*-S(0),—R% npu HCTIONB30BaHUK B KAUECTBE KOHIIEBOH rpynmbr, umn K —S(0),~-NRX—
unn —~NR* —S(O)>— npu ucronb3oBaHuu B KauecTBe BHyTpeHHeil rpymmbi, rae RX, RY, u R?
OTIpEJIEJIeHBI BBILIE.

B nanHOM KoHTekcTe "cynb(anun" umu "cynbdanunpHas” rpymmna oTHocuTes k —S—RX
NPU HCIIOJIb30BAaHUK B Kau€CTBE KOHIIEBOH I'PYMIbl U K —S— MPU HCTIOJNb30BAHUH B KA4YECTBE
BHyTpeHHeil rpymmbl, rae R* Obun onpenmenen Bbime. Ilpumepbl Cynb(GaHMIOB BKIHOYAIOT
anuarnaeckuii—S—, nukoaaudaTHUecKuii—S—, apui—S— Uil mogo0HbIe.

B nanHOM KOHTekcTe "cynbpuana" win "cyappuaniabHas" rpynna orHocutcs K —S(O)-
R* npu Mcronb30BaHUHU B KaU€CTBE KOHIIEBOH rpynmbl 1 K —S(O)— IpH UCTONb30BAHUM B KAYECTBE
BHyTpeHHeil rpynnbl, rae R* Owbu1 onpenened Bbiue. TunudHble CyabQUHMIbHbIE TPYIIbI
BKirovaroT anudparuueckuii—S(0)—, apun—S(0O)-, (uuknoanudparuueckuii(anudaruaeckuii))—
S(O)-, uumkmoankun—S(0O)-, rerepouuknoanmuparndeckuii—S(0)—, rerepoapmwi—S(O)— wmm
noAO0HBIE.

B nanHOM koHTekcTe "cynbdonmn” wiu "cynbdonunbHas" rpynmna otHocutes K —S(0)2—
R* npu ucnonb30BaHUM B Ka4€CTBE KOHLIEBOI MPYIITbI M K

~S(0)2~ Npu KCMONB30BAaHUM B KauecTBe BHyTpeHHel rpymmbl, rae R* Gbu1 onpenenen
Bbie. TunuuHble Cyab(pUHIIbHBIE TPyMIbl BKIOUAOT ajgudarnaeckuii—S(0)—, apmr—S(0)x—,
(mxnoamudarmueckuii(anudarugeckuii) )-S(O)2—, ukoamdarmueckuii—S(0)r—,
rerepounkioanuparunaeckuii—S(0)—, rerepoapuii—S(0)2—,
(mmknoanuparuyeckuii(amuno(anudparuueckuii)))—S(O),— wnu nogoOHbIE.

B nanHOM KoHTekcTe "cynbdokeu” rpymnmna ornocutcs k —0—S(0)-R* uwnu —S(0)-O-RX
NPU HCIOJIb30BAHMM B KauecTBe KOHLEBOH rpymmbl U Kk —O-S(O)- wiu —S(0)—(O)- npu
HCMIONL30BAHUU B Ka4€CTBE BHyTpeHHeil rpynmbl, rae R¥ 6bin onpenenen sbime.

B nanHOM KOHTeKCTe "rajiored” uiu "rajoreHuaHas" rpymnmna OTHOCUTCS K Gropy, Xiopy,
Opomy wiu Hony.

B nmanHOM KOHTeKCTe "aJKOKCUKApOOHMJ', KOTOpPBbIH BXOOUT B  TPYIIY,
OXapaKTEPU30BAHHYID TEPMUHOM "KapOOKCH", UCMONb3YEeMbIil OTHENbHO WU B CBSI3U C IPYTOM
IPYIINOH, OTHOCUTCS K Tako# rpymre, kak ankui—0—-C(0)-.

B nanHOM KOHTEKCTE "aJKOKCHAJIKUMI" OTHOCHUTCS K JIKWJIBHOW TPYIINE, TAaKOW Kak
ankun—O—aNKuii—, TAe aJKUJI TAKOH, KaK ONPEeAeIIeH BhIIIE.

B nanHOM koHTekcTe "kapOonun" orHocuTcs K —C(O)-.

B nannom konrtekcte "okco" unu "okcorpynmna" otHocurcs K =0.

Hcnonp3yeMelii B HacTOsAIEM onucaHnu TepMuH "docdo” nmn "pocdopHslit” oTHOCHTCS
k pochunaram u pocdonaram. ITpumeps pochunatos u pocdonaros srmouarot —P(O)(R")2, rae
R" npencraBnser coboif anudaruueckyro TPYMMy, aJKOKCHIPYINNy, apUJIOKCHTPYMIy,

reTepoapuIOKCUTPYIINY, (umknoanudaTuIecKyro JOKCUTPYIIY,
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(rerepounkoanaTUIECKUN ) OKCHAPUIL, Te€Tepoapuil, LUKIOAMN(PATHUECKYI0 TPYMIy WM
AMHUHOTPYIIILY.

B 1aHHOM KOHTEKCTe "aMUHOaNKu1" OTHOCHTCS K cTpykType (R*):N—-ankun—.

B nanHOM KOHTeKCTe "HHaHoaNKuiI" OTHOCUTCS K CTPYKType (NC)—ankuin—.

B nanHOM KOHTekcTe rpymnmna "mModeBHHBbI" min "kapbamumHas" rpyrnmna OTHOCHTCS K
crpyktype ~NR*-CO-NRYR? u rpynny "THOMOYEBHHbI" OTHOCUTCS K CTPyKType —NR*-CS—
NRYR? npu UCMONb30BaHUM B Ka4ecTBe KOHLEBOH rpynmbl 1 k ~NR*~CO-NR Y- uu

~NR*-CS-NRY- npu ucrons3oBaHuy B kKauecTse BHyTpeHHeli rpynmbl, rae RX, RY u R%
ObLIU OTIpEeNeNIeHbI BBILIE.

B nmanHOM KOHTekCcTe "ryaHMOUHOBas" TpPyIIa OTHOCHUTCS K CTPYKType —
N=C(N(R*RY))N(R*RY) unu

~NR*-C(=NR*)NR*RY, rre R* u RY Gb11u onpeneneHs! BhIIIE.

B naHHOM KOHTEKCTe TEpMHH "aMUOUHO" TpPyIINa OTHOCUTCS K CTPYKType —
C=(NR*)N(R*RY), rne R* u RY Gbinu onpeieieHbl BhIIle.

B ofmem cnydae TepMuH "cocemHUN" OTHOCUTCS K PACIOJIOKEHUIO 3aMECTUTENICH B
TpyIIe, KOTOpasi COAEPIKUT ABa MIIA OOJbIIEe YUCIIO aTOMOB YIJIepOa, B KOTOPOI 3aMeCTUTENN
NPUCOEINHEHBI K COCETHUM aTOMaM yIiiepoaa.

B obmewm ciydae TepMuH "CHBOEHHBIN" OTHOCUTCSI K PACIONIOXKEHHUIO 3aMECTUTENICH B
IpyIIe, KOTOpasi COAEPIKHUT ABa MIIK OOJIbIIEe YHUCIIO aTOMOB YIJIepOa, B KOTOPOH 3aMeCTUTENN
NPUCOEIUHEHBI K OTHOMY U TOMY K€ aTOMY yTIJIeposa.

Tepmune! "Ha koHue" wnn "KOHUEBas rpynna" u "BHyTpu" wWiM "BHYTpeHHss rpymnmna’
OTHOCATCSI K PACIIOJIOKEHHUIO TPYNIbl B 3aMecTuTesne. I'pynmna sBisercs KOHIEBOH, €ClIH 3Ta
IpyIna pacnojoXeHa Ha KOHIIE 3aMECTUTEJIs], Jjajiee He CBA3aHHOTO C OCTAJIbHOW XMMUYECKOH
cTpykTypoit. Kapbokcuankun, T.e., R¥O(O)C-ankun siBasercs mpuMepoM KapOOKCHUIPYIIITbI,
UCIOJIb3yeMON B Ka4eCTBe KOHLIEBOM Ipymnmbl. I'pynmna siBisieTcst BHYTPEHHEH, €CM 3Ta rpynmna
pacroyio’keHa B CEpeAMHE 3aMECTHTENs] XMMUYEeCKOH CTPYKTYpbl. AJIKMIKapOOKCHIpyTIa
(Hanpumep, ankui—C(0)0— wmm ankmi—OC(0)-) u ankunkapOokcuapun (Hanmpumep, ajaKuji—
C(O)O-apun— wm  ankun—O(CO)—-apui—)  SBISIOTCS  NpUMepaMu  KapOOKCHIpyI,
UCTIONIb3YEMBIX B KAYECTBE BHYTPEHHUX IPYIIIL.

B nanHOM kOHTekcTe "anudarnyueckas Henb" OTHOCUTCS K Pa3BETBICHHOW WU JIMHEHHOH
anupaTHuecKkol rpynmne (HampuMep, ajJKWIbHbIE TPYINbI, AJKCHWJIbHBIE TPYIIBl N
AJIKMHWJIbHBIE TpyIel). JIuHelHas anudaTudeckas Lenb HIMEET CTPYKTYPY

—[CHz]y—, tme v mpunmmaer 3HaudeHus: 1—12. PasperBieHHas anudaruyeckas UeNb
MpeaCTaBisieT COOOW JIMHEWHYI0 anudaTHYeckyr Iemb, KOTOpash 3aMelleHa OJHOH WU
HECKOJIbKUMH  amu(aTHIeCKUMU TpynmaMu. Pa3BeTBieHHas anudaThyeckass Lemnb HMeeT
CTPYKTYpPY

—[CQQ]v— rme Q He3aBUCHUMO TpeACTABIIIET COOOI BOXOPOA WK ATU(PATHIECKYIO TPYIIITY;
OHAaKO, XOTs Obl B omHOM ciydae Q pomwkeH ObiTh anudaruyeckol rpymmoi. TepmuH
"anugarnyeckas Lenb" BKIHOYAET aJKWJIbHbIE TN, aJKEeHWJIbHbIE LIENH U aJKUHIIbHBIE LIEIH,

rac ajkuil, aIKkCHUJI U aJIKUHUJT TAKHEC, KaK OIMPEACTICHBI BBILIC.
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B ucnons3yemom 3nech 3HaueHUH "'nepuoanHaH [lecca—MapTtuHa" U ero COKparieHHOe
Ha3zBaHue "DMP" ucnonbs3yrorcs B3aumoszamensieMmo. DMP ornocurcs k 1,1, 1-tpuanerokcn—1,1-
aurunpo—1,2—-6ensunonokcon—3(1H)—ony, nmeroemy cTpoeHue

O

o}
/
I~(OAc)

(ACO)/(bAC)

BripaxkeHue "HeoOs3aTeNbHO 3aMELICHHBIH HCIOJNb3YeTCs B3aUMO3aMEHSIEMO C
BbIpaXKEHHEM '3aMelleHHbI WM He3amelleHHbIH". Kak omnucaHo B JaHHOM JOKYMEHTE,
COEMHEHUs] JaHHOTO M300peTeHHsT MOTyT OBbIThb HEO0sA3aTeNbHO 3aMeleHbl OJHUM WU
HECKOJIBKUMH 3aMECTHTEISIMH, TAKUMH KaK MPOMJUTIOCTPUPOBAHBI B OOLIMX YepTax BBIIE, WU
NPEACTABICHbl KOHKPETHBIMH KJIACCaMH, TIOAKJIACCAMH M PAa3HOBUAHOCTSMHU JAHHOTO
m3o0petenus. Kak omucaHo B naHHOM gokymente, nepemennsie R, R% R3 R* R!° u npyrue
nepemMeHHble, copepxkamuecs B @opmynax IA u I, ommcaHHBIX B HACTOSIIIEM OIMCAHMUH,
OXBaTBIBAIOT KOHKPETHBIE TPYIIIbI, TAKHE KaK aJIKWII U apiil. Eciin He oroBopeHo nHaue, Kaxaas
U3 KOHKPETHBIX IpyNn B KadecTse 3Hadenuii mepemennbix R!, R?, R’ R* R!Y u mpyrux
NEPEMEHHBIX, COAEPIKALIMXCS B HUX, MOXKET OBITh HEOoOs3aTeNbHO 3aMeleHa OJHUM WU
HECKOJIbKUMH 3aMECTUTEJSIMH, ONMHUCAHHBIMH B TAaHHOM JOKyMeHTe. Kaxaplii 3amecTuTenn
KOHKPETHOW TPYIIIBI JOMOJIHUTEIBHO HEOOS3aTENIbHO 3aMelleH 1-3 3aMeCTUTENIMU, TAKUMH KaKk
rajored, IMaHO—,  OKCO—,  QJKOKCH—THAPOKCH—,  aMHUHO—,  HHUTPOTPYIa,  apwui,
LUKJIoanudaTHyecKasi, reTepoLuKiIoaIndaTuieckas rpynmna, reTepoapul, raoreHaIK I 1 alIKUIL.
Hanpumep, ankumnbHas rpynmna MoxeT ObITh 3aMelleHa aJKIICYIb(PaHUIOM U aJKUICYJIb(aHuI
MOKeT OBITh HEOOsI3aTeNbHO 3aMelleH |—3 3aMeCTUTENsIMU, TAKUMH KaK rajloreH, IUHaHO—, OKCO—
, AJIKOKCH—, THUIPOKCH—, aMHHO—, HHUTPOTPYIIA, apui, TajJOreHaJkujl U ajkuwil. B kaudecTse
JONOJHUTEIBHOTO TPHMepa, LUKIOAIKUIbHAS YacTh (LMKJIOAJIKHII)KapOOHUIAMUHOTPYIITbI
MOKeT ObITh HeoOsI3aTeNbHO 3amelneHa |—3 3aMecTUTENsIMH, TaKUMHU KaK TaJloreH, IHaHO—,
AJIKOKCH—, THIAPOKCH—, HHUTPOTPYIIA, TAJOT€HAJKMJ W alKWl. B Tex ciydasx Koraa IBe
AJIKOKCUTPYIIIIBI CBS3aHbI C OJHUM W TEM K€ aTOMOM WM COCEIHHUMH aTOMaMH, IBE
AJIKOKCUTPYIIIBI MOTYT 00pa30BaTh LIUKJI BMECTE C aTOMOM(aMH), C KOTOPBIM(M) OHU CBSI3aHBL.

B ofmem ciydae TepMuH "3aMeIIEeHHBIH" HE3aBUCUMO OT TOTO, MPEALIECTBYET JIH €My
TEPMHUH “HEOO0s3aTeNIbHO WJIM HET, OTHOCUTCS K 3aME€HEe aTOMOB BOJIOPOJAa B JAHHOH CTPYKType
pamuKaJIOM OMNpEeNeNeHHOro 3amectuTens. KOHKpeTHble 3aMeCTHUTENH ONHCAHbl BBIE B
OTIpeNeNICHUsIX M HIDKE B OMHMCAHWU COCOUHEHHWH U MX npumepax. Eciam He OoroBopeHO MHaue,
HeoOsI3aTeNIbHO 3aMELICHHAs TPYIMNa MOXKET HWMEeTh 3aMEeCTUTEeNh B KaXXKIOM 3aMelaeMoM
MOJIOXKEHUU TPYMIBL, U B TeX CIydasx, Koraa Oosee 4eM ONHO MOJIOKEHHE B JIOOOH NaHHON
CTPYKType MOXeT OBITh 3aMeLIeHO OoJjiee YeM OIHUM 3aMECTHTeNIeM, BBIOPAaHHBIM U3
OTIPENeIEHHON T'PYMIIbL, 3aMECTUTENb B KaXKIOM TOJOKEHUH MOXKET OBITh JTMOO OAMHAKOBBIM,
a00 OTJIMYHBIM JIpYyr OT aApyra. L{ukmuueckuil 3aMecTUTeNb, TAKOW KaK TIe€TepOLMKJIOATKHUIL,
MOJKET OBITh CBSI3aH C JPYTUM LIUKJIOM, TAKUM KaK LIUKJIOAJIKHIII, 00pa3ysi CIMPOOUIMKINIECKYIO

KOJIBIIEBYIO CHCTEMy, Hampumep, o0a IuKjia HMMEIOT ofauH obmuii arom. Kak oudeBHIHO
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CHEeLMANINCTY B JaHHOW 00JacT, KOMOMHAILIMM 3aMeCTUTENel, MpenycMaTprBaeMble TaHHBIM
n300peTeHneM, MPEACTABISIOT COOOH Te KOMOMHAIMM, KOTOpPbIE NPHUBOAST K OOPa30BaHHIO
CTa0MJIBHBIX WM XUMUYECKH BO3MOXKHBIX COEIMHEHHH.

BripakeHune “cTabnIbHOE NI XUMUUYECKH BO3MOXKHOE B UCTIONb3YEMOM 3/1€Ch 3HAUEHU U
OTHOCUTCSI K COEIUHEHUSIM, KOTOpbIE, MO CYLIECTBY, HE M3MEHSIOTCS, KOIZa MX IOJABEPraroT
BO3MEHCTBUIO  YCJIOBHH, MNPEAyCMAaTPUBAIOIIUX HMX  IOJy4YeHHe, OOHapy)XeHHe W,
IPEANOYTUTENBHO, HX BBIACTICHUE, OUUCTKY M UX HCIIOJIb30BAHHE 1151 OTHOM MK OOJIBIIErO YKCia
LeNiell, pacKpbIBA€MbIX B HACTOSIILEM OMUCAHMH. B HEKOTOPBIX BapHAHTaX OCYIIECTBJICHUS
CTa0WIbHOE COEIMHEHHE WM XHUMHYECKH BO3MOXHOE COCOMHEHHE MPeACTaBisieT CcoOOH
COEAMHEHHE, KOTOPOe, MO CYIIECTBY, HE U3MEHSIETCS IPH XPaHEHUH ero npu Temmneparype 40°C
WIA HUXKE, B OTCYTCTBHE BJIard WJIM JPYTUX XUMHYECKU AKTUBHBIX YCJIOBUH, B TEUEHHE IO
MEHBIIIEH Mepe HeNeNu.

B ucnonedyemMom 31ech 3HaU€HHH "XUMHUYECKash YUCTOTA" OTHOCUTCS K CTETICHH, B
KOTOPOH COeMHEHHE, T.€. KeJaeMblil MPOAYKT WM MPOMEXKYTOYHOE COENMHEHNE, He pa30aBieH
WA HEe CMEIIaH ¢ MOCTOPOHHUM MAaTePUAJIOM, TAKUM KaK XUMHUUECKHE ITOOOUHBIE IPOIYKTHI.

Ecnu He oroBopeHO MHaYe, TO CTPYKTYPBI, OMMMCAHHBIE B HACTOSIIEM HOKYMEHTE TaKKe
NpeAHa3HAYeHbl BKIIFOYATh BCE M30MEpHbIE (HAIPUMEpP, SHAHTHOMEPHbBIE, NHACTEPEOMEPHbIE U
reomepuueckue (Wi KoH(pOpMaIMOHHBIE) (OPMBI TAaHHOH CTPYKTYpBI, Hampumep, R— u S—
KOHpUTYpalMu Uil KaXKAOTO aCHMMETPUYHOro neHnrtpa, (Z)— u (E)-u30Mepbl OTHOCUTENBHO
IBOWHOM cBsi3u U KoHpopmaunoHHble (Z)— u (E)-m3omeprr. CnenoBaTenbHO, OTHENbHBIE
CTEPEOXMMUYECKHE U30MEPHI, a TAKXKE€ SHAHTHOMEPHbBIE, TUACTEPEOMEPHBIE U FE€OMETPUIECKIE
(mmn koH(OpPMALIMOHHBIE) CMECH COEIUHEHUN MO JaHHOMY HM300peTEeHUIO0 OXBAa4eHbI 00BEMOM
naHHOTO M300perenust. Ecii He oroBopeHo nHaue, TO Bce TayTOMepHbIe (POPMbI COETUHEHHUH 110
OaHHOMY M300peTeHHI0 OXBauyeHbl 00BEMOM HaHHOro uszodOpereHus. Kpome Ttoro, eciu He
OrOBOPEHO MHAa4e, TO CTPYKTYPhl, OMMCAHHBIE B HACTOSIIEM OMNMCAHUU TAKXKE MpPeIHAa3HAUEHbI
BKJIFOYATh COCAUHEHHS, KOTOPbIE OTJIMYAIOTCS TOJbKO MPUCYTCTBUEM OJHOTO MJIM HECKOJBKHX
U30TOMHO OOOTALEeHHBIX aTOMOB. Hanpumep, coeMHEeHs1, IMEIOLIIe HACTOSIIUE CTPYKTYPBL, 32
HCKJIIOYEHHEM 3aMeHbl BOJIOPO/A Ha AeliTepuil Win TPUTHUIA, UM 3aMeHbl yriaeposa Ha *C— unu
14C—oboramennelii yruepon, Tak:ke He BHIXOAAT 33 PAMKH 00beMa JaHHOTo n300perenus. Takue
COEAMHEHUs HCTIONBb3YIOT, HAPHMEp, B KAYeCTBE aHAIUTHYECKUX WHCTPYMEHTOB HIIU 30HAOB B
KOJINYECTBEHHBIX ONPEACTICHUIX OMOIOTHYECKO AKTHBHOCTH MJTH B KAYECTBE JIEYEOHBIX CPENICTB.

XUMHYECKOe CTPOSHHE M HOMEHKJATypa mpousBeneHsl Ha ocHoBe ChemDraw, Bepcust
11.0.1, KemOpumx, Maccauycerc.

Crnenyer OTMETUTD, YTO UCIIOJNB30BAaHMsI ONpeaeNeHnil "nepsbiil”, "BTopoit”, "Tpetuil" u
NOAOOHBIX MM TPHMEHSETCS] C LEeJbI0 Pa3MuUTh OTAENbHBbIE 3JIEMEHTHI (HampuMmep,
pPacTBOPUTENH, CTAJAWU PEAKLUH, CIIOCOOBI, PeareHThl M T.I.) U MOTYT OTHOCHUTBCS WM HE
OTHOCHUTBCSI K COOTBETCTBYIOIIEMY IOPSAKY WM COOTBETCTBYIOLIEH XPOHOJOTHHM OIMHCAHUS
TAaHHBIX 3JIEMEHTOB.

II. IIMPOKO UCITOJIb3YEMBIE COKPAIIIEHM A

Hcnonb30BaHbI CICAYHOLIHUE COKPALICHUA!
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PG 3amuTHas rpynmna

LG yxonsumas rpymnmna

DCM(IXM) nuxiopmeTaH

Ac anerun

THF(TT @) rerparunpodypan

TMS Tpumeruncunun

TBS mpem—0yTnnnume THICUITIIT

TIPS Tpu—#30—nponuaCHInI

TBDPS mpem—6ytunaudennncummn

TOM Tpu—#30-TIpONUICUINIOKCUMETUIT
DMP nepuonunan Jlecca—MapTtuHa

IBX 2—nonokcubeH3oiiHass KUCIOTa

DMF numetundopmamun

MTBE metun—mpem—06yTinoBsiii 3¢up
TBAF Tterpa—n—OyTunamMmmonus GTopun
d.e. mnacrepeoMepHbIN H30BITOK

€.€. SHAHTHOMEPHBIH U30BITOK

EtOAc stunauerar

DMSO numerwnncynbhokcun

MeCN aueToHUTpHUI

TCA TpuxnopykcycHasi KucjioTa

ATP anenosuntpudochar

EtOH »>Tanon

Ph ¢penun

Me merun

Et stun

Bu OyTtun

iPr uzonponun

tBu TpetOyTun

DEAD pustunasonukapbokcuiaT

HEPES 4—(2-runpoxcusti -1 -nunepasnH3TaHCY Ib(POKHUCIOTA
DTT putuorpeuton

MOPS 4—mopdonuHnponaHcyibpOKUCIOTa
AMP sinepHbIli MATHUTHBINA PE30HAHC
B2XXX(HPLC) Bbicoko3(pexTnBHas JKUIKOCTHAS X poMaTorpadust
KXMC(LCMS) sxunkocTHasi XpoMarorpagpus—Macc—CrneKTpOMETPHs
TCX TonkocnoiiHas xpomarorpadus

Rt BpeMeHu ynepxuBaHus

HOBt runpokcuben3orpuaszon

Ms me3un
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Ts To3un

Tf Tpudamn

Bs 6e3mn

Ns Ho3un

Cbz kapbokcubesnn

Moz n—MeToKCUOEeH3UITKAPOOHNUIT

Boc mpem—0yTinokcukapOOHUII

Fmoc 9—¢ropennnmerunokcrukapOOHmI
Bz Genzoun

Bn Gensun

PMB n—metokcubeH3u

DMPM 3, 4—nuMeToKCUOeH3UIT

PMP n—merokcudenun

III. CTTIOCOBbBI CUHTE3A

B onHOM acmiekte HacTosiIee U300pETEHNE MPeIaraeT Crnocod MONyYeHHs] COETMHEHHSI

Dopmyusl 1
HO

Wi ero (papmareBTUYeCKU MPUEMJIEMOH COJIM, BKJIIOYAOIIMNA CTaauu. i) MPOBEACHUS
peakuuu coenuHeHust PopMyIibl 9 ¢ OKUCIUTENBHBIM areHTOM B MPUCYTCTBUM OPTaHUYECKOIO

pacTBOpUTEIS IS MOJydeHus1 coeaquneruss @opmynel 10

oH CHO
A A
OR' OR'

9 10

rae R! mpencrasnsier co6oii Ci¢ ankui, U OKMCINTENbHBIH areHT BKmodaeT MnQ; unu
nepuoauHaH /lecca—MapTtuHa,
1) mpoBeneHust peakuun coenuHeHust Popmynel 10 ¢ coenunennem @Popmynel 5 B

NPUCYTCTBUH OCHOBAHUSA U OPTAHUYCCKOT'O PAaCTBOPUTEIA IJIA MMOJTYyICHUA COCANHCHUS (I)OpMy.]'IbI

11, roe KaKapIit R? He3aBUCHMO BbIOHparoT u3 Ci-¢ ankuiaa win GpeHmwna; u
OH

0Si(R?),

0Si(R?)5
0Si(R?),

5SKR63
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iii) mpeobpazosanus coequaenust @opmyiel 11 B coenunerne @opmyer 1.
A. Cragus i)
Craaus 1) BKIIOYAET NPOBEJEHUE peakluu coequHeHns PopMynibl 9 ¢ OKUCIUTENBHBIM

areHTOM B IIPUCYTCTBUU OPTAHUYECKOrO PACTBOPUTEIIS IS TOJIyYeHus coequHennst @opmyiel 10

H
OH CHO
R A
OR! OR!

9 10

rae R! npencrasnser coboii Cie amku.

B HeKOTOphIX BapuaHTax ocyliecTsienus R npencrapiser coboit MeTun, STUI, PO,
uzo—niponu, 6yTun, émop—oyTun unu mpem—6ytun. Hanpumep, R! npencrapnser coboit metun.

B HexoTOpBIX BapuaHTax OCYLIECTBIEHUS OKHUCIUTENbHBIN areHT, WCIOJb3YeMbIH B
cragun i), Bkimroyaer okcuy wmaprasua(lV), t.e. MnO2, DMP wm IBX. Hanpuwmep,
OKHUCJIUTENbHBIN areHT BkJodaer MnOz unu DMP. 1 B HEKOTOpPBIX Cilydasix OKHCIUTENbHBIH
aret BKIo4daeT MnO;.

Oprann4eckuii pacTBOPUTEINb, UCTIOIB3yEMbIH B CTAIUH i), IPEACTABIAET COOO0M 000
NPUTOAHBIN PaCTBOPUTEINb, CIIOCOOHBIN IO CYLIECTBY PacTBOPATH coenuHeHne @opmynsl 9 u B
OCHOBHOM HMHEPTHBIN B MPUCYTCTBUU OKHUCJIMUTEJIBHOIO areHra u coeauHeHuss @opmynsl 9. B
HEKOTOPBIX BapUaHTax OCYILECTBJIEHHsI OPraHUYEeCKUI pacTBOPUTEND, UCIOIb3yEMblil B CTAAUU
i), BKJIIOYAET raJJoOTeHUPOBAHHBIN OpraHuyecKuil pacTBopurens. Hampumep, raloreHupOBaHHbIN
OpPraHUYeCKUH PacTBOPHUTENb BKJIIOYAET AMXJIOPMETaH, T.€. METWICHXJIOPUA, XJopodhopM miu
moOyr ux KoMOMHaIM0. B nmpyrux BapuaHTax OCyIIECTBJIEHUsS OPTaHUYECKUIN PacTBOPUTEIND
(HanmpuMep, AUXJIOPMETaH) SIBJISIETCS] OE3BOHBIM.

B HekOTOpBIX BapHaHTaxX OCYILECTBJIEHUS PEaKLUI0 B CTaguH 1) NPOBOAAT IpH
temmnepatype ot npuMmepHo 10° C no mpumepno 40° C. Hanpumep, peakuuto B CTaANH i) MPOBOISAT
NP KOMHATHOMN TeMrepartype.

B npyrux BapuaHTax OCyIIECTBIIEHHSI PEAKLIUIO B CTAJAHH i) IPOBOISAT NMPU B30ANTHIBAHUHY,
HanpuMep, Mpu nepeMeIiuBaHuu.

B HEKOTOpBIX BapHaHTaX OCYLIECTBICHUS PEAKIUIO B CTAIUH i) MIPOBOIAT B aTMochepe
WHEPTHOTO rasa (HampuMmep, ra3a a3ora).

B apyrux BapuaHTax OCyIIECTBJEHHUS PEaKLMIO0 B CTaJUU i) 3aBeplIaeTcsl IPUMEPHO HA
99% (HarpuMep, 3aBepLIaeTcs Ha mpuMepHo 95% no npumepHo 99,9% nocne npumepHo 15 yacos
(Harmpumep, ot mpumepHo 14 1o npumepHo 18 vacos).

B HekoTOpBIX BapuaHTax OCYLIECTBIEHHUs Ha cTaauu i) coenuHeHue Dopmynel 10
o0pasyercs ¢ BBIXOIOM BBILIE MPUMEPHO 95% (Hampumep, ot npumepHo 95% 1o npumepHo 99,9%
WM pumMepHo 99%).

B. Craaus ii)

Cragus ii) BKIIIOUAaeT NpoBefieHne peakuuu coenuHeHuss @opmyiel 10 ¢ coenuHeHUEM

®opMysbl S B NPUCYTCTBUM OCHOBAHHMSI M OPTaHUYECKOTO PAaCTBOPUTENS ISl IOJIyYECHUS



48

coenunenust @opmynni 11, rae kaxapii R? Hezapucumo BbibuparoT u3 Ci_e ankuia uin GpeHuna.
OH

iR2
OSI(R )3 OS|(R2)3

0Si(RY), 5Si(Rz)3

FZ
H

5 11

B HexoTOpBIX BapuaHTax OCYLIECTBJICHHMs OCHOBAHUE BKJIIOYAET PEAreHT AJKWIIUTHM.
IIpuMeps! peareHTa aJKWUIMTUS BKIIOYAIOT OYTHUIUTUTHH, TeKCWIIUTHH, 6MOp—OyTWIUIMTUN U
METUJUIUTHI. B HEKOTOPBIX CIy4asix OCHOBAHUE BKJIIOYAET 6MOP—OyTHIUTUTHH.

Opranuueckue pacTBOPUTENH, HCIOJb3yeMble B PEAaKLUU HA CTAAUH ii) BKIIOYAIOT
aJIKaHbI, [UKJINYECKUE alIKaHbl, rereporukibl (Hanpumep, TT'®, 1,4—nuokcan wim moOyr0 ux
KOMOWHAIHIO ), TPOCTHIE 3(PUPBI HITH JIFOOYI0 X KOMOWHALHIO.

B HEKOTOpBIX BapHaHTax OCYINECTBJICHHs] OPraHUYECKHUI PACTBOPUTENb, UCIIOIb3YEMBII
B CTaJUH ii), BKJIFOYAET MEHTaH, 'eKCaH, UKJIorekcaH, renrad, TI'®, 1,4—anokcaH, U3 THUIOBBIT
a¢up, nerponeiinbii 3¢pup, MTBE wnu mobyro nx komOuHanmo. Hampumep, opraHuuecKuid
PacTBOPUTEIIb, UCTIONIB3YEMbIH B cTaauu ii), Bkimouaer MTBE.

B npyrux BapuaHTax OCYLIECTBJIEHHS OpPraHUYECKUH pacTBOPUTENb, UCIIOJb3YEMBIH B
cranud ii), siBysieTcst 0e3BonHbIM (Hanpumep, 6e3BogHeIM MTBE).

W B HEKOTOPBIX BapHaHTaX OCYLIECTBJIEHMsI OCHOBAaHHE, MCIIONb3yE€MOE B CTaauH ii),
BKJIFOYAET 6MOp—OyTWIIUTUN, U OPraHHMYeCKUN PacTBOPUTENb, UCHOJb3YEMBbIH B CTaauu ii),
Bmouyaer MTBE.

B HexoTOpbIX BapuaHTax OCYLIECTBJEHUS 3.U. coequHeHus Popmyibl S cocrasisieT
npumepHo 98% wunu Bbime (Hampumep, oT npuMepHo 98,0% no npumepHo 99,9%). B npyrux
BAPUAHTAX OCYLIECTBJIEHUS] XUMUUECKasi YUCTOTA COeAUHEHUss POpMyJIbl S COCTABIIAET IPUMEPHO
95% wnnu BeIIE (HapUMep, OT npuMepHO 97% no npumepHo 99,9%).

B HekoTOpbIX BapHaHTax OCYIIECTBICHHUsS PEAKLUUI0 B CTaaAUU ii) TPOBOIAT NpU
temneparype ot npumepHo —80° C no nmpumepno 30° C (Hanpumep, ot npumepro —78° C no
NPUMEPHO KOMHATHOM TEMIIEPaTyphl).

B npyrux BapuaHTax OCYIIECTBJICHMsI peakLHUI0 B CTaaAuU ii) MOPOBOAAT IpU
B30aJITPIBAHNH, HATIPUMED, TIPU MIEPEMELITHBAHHH.

B HEKOTOpBIX BapUaHTAaX OCYLIECTBIEHHS PEAKIIUIO B CTAAHH ii) MPOBOIAT B aTMOchepe
WHEPTHOTO rasa (HampuMmep, ra3a a3ora).

C. Jomomuurenpuble CTanun

Craguu iv)—vil) MOXHO IO JKEJNaHWUIO MPOBOAUTH HApPsALy C JPYTMMH CTaAusIMU,
OMMCAaHHBIMU B JAHHOM JOKYMEHTE, C LIeJIbI0 NodydeHus coennuHenust @opmysl 1.

Hexkotopslie crocoOb!l JOMOMHUTENPHO BKJIIOYAIOT CTAUM: iV) KHUIITYEHUS ¢ OOpPaTHBIM
XOJNONUIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeTaHOJA [Jsl  IOJyYEHUs

coequHenust @opmyibl 1, 3.1. KOTOPOTo Bblllle YeM NpUMepHO 98%;
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NO,
L\/O NO, o
5 LA _OH

1a 1

v) npoBenenust peakiuu coemunenust @opmymbi 1 ¢ SiCI(R?)3 B eTOUHBIX yCIOBHAX JUTs

NOJIy4eHUs coeuHeHust PopmyJibl 2;

0]
LA OSi(RY;
2

vi) mpoBeneHus peakuuu coenuHeHuss @opmyinsl 2 ¢ 1-TpumMeTHICHINI— ] —TIPONMHOM JJIst

NoJIy4eHus coenuHennst Popmyisl 3; u

OH
OSi(R?)3
/\)\/
T™S 3

vii) mpeoOpa3zoBanus coenunenust @opmyisl 3 B coenuHeHne Qopmysl 5.

Cranus iv) mpencrasisier coOol 3¢ (HEeKTHBHBINA CTEPEOCEIEKTUBHBIN CIIOCO0 MOTyYeHUSI
coenunenust Popmynsl 1 ¢ 3.4 Bbimme dem 98%, He TpeOyrOmUN IOMOJHUTETBHON
xpomarorpaduueckoi ounctku. Kpome Toro, B HEKOTOPBIX BapUaHTaX OCYIIECTBJICHUS B CTAAUU
iv) coennnenune @opmyinel 1 obpasyercs ¢ BbIXOZOM He MeHee npumepHO 90% (Hampumep, He
MeHee npumepHo 91% wnu npumepHo 92%).

B HekoTOpBIX BapHaHTaxX OCYINECTBJICHUS KUIITYEHHE C OOpPATHBIM XOJIOAUIIBHUKOM
coenuHenus: @opmysiel 1a MPOMCXOAUT B MPUCYTCTBUH CIHUPTA (HATIPUMEpP, METaHOJNA, STAHOJA
iy 1o0oH nX KoMOMHaLMM). B HEKOTOPBIX BapHaHTax OCYLIECTBIEHHs coenuHeHne @opmyibl
1a noABepraroT KUISTYEHHIO ¢ OOPATHBIM XOJIOAMIIBHIKOM B IIPUCYTCTBUN METAaHOJA (HAaIIpUMep,
0e3BOIHOTO METAHOJIA).

B npyrux BapuaHTax OCyIIECTBJIEHUs HArpeB coeqrHeHuss Dopmysibl 1a npu KUMSTYSHUH
¢ 0OpaTHBIM XOJIOAWIBHIKOM MPOU3BOIAT B aTMOC(hepe HHEPTHOTO ra3a (HarpuMep, rasa a3ora).

W B HEKOTOpBIX BapHaHTAaxX OCYILIECTBJIECHUs HarpeB coeauHeHus Popmynel la npu
KUTISTYEHUU ¢ OOPAaTHBIM X OJIOAMIBHUKOM MPOU3BOIAT B TE€YEHHE OT MPUMEPHO | 10 mpumMepHo 3
4acoB (HanmpuMep, MPUMEPHO 2 Jaca).

Cranusi v) BKJIIOYAET YCTAHOBKY 3aIIUThl Ha (YHKIHOHAJIBHYIO THIPOKCUTPYIITY
coenuHeHust @opmynbl 1 B INENOYHBIX YCJIOBHSIX C ILENIOK TOJIYYEHHUsS AJKHJICHIMIBHOTO
npocToro 3¢upa coenuHeHUs1 PopMyJb 2.

B HEKOTOpBIX BapHaHTaxX OCYIIECTBJICHUS OCHOBAHHUE, HCIIOJNB3YEMOE B CTAIUH V),
BKJIFOUAET a30THUCTOE OCHOBaHUE. B HEKOTOPBIX MpUMepax a30TUCTOE OCHOBaHUE BKIrOUaeT EtsN,
UMHJIA30J1, TUIEPUINH, THUIEPasuH, Oy nx KomMOuHammioo U T.1. Hanpumep, ocHOBaHUE,
UCTIONB3YEMOE B CTAIMH V), BKIIOUAET UMUAA30.

B HeKOTOpBIX BapuaHTax ocymecTsienus pearent SiCl(R%); B ctanuu v) BKIIOYaET XJI0p—
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mpem—Oyrunaumermncunad  (TBS-Cl),  mpem—Oytunxnopaudpenmncunan  (TBDPS-CI),
xaoprpumermicunad  (TMS—-CI), Ttpumzonpormmncununokcumerwixnopun  (TOM-Cl) wnm
xjoprpunzonpormicunad (TIPS—CI).

B HEKOTOpPBIX BapraHTaxX OCYLUECTBIEHUS | -TPUMETUICHIWII—]—TIPONKH, UCIIOIb3YEMBIH
B CTaJMM Vi), CHa4yaja BCTyNAeT B PEAKIMI0 C PEAreHTOM aJKWJUIMTHH, a 3aTEM B PEAKIUIO C
coequHennem @opmybl 2.

Hacrosimee n3o0pereHue npenaraer crnoco0d nony4yenus coequaenust @opmyist S

OSi(R?)3
P OSi(R?)3
H

5

rae kaxabii R? HesaBucumo BbiOuparoT u3 Cis ankuna wid (eHuna, BKIIOYArOIuii
CTauM: iv) KUISTYeHUs1 ¢ OOPATHBIM XOJIONMIBHUKOM coeqrHeHns1 Popmyibl 1a B MpUCYyTCTBUU
MeTaHOJa JJis MoyyyeHus: coenuHeHuss @opmyaisl 1, 3.1. KOTOPOro Bblllle YeM NpuMepHo 98%
(Harpumep, BeILIe YeM npumMepHO 98,5%, Brite ueM npumepHO 99% wnn ot mpumepHo 98,5% no
npumepHo 99,9%);
NO,

0

L\/o NO, o
o LA _OH

1a 1

V) npoBeneHus peakiuu coenunenus @opmynsi 1 ¢ SiCI(R?)3, rae kasxnbiii R* HesaBrucumo
BeIONparoT U3 Ci¢ ankmwia win (eHuna, B IENOYHbIX YCIOBUSAX IS TOJNYYEHUS COCOMHEHHS

DopmyJbl 2;

0
LA _0si(RY),
2

vi) mpoBeneHus peakuuu coenuHeHuss @opmynsl 2 ¢ 1-TpumMeTHICHINI— ] —TIPONMHOM JJIst

noslydeHus coequHenust Popmyisl 3;
OH
OSi(R?)3
=7
TMS 3

1) cHATHS 3aUTHI ¢ coenuHeHuss POpMyNbl 3 B INENOYHBIX yCIOBUAX IS MOTyYEHHs
coenunenust @opmyisl 4, rae kaxkaeii u3 R* u R npencrasnsior coboii H unu —OSi(R?)3; u
OR*
OR®
FZ
H
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li) nposenenus peakiu coenuHenus @opmyiisl 4 ¢ SiCI(R?)3 B IENOYHBIX yCIOBUAX 1715
noylydeHusi coequHeHuss Popmyiel S, npuyemM XUMHUUECKas 4MCTOTa coenuHeHust Popmynsl S
cocTaByisieT npuMepHO 98% wnn BbIie (Hampumep, Bbille YeM npumepHo 98,5%, Bblme uem
npuMepHO 99% wunu ot npuMepHo 98,5% o npumepHo 99,9%), a 3.1. — npumMepHO 98% M BbIIIE
(Harpumep, ot nmpumepHo 99% no npumepHo 99,99%).

B BapuaHnTax OCyLIECTBIEHHS XUMHUYECKAsi YUCTOTA cCOeANHEeHNUs1 POpMYJIBI S COCTaBIAET
npuMepHO 95% wnu Bblme (HanmpuMep, OT npumepHo 97% o npumepHo 99,9% unu npumMepHO
99% WK BBIIIE), @ €r0 3.U. COCTaBJsIeT MpUMepHO 98% wnm Bbile (Harpumep, NpumMepHo 99%
WY BbIle). B HEKOTOPBIX BapuaHTaX OCYLIECTBICHHS 3.U. coenuHeHnst PopmyJibl S cocTaBseT
npumepHo ~100%, npumepHo 98% wunu BbIle, puMepHO 99% unu BeILle, U BhILIe YeM 99%.

B npyrom acnekre HacTosimee H300peTeHne npeaiaraer crnocod noay4eHus: COeAMHEHHSI

Dopmysl 1
HO

win ero (papManeBTUYECKH MPUEMIIEMON COJIM, BKJIFOYAIOIUN CTaauu: Viii) MpoBeIeHUs
peakuuu coeauHeHuss @opmysibl 11 ¢ OKUCIUTEIBHBIM areHTOM B MPUCYTCTBUU OPTaHUYECKOTO

pacTBOpUTEJIS IS OJydeHus1 coeaunenuss @opmyiner 12

Y~ TOSi(R?); OSi(R?)3
OSi(Rz)g Si(R2)3

raie R! npencrasnsier coboit Cis ankun, kaxaeii R? nesapucumo BeibuparorT us Cig
ankujga win (eHwia, W OKHUCIUTENbHbIH areHT BkirouaeT MnOz; u ix) mnpeoOpa3oBaHus
coenuHenust @opmynsl 12 B coennnenue @opmysl 1.

D. Craaus viii)

Peakmusi B ctanum viii) 3aBepinaet okucieHue coequnenust @opmyier 11 ¢ obpazoBaHueM
coenuHenyst @opmyJisl 12, mpu 5TOM UCNONB3YETCs OKUCIUTEbHBIN areHT, XapaKTePU3YIOLIUICS
MOHMKEHHOM TOKCHUYHOCTBIO M0 CPaBHEHMIO C TPAAULIMOHHBIMU OKHCIUTENbHBIMU areHTaMU Ha
ocHoBe xpoma (Harpumep, PCC (xyopxpoMaT MUPUINHUS)).

B HEKOTOPBIX BApPMAHTax OCYLIECTBIeHUs kaxayto u3 —OSi(R?); rpynm B coenuHEHUsX

@opmyin 11 1 12 He3aBHCUMO BBIOUPAIOT U3
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& _Si iPr
’;O | _iPr |Y!e/tBu

o Sipr o $0"Me

B HEKOTOpBIX BapHaHTax OCYLIECTBIEHUSI OPTaHUYECKUI PaCTBOPUTENb, UCTIOIb3YEMBbIi
B CTaAuu Viii), BKJIIIOYAeT TaJIOTeHHPOBAHHBIN OpraHUYECKUil pacTBOpUTENb. B HEKOTOpPBIX
npuMepax rajJOreHHPOBAaHHBIN OpPraHU4YecKUll pacTBOPUTENb, WUCIOJNb3YEeMbIH B CTaAuM Viii),
BKJIIOYAET IUXJIOPMETaH, XjopodopMm mwiu o0y ux KoMOMHaum0. B apyrux mpumepax
OpPTaHUYECKUH pPaCTBOPUTENb (HAMpUMEp, AUXJIOPMETAaH), HUCIONb3YeMbIH B CTaguu Viii),
SIBJISIETCS OE3BOIHBIM.

Hekotopbie crmocoObl MOMOJHUTENBPHO BKIKOYAOT CTAIWU:. 1) MPOBEACHUS pPEaKLUU
coequHeHus: @Popmynbl 9 ¢ OKHUCIUTENBHBIM areHTOM B TPUCYTCTBUHM OPraHUYECKOTrOo
pPacTBOPUTENIA Uil OJy4eHUs1 coequHeHuss Popmyasl 10

OH CHO

X X
OR! OR!
9 10
rae R! mpencrasnser coboit Ci-¢ aNKuI U OKUCIUTENbHBINA areHT BKkMouaeT MnO> uiu
nepuoanHad Jlecca—-MaptuHa, u 1i) nposeneHus peakuuu coenuHeHuss Popmynsl 10 c

coenuHenrueM PopMyJibl S

OSi(R?);

OSi(R?),
Z

H

B MPUCYTCTBUU OCHOBAHUS U OPraHUYECKOIrO PaCTBOPUTENS JJIs MOJYyUEHHUS] COeANHEHHUs
Dopmynbill.

Craguu i) u ii) moapoOHO OMUCAHBI BBIIIE.

B npyrom acnekre Hactosimee H300peTeHne npeaaraer crnocod noay4eHus: COeAMHEHHS

Dopmyusl 1
HO

Wik ero (papMaleBTUYECKH MPUEeMJIEeMON COJIH, BKJIIOUAIOLIUN CTaauu: X) MPOBENCHUS
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pe€akiimn COCAUHCHUA cDOpMy.]'IbI 12 ¢ BOCCTaHOBHUTEJIEM B NPpUCYTCTBUHU OPTaHUYCCKOTO

pacTBOpUTEJIS IS TOJydyeHus1 coeauHenuss @opmyiner 13

z OSi(RZ)S
OSi(R?)5

OR!

13

ryie OpraHudeckuii pacteopurens skmodaer TI'®, R! npencrasnser coboii Ci—s anku, u
R? nesaBucumo BoiGuparoT u3 Cie ankuna umm (eHuna;, U Xi) IpeoOpasoBaHUs COETUHEHHUS
®opmyisl 13 B coenunenne @opmyer 1.

E. Cranus x)

B HexoTOpBIX BapUaHTaX OCYIIECTBJIEHHsI BOCCTAHOBUTEIND, UCIIOJIb3YEMBIN B CTaIUU X),
BKJIFOYAET XHUpaJbHOE OOpPaHOBOE COEAMHEHHE. B HEKOTOpPBHIX BapHUAaHTAX OCYIIECTBICHUS
XUpaJIbHOE OOpPAHOBOE COCOMHEHHE, HCIONb3yeMOEe B CTaJAMHM X), BCTYNAET B PEAKIHIO C
coenuHenneM QPopmynsl 12 ¢ obpasoanuneMm coenuHeHust Popmynsl 13, m1.u. KOTOpOro
cocTaByisieT npuMepHO 97% win Bbime (Hampumep, npumepHo 97,5% wnum Beime). B ppyrux
BapUAHTaX OCYIIECTBJICHUS XUPAJbHBIN OOPAHOBBI BOCCTAHOBUTENb O0PA3YeTCs in Sifu WK ex
situ. A B HEKOTOPBIX IPUMeEpPaxX XHpajIbHOEe OOpaHOBOE coennHeHne BeIONparoT u3 (R)—1-metnn—
3,3—nudenmnrexkcaruaponuppoio| 1,2—c][1,3,2]okcazadoponna, (R)-3,3—
nudenmtrekcarunponupposo| 1,2—c][1,3,2]okcazaboporna, (R)-1-06yTun-3,3—
mudennnrexkcarugporuppono| 1,2—][1,3,2]okcazabopona,  (R)—rerparunpo-1,3,3—tpudennn—
1H,3H-mmppono[ 1,2—c][1,3,2]okcaboponna, (4S)- 2—metun—4,5,5-tpudpennn—1,3,2—
OKCa3a00pOUANHA WIH JIFOOOH X KOMOWHAITHH.

B HEeKOTOpBIX BapHaHTax OCYLIECTBIEHUSI OPraHUYECKUI paCTBOPUTENb, UCTIOIb3YEMBbIi
B CTaJIUU X), JONOJHUTENBHO BKIHOYAET TOJIYOI.

A B HEKOTOPBIX BapHaHTaX OCYLIECTBJICHHMs OPraHUYECKUH pPaCTBOPUTEIb,
UCTIONIb3YEMBIH B CTAJHHU X), SIBJISIETCSI OE3BOIHBIM.

Hexkotopble crocoObl TOMONHUTENBHO BKIKOYAIOT CTAAWIO. Vill) MPOBEACHUS PEaKLUH
coenuHenust Popmyibl 11 ¢ OKMCIUTENBHBIM ar€HTOM JUIs1 TOJTy4YeHus: coequHeHnss @opmyiel 12,

I OKUCIUTENBHBIN areHT BKirouaer MnQO;

Hekotopbie crmocoObl MOMONHUTENBHO BKIKOYAOT CTaIWU: 1) MPOBEACHUS DPEaKLUU
coenuHenust PopMyJibl 9 C OKUCIUTENBHBIM areHTOM I OoTy4YeHus coeaunenus ®@opmyaer 10,

u
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OR! OR!
9 10
ii) mposenenust peakuuu coeauHeHuss Popmynel 10 ¢ coegunennem Popmyisl S B

MPUCYTCTBUU OCHOBAaHUA U OPTaHUYCCKOTO PACTBOPUTEIIA IJIsA TOJTYYEHUA COCAUHEHU S (I)OpMy.]'IbI

11
OSi(R?),
OSi(R?),

Hexkotopble criocoObl JOMOMHUTENBHO BKJIIOYAOT CTAUH: iV) KHIITYEHUSI ¢ OOpPaTHBIM
XOJIONUIBHUKOM coeauHeHuss Popmynsl la B NPUCYTCTBUM MeTaHONA M IOJNyYeHHUs

coenuHenust @opmyibl 1, 3.1. KOTOPOTo BbllIe YeM npumMepHo 98%;
NO,

o)

L\/o NO, o
5 LA _OH

1a 1

V) ipoBesieHust peakiuu coemunenns @opmyinbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSX IS

NoJIy4eHUs coequHeHnst PopmyJisl 2;

0
LA _0Si(RY,
2

vi) npoBenieHust peakiuu coeanuHeHuss @opmysl 2 ¢ 1—TpuMeTUICHITNI— ] —TIPONTUHOM JJIs1

NoJIy4eHUs coenuHeHust Popmyisl 3; 1
OH
OSi(R?),
F
TMS 3

vii) mpeoOpa3zoBanus coenunenust Popmyisl 3 B coenuHeHne Qopmysl 5.
Kaxxnas u3 craguii i), ii) u iv)—viii) oOcy>knanach Beiie.
B npyrom acnekre HacTosiee H300peTeHne peaiaraeT crnocod MOoTydeHNs COeINHEHNs]

Dopmyisl 1
HO,
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win  ero (¢apMaleBTHYECKH TMPUEMIIEMOH COJIM, BKJIIOYAIOIIUN  CTaaAWH:  Xii)
ruaporenusanuu coequHeHnss Popmynbl 1S B NPUCYTCTBUM OPraHMYECKOTO PACTBOPUTENS
(Harpumep, criupTa (HanmpuMep, METaHOJIa, STAHOJA HIIH 000 MX KOMOMHAINN), HE0OsI3aTeIbHO
3ameuieHHoro TI'® (manpumep, 2—-metun—TI'® nnu TI'®), EtOAc nnm mo0oii nx KoMOMHALINN)
IJIs ToNy4eHus coequHenust @opmysl 16

(R?),Si0

I\OSi(RZ)s

0]

H

rae R! npencrasnsier coboii Cis ankun, kaxaelii R* nesapucumo BoibuparoT us Cig
ankuia win GpeHnna; 1 xiii) npeodpaszoBanust coenuaenns @opmyiel 16 B coenuaenne @opmyJibl
L

F. Craaus xii)

Craaus xii) BKJIIOUYAET yJNy4LIEHHYIO T'MApOreHu3auuto coeauHeHust @opmynsl 15 s
nonyuenus: coeauHeHuss Popmynsl 16. HexoTtopele BapuaHTbl OCYILIECTBIEHUS BKJIIOYAKOT
THAPOTeHU3aHI0 coequHennss Popmyiel 15 B mpUCyTCTBUM criupTa (HApUMep, METaHOA M
3TaHoNa), HeoOs3aTenbHO 3aMerneHHoro TT' @ (manpumep, TT'® nnn 2—metnn—TI' @) wnum modoi
UX KOMOMHALIUH U1 oNydeHus coenuHerns @opmyist 16. B npyrux BapuaHTax OCyIIECTBIICHUS
ruaporeHusanys coenuHeHns Popmynsl 15 mpoucXomuT B NMPUCYTCTBUH CIUPTa (HAIpUMeED,
METaHOJIA WJIM 3TaHoja), HeoOs3aTenbHO 3amenieHHoro TT'® (wampumep, TI'® mnn 2—metnn—
TI'®) nnum nroboii MX KOMOMHALIMH, U OCHOBAaHUS (HanpuMmep, kapOoHaTa Kaiust win OnkapOoHaTa
KaJIus ).

3aMeHa MeTaHOJa Ha TPAJAULIMOHHBIA 3TAHOJ B CTAUM Xii) MPUBOAUT K YJIYYIIEHHOMY
BBIXOY (Hampumep, He MeHee MpUMepHO 88%) U yiIyUuLIeHHON XUMHUYECKON YUCTOTE COSTUHEHUS
Dopmysl 16.

Hekotopbie cnocoObl JOMOJIHUTENBHO BKIHOYAOT CTAJUH. X) NPOBEACHUS pPEaKLIUH
coenuHeHnst @opmyibl 12 ¢ BOCCTAaHOBUTENEM B IPUCYTCTBUU OPraHUUECKOTO PACTBOPUTEIS ISl

nostydeHus coenuHenust @opmyisl 13

I7ie OpraHUYecKuil pacTBopHTeNb BKIoUaer TI'®; u xiv) npeobpa3zoBaHusl COCTUHEHUS
®opmyisl 13 B coenunenue @opmyer 15.

Hekotopble cmocoObl NOMOJHUTENBHO BKIIFOYAIOT CTAAMU: Viii) TPOBENEHHS peaKLUH
coenuHenust @opmyJibl 11 ¢ OKMCIUTENBHBIM ar€HTOM JUIs1 TOJTy4YeHus: coequHennss @opmyiel 12,

I7I€ OKUCJIUTEBHBIN areHT BKiouaeT MnQO;
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Hexortopsle cnocoObl IOMOJHUTENBHO BKJIOYAKOT CTAAMU: i) HPOBEINCHUS PEeaKLUu
coequHeHnst PopmyJibl 9 ¢ OKUCIUTENBHBIM areHTOM AJIsA TONTy4eHUs coenuHeHuss Popmyiel 10;
u

OH CHO

X X
OR’ OR'
9 10
ii) mposenenust peaxkuuu coequHeHus: Popmynel 10 ¢ coenuHeHnem Dopmyibl S B

NMPUCYTCTBUH OCHOBAHUSA U OPTAHUYCCKOT'O paCTBOPUTEIA JIA MMOJTYUCHUA COCANHCHUS (I)OpMy.]'IbI

11
OSi(R?),
OSi(R?),
A

B HekOoTOpBIX BapHaHTax OCYLIECTBJIEHUS OKHUCIUTENbHBII areHT, WCIOJb3YEMbIH B
ctanuu i), Bkmodaer MnO2 unu nepuonuna Jlecca—MapTuna.

Hexotopble criocoOb! JOMOTHUTENBHO BKJIIOYAIOT CTAUM: iV) KUIIYEHUs ¢ OOpaTHBIM
XOJNIONUIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA MJsl IOJIyYEHUs

coenuHeHust @opmyiel 1, 3.1. KOTOPOTo BhIIIE YeM NMPUMeEPHO 98%;
NO,

)

L\/o NO, o
o LA _oH

1a 1

V) poBesienust peakiuu coemunenus @opmynbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSAX IS

NoJIy4eHUs coequHeHnst PopmyJsl 2;

0
LA _0Si(RY,
2

vi) mpoBeneHus peakuuu coequHeHus @opmyisl 2 ¢ 1-TpumeTHICHINI— ] —IPONMHOM JJIst

noJIy4eHus coenuHennst Popmyisl 3; u
OH
0Si(R?);
=

TMS 3

vii) mpeoOpaszoBanus coenunenust @opmyisl 3 B coenuneHne Popmysl S.
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Kaxxnas u3 craguii i), ii), iv), v)—viii), X) u Xiv) oOCy>k1anuch BbILIE.
B npyrom acnekre HacTosilee H300peTeHue peasaraeT crnocod MoNyueHNs COenHEHNs]

Dopmysl 1
HO

WK ero (papmMareBTUYeCKH MPUEMJIEMOI COMH, BKJIFOYAKOLIMHA CTaJAUU: XV) MPOBEACHUS
peakuun coeauHeHust Popmynbl 21 ¢ BH-OYyTHWUIMTHEM B MPUCYTCTBHH OPTaHUYECKOTO
PacTBOPUTEIN U KATaIU3aTOPa HA OCHOBE MEPEXOAHOIO MeTalja Ui MOJYYEeHUs] COeAUHEHUs

Dopmyibl 22
O HO

mOSi(R?);

21 22

rae R® npencrasnser co6oit Ci- ankun unu GeHus; 1 Xvi) npeodpa3oBaHus COeIUHEHNUs]
Dopmybl 22 B coenuHenue Popmyer 1.

G. Cragus xv)

Ha craguu xv) nosnydaemsblil BbIxoa coeauHeHuss Popmysbl 22 COCTaBIsET HE MEHee
npumMepHo 70% (HampumMep, He MeHee puMepHO 75%, He MeHee npumepHo 80%, UM NPUMEPHO
82%).

B HekoTOppIX BapuaHTaxX OCYIIECTBIEHHUS PEAaKLUI0 B CTagUU XV) IPOBOAIT NpHU
temneparype ot npumeprHo —80° C no npumepHo —20° C (Hanpumep, ot npumepHo —78° C no
npumepro —30°C).

B HexoTOpBIX BapraHTax OCYLIECTBJICHHUS KaTaIU3aTop Ha OCHOBE NEPEXOIHOI0 MeTala,
UCIIONBb3yEMBbI B CTaAMM XV), BKJIOYaeT MeAp B creneHu okucieHus +1. Hanpuwmep,
TPaZAULIMOHHBIN METAIIMYECKUH KaTaln3aToOp BKJIIOYAET COEUHEHNE MEU WU KOMIUIEKC MEAH,
rne Cu umeer creneHs okucneHus +1. B npyrux npumepax kataan3zaTop Ha OCHOBE MEPEXOIHOTO
MeTaJjuia, UCIIONIb3YEMBIi B CTaquu Xv), BkiaroyaeT CuX, rae X BbIOMPAOT U3 rajoreHa, aluerara,
OeHzoaTa, MaHWAA, TUAPOKCHUIA, HUTpaTa WK JoOOH nx koMmOmHaimm. B mpyrux mpumepax
KaTaJu3aTop Ha OCHOBE MEPEXOJHOI0 METaJlIa, UCIOIb3YEMBIN B CTaAUU XV), BKItodaeT Cul.

Hexkotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTaJWU: XVii) NMPOBENEHUS PEaKLUH
coenunenuss @opmynbl 19 ¢ R*-3amerneHHbM GeH30MCYIbOOHMIXIOPUIOM B IIEJIOYHBIX
YCIOBUSIX 117151 Ody4eHus coequHenns @opmyinel 20, rae kaxkablii R* HesaBucuMo BHIOMPAIOT U3

—H wnmu Ci-3 ankuna; u
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OH WP
HO, Ho O7°
/ N
T (RH3
“OSi(R3)3 mOSi(R3)5
OR' OR'’
19 20

xviii) mpoBeneHusi peakunu coeguHeHuss Popmysbl 20 ¢ METAHOJIOM B IIEJOYHBIX
YCJIOBUSIX JUIS OJTy4eHUs coenuHennst @opmyisl 21.

B HEKOTOpPBIX BapuaHTax ocyllecTsieHus R*-3amerneHHbiili GeH30MCYIbGOHUIXIOPU,
UCTIOJIb3YEeMBI B CTaJIMU XVii), MPEACTABISET COOOM

2—Me3UTHICHCYTb(OHIITXJIOPU (2,4,6—TpuUMeTHIIOS H30JICY () OHUITXJIOPHT ) W
tosuxjiopua (TsCl).

Hekotopble criocoObl JOMONHUTENBHO BKJIOYAOT CTATUH: XiX) NMPOBENCHHS PEAKLIUH

coenuHenust PopMyiibl 16 ¢ BOCCTAHOBUTENEM 1Sl NOJTy4eHUs coequHenns @opmyael 17,

(R?)3Si0 (R?)3Si0,
OSi(R?)3 OSi(R?)
H
0 mQOH
ort oR'
16 17

XX) MPOBENEHHs PeaKLnu coenuHenus myHkTa 17 Gpopmyinl usobperenus ¢ Si(R*);Cl B
IIEeJIOYHBIX YCIOBUAX AJIs OJydeHus: coequHenuss @opmyinsl 18; u

XXi) BBIOOPOYHOrO CHATUSL 3aIUThl ¢ coeanHeHuss Popmynsl 18 st momydeHus
coenuHenust Popmyisl 19.
Hekoropbie crnoco0bl JOMOTHUTENBHO BKJIOYAOT CTAAMM: Xii) THIPOreHU3ALUH

coenuHenust Popmyisl 15
(R?)5Si0,

0Si(R?)3
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B MPUCYTCTBHH OPTaHMYECKOTO PACTBOPUTENS (HaNpuMep, ciupTa (HarmpuMep, METaHoJa,
3TaHOJIA WIH JTI000H NX KOMOMHALNH), HeoOs3aTenbHO 3amerneHHoro TI' @ (Hanpumep, 2—MeTHI—
TT'® wnu TT' @), EtOAc nnn mo60oii nx KOMOMHAINN ) AJ1s1 TOJy4YeHust coenuneHust @opmybr 16.

B HEKxOTOpBIX BapuaHTax OCYIUECTBJICHHUs TUApOreHusanus coeguHeHus Popmynel 15
TaKke MPOUCXOIANT B MPUCYTCTBUH OCHOBaHMS (Hampumep, kapOoHaTa Kanus uim OukapOoHaTa
KaJIus ).

HCKOTOprC CIIOCOObI JOMNOJJHHUTECIBHO BKJIHOYAOT CTAaJAHH: X) MPOBEACHUA PECAKLINU

coenuHeHust PopMyiibl 12 ¢ BOCCTAHOBUTENEM 1Sl TOJTy4YeHUs: coenuHeHust @opmyasl 13; u
OH

12 13

xiv) npeobpazosanus coeauHeHuss Popmyel 13 B coenunerne @opmyier 15.
Hexkotopblie crocoObl TOMONHUTENBHO BKIKOYAIOT CTAAWIO. Vill) MPOBEACHUS pEaKLUH
coenuHenust Popmynsr 11
OH

7~ TOSi(R?),
OSi(R?);

11

C OKHCIUTEJbHBIM areHToM Ui TnoJydeHus coenuHenuss Popmynel 12, rae
OKHUCJIMTENIbHBIN areHT Bkiarouaer MnOs.

Hekotopble crmocoObl MOMONHUTENBHO BKJIKOYAOT CTaJUU: i) MPOBEACHUS pPEaKLUu
coequHeHust PopmyJibl 9 ¢ OKUCIUTENIBHBIM areHTOM AJIsA TONTy4eHUs coeuHeHus Popmyiel 10;
u

CHO

X A
OR! OR’
9 10

ii) mpoBenenust peakuuu coeguHeHus: Popmynel 10 ¢ coenuHeHnem Dopmyisl S B

NPUCYTCTBUH OCHOBAHUSA U OPTAHUYCCKOT'O PACTBOPUTEIA IJIA MMOJTYICHUA COCAUHCHUS (I)OpMy.]'IbI

11
0Si(R?);
OSi(R?),

Hexkotopblie criocoObl JOMOMHUTENBHO BKJIIOYAIOT CTAJUH: iV) KHUIITYEHUs ¢ OOpPaTHBIM
XOJNIONUJIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeTaHOJA [Jsl IOJyYEHUs

coequHenust @opmyibl 1, 3.1. KOTOPOTo BbllIe YeM NpUMEPHO 99%;
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NO,

0O
%O o
NO,
(6] %OH

1a 1

v) npoBenenust peakiuu coemunenust @opmynbi 1 ¢ SiCI(R?)3 B eTOUHBIX yCIOBHAX JUTs

noJtyueHusi coequHenust Popmysl 2;

0
LA 0Si(R2)
2

vi) mpoBeneHus peakiuu coenuHeHuss @opmynsl 2 ¢ 1-TpumMeTHICHIHI— ] —TIPONMHOM JJIst

NoJIy4eHus: coenuHennst Popmyisl 3; u
OH

OSi(R?),
=

TMS 3

vii) mpeoOpa3zoBanus coenunenust Popmyisl 3 B coenuHeHne QopMytsl 5.
Cranum i), ii), iv)—viii), x), xii) 1 xiv) 00Cy>knaauch BbILIE.

Hacrosimee nzo0pereHne Takke mpeasaraeT crnocod nonyueHus: coequHeHus: Popmyibl

HO

H
0

O;\O H

WK ero papManeBTUYECKU MPUEMIIEMOI COJH, BKITFOYAIOIIIUI CTaUU: XXil) POBENECHUS

|

peakuuu coenuaenus ®opmynsl 7, rae R mpencrasmnsier coboii Ci_s ankun, u R? nezaBucumo
BbIOMparoT U3 Ci_¢ ankuia win ¢GeHmna, ¢ 3—raJoreHnpon—|—eHoM B PUCYTCTBHHA OCHOBAHHUS U

OpPraHU4EeCKOro PaCTBOPUTENS AJIs1 OJAy4YeHus: coeauHenus @opmyier 8,

E;AO/Si(RZ)a @Cisimz)s
X
OR! OR!

7 8

Xxiil) CHATHUSA 3a1UThI ¢ coenuHeHuss Popmyinl 8 A nosyydeHus coequHeHns PopMyJibl
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xxiv) mnpeobOpasoBanus coenuHeHuss Popmynsl 9 B coenmnenune Popmynsl I, raoe
OCHOBAHHE, UCIIOJIb3YEMO€E B CTaIUH XXii), BKIIOYAET 6/MOp—0y TUILTUTHH.

H. Cranus xxii)

Peakuueii B craguu xxii) monydaroT coenuHeHue @opmynbl 8, xapakrepusyrolieecs
yJIy4LIE€HHOM XUMHUYECKON YUCTOTOM, oe3 UCIOJIb30BaHUS JOTIOJIHUTENBbHBIX
XpoMaTorpauyeckux CTagui.

B HexkoTOpBIX BapHaHTaxX OCYLIECTBJIEHUS PEaKLUI0 B CTaJAMU XXii) NMPOBOAAT INpH
KOMHATHOW Temneparype (Hampumep, ot npumepHo 20° C nmo npumepno 30° C) B TeuyeHue
NPUMEPHO 2 4acoB (HampuMep, OT MpUMEpHO 1,5 10 mpuMepHO 2,5 4acoB), 3aTeM OXJIAKAAOT A0
temnepatypsl npumepHo 0° C (manpumep, ot npumepno —5° C no npumepno 5° C) mpu
nepeMelInBaHuH.

B HekOoTOpBIX BapuaHTax OCYIIECTBIECHUs] OPTaHUYECKUI PaCTBOPUTENb, UCIIOIb3YEMBIH
B CTaAMM XXii), BKJIIOYaeT OAMH WIM HECKOJbKO alkaHoB. Hampumep, opraHudeckuit
PacTBOPUTEIIb, HCIIONB3YEMBbII B CTAAMHU XXii), BKIFOUAET MeNTAHBI, IUKJIOT€KCaH HWIIH JTIOOYI0 HX
koMOuHaimoo. B apyrux BapmaHTax — OCYINECTBIEHHS OPraHUYECKHil  PacTBOPUTEND,
UCIOJIb3yeMbIii B cTafuu Xxii), Bkmodaer MTBE.

B npyrom acnekre Hacrosimee H300peTeHne npeaaraer crnocod noay4eHus: COeAMHEHHSI

Dopmyisl 1
HO

H
o)

O;\O H

Wik ero (papMaleBTUYECKH TMPUEMJIEMOM COJIM, BKJIFOYAIOIIMKA CTAgUH. 1) MPOBEIEHUS

|

p€akuuu COCAUHEHUA CDOpMy.IIbI 9 ¢ OKHUCIUTENBHBIM areHTOM B MPUCYTCTBUH OPTaHUYCCKOI'O

PacTBOPUTEJIS IS MOJydeHus1 coequnenuss @opmynel 10

H
OH CcHO
X X
OR' OR!

9 10

rae R! npencrasnser co6oii Ci_s ankuil U OKMCIUTENbHBINA areHT BKModaeT MnO; uiu
nepuoauHaH /lecca—MapTtuHa,

ii) mpoBenenus peakiuu coenuHeHuss Popmynsl 10 ¢ coenunenuem @Popmynbsl Sa B
MPUCYTCTBUHM OCHOBAHUS U OPraHUYECKOI0 paCTBOPUTENS AJIs MOTy4YeHUsl coequHeHNs] POpMyJIb

11a; u
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OH

OTBS =
= OTBS
AN

OTBS OTBS

4
H OR!

Sa 11a

iii) mpeoOpa3zoBanust coenunenus @opmysl 11a B coenunenne @opmyisr 1.

Cranuu i) u ii) nogpoOHO 00CYKAAIOTCS BBILIE.

Hekotopblie ciocoObl JOMOMHUTENBHO BKJIOYAOT CTAIUH. iV) KHIITYEHUSI ¢ OOpPaTHBIM
XOJIOAMJIBHUKOM coennHeHus: Dopmynbl la B MNPUCYTCTBUM METaHONA JUISL  TOJYYESHHUS

coenuHeHust Popmyisl 1, 3.1. KOTOPOro BbILIe YeM NpumMepHo 98%;
NO,

)

%O o
T NO, Ao

1a 1

v) nipoBenenus peakiyn coequaennss @opmyinel 1 ¢ TBSCI B menouHex ycnoBusx st

MOJy4eHUs coenuHeHust PopmyJisl 2a;

0
LA _OTBS
2a

vi) npoBeneHUs peakuu coequHeHus Popmynel 2a ¢ 1-TpuMeTuiICHUINI—]1-TIPONIUHOM

IUTs1 IOoJTy4eHust coequHenus @opmyiel 3a; u
OH
OTBS
F
TMS
3a

vii) mpeoOpa3oBanus coeaunenust @opmyiibl 3a B coequHenne Gopmyiel Sa.
B npyrom acnekre Hacrosiee H300peTeHne peaiaraeT Crnocod MoTyueHHs: COeINHEHMs]

Dopmysl 1
HO,

Wi ero (papMaleBTUYECKH MPUEMJIEMON COJIM, BKIIFOUYAIOIINI CTaIuU:Viil) MPOBEICHUS
peakuu coequHeHust @opmyibl 11a ¢ OKHCIUTENBHBIM ar€HTOM B MPUCYTCTBUN OPTaHMYECKOTO

PacTBOpPUTEJIS IS TOJydyeHus1 coeauHenuss @opmyinel 12a
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11a 12a

rae R! npencrapnser co6oii Ci-6 aqKuI 1 OKHCIUTENbHBINA areHT BKmouaeT MnOy; u ix)
npeobpa3oBanust coenunernss @opmysl 12a B coenunenne @opmyast 1.

Cranus viii) 00CyKIaeTcst BbILIE.

Hekotopbie crmocoObl MOMONHUTENBHO BKJIKOYAOT CTAJWU:. 1) MPOBEACHUS PEaKLUu
coenquHeHust Popmynbl 9 ¢ OKHCIUTENBHBIM areHTOM B TMPUCYTCTBUU OPTaHUYECKOTrO
pacTBOpUTENA U1l NOJy4eHUs1 coequHeHust Popmyasl 10

OH CHO

A A
OR' OR'
9 10

r7ie OKUCIUTENbHBIH areHT BkirodaeT MnO: wnu nepuoauHaH [lecca—MaptuHa; u ii)

npoBeaeHus peakuuu coenuHennst @opmyiel 10 ¢ coenuaennem @opmyiisl Sa

OTBS
OTBS

Sa 11a

B MPHUCYTCTBUU OCHOBAHUSI M OPTaHHMYECKOTO PACTBOPUTEIS ISl TIOJyUYEHUS] COSTUHEHUS
®opmybilla.

Cranuu i) u ii) nogpoOHO 00CYKAAIOTCS BBILIE.

B npyrom acriekre HacTosiiee M300peTeHHe peaiaraet crocod MoaydeHus: COeaMHEHHS]

Dopmysl 1
HO

Wik ero (apMaeBTUYECKH MPUEMJIEMON COJIH, BKJIFOYAIOIIUN CTaauu:. X) MPOBENCHUS
peakuuu coeauHeHuss @opmynel 12a ¢ BOCCTAHOBUTENEM B MNPUCYTCTBUU OPTaHUYECKOIrO

PacTBOPUTEJIS IS TOJydeHus1 coeauHenuss @opmynel 13a
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OR'

12a

rjie opraHudeckuii pactsopurens Bkmodaer TI'®, R! npencrasnsier coboii Ci_¢ ankumn, u
kaknbii R HesaBucumo BbibupaioT u3 Cis ankuna uiu QeHwna, u Xi) npeoOpasoBaHus
coenunenust @opmyisl 13 B coennnenne @opmyisi L.

Cranuu x) 1 xi) nogpoOHO 00CYKNAIOTCS BBILIE.

Hekotopble crocoObl TOMONHUTENBHO BKIKOYAIOT CTAAUIO. Vill) MPOBEACHUS PEaKLUH
coeanHeHus PopmyJibl 11a ¢ OKUCIUTENBHBIM ar€HTOM JAJIs1 TIOJyYeHUs1 CoeuHeHus: PopmyJibl

12a, roe OKUCIUTENBHBINA areHT BKoYaeT MnO»

11a

Hekotopbie crmocoObl MOMOJHUTENBHO BKJIKOYAOT CTaIWU: 1) MPOBEACHUS DPEaKLUU
coenuHenust PopMyJibl 9 C OKUCIIUTENBHBIM areHTOM I NOoJTy4eHus coeaunenus ®@opmyaer 10,

u
CHO

OR' OR!
9 10
ii) mposenenus peaxkuuu coeauHeHust @opmynsl 10 ¢ coenuHenueM Popmynbl Sa B

MPUCYTCTBUU OCHOBAHUA U OPTaHUYCCKOTO PACTBOPUTEIIA IJIsA TOJTYYEHUA COCAUHEHUS (DOpMy.]'IbI

11a
OTBS

OTBS
=7
H
Sa

B HekoTOpBIX BapHaHTax OCYLIECTBIEHUS OKHUCIUTENbHbIN areHT, WCIOJb3yeMblH B
ctanuu i), Bmodaer MnO2 unu nepuonunas Jlecca—MapTuHa.

B HekoTOpBIX BapwaHTax OCYILIECTBJIEHHS OCHOBAHHE, HCIIONB3yEMOE B CTaauu ii),
BKJIFOUAET peareHT ajkuJuiuTuil. Hampumep, peareHT ankuUIUTUH, UCHOJB3yeMBIN B CTAAMH ii),
BKJIFOYAET 6MOp—Oy TUILTATHH.

B HEKOTOpBIX BapuaHTax OCYIIECTBICHHUsI OPTaHUYECKHUI PaCTBOPUTENb, UCIIOIb3YEMBI
B CTaJUH ii), BKJIIOYAET MEHTaH, FeKCaH, LIUKJIOTeKCaH, renTaH, Terparuapodypas, 1,4—1uokcaH,
OVSTUWIOBBIA 3QHp, NETPOJEHHBIH 3Gup, MeTHI-mpem—OyTUIoBbil 3pup win molyr HX
koMOuHamoo. Hanpumep, opraHudeckuii pacTBOPUTENb, UCIIOIB3YEMbIH B CTQANH ii), BKIIFOUAET

METUI-Mpem—Oy TUIIOBBIHA 3up.
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Hexkotopblie criocoObl JOMOMHUTENBHO BKJIIOYAIOT CTAUH: iV) KHUIITYEHUs ¢ OOpPaTHBIM
XOJNIONUJIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeETaHOJA [Jsl IOJyY€HUs

coequHenust @opmyibl 1, 3.1. KOTOPOTo Bblllle YeM NpUMepHO 98%;
NO,

o)

%O o
5 NO: LA _oH

1a 1

v) npoBenenus peakupn coequaennss @opmyinel 1 ¢ TBSCI B menouHbIx ycnoBusx st

MOJy4YeHUs coenHeHust PopmyJibl 2a;

0
LA _oTBS
2a

vi) npoBeneHus peakuu coequHeHus: Popmynsl 2a ¢ 1-TpuMeTHICHUINI—]-TIPONTUHOM

IUTs1 IOJTy4eHus1 coequHeHus @opmyiel 3a; u
OH
OTBS
=7
TMS
3a

vii) mpeoOpa3zoBanus coeauneHnst @opmyiel 3a B coenuHeHne Popmyiel Sa.
B npyrom acnekre HacTosilee H300peTeHue npeasaraeT crnocod MonyueHNs COenHEHNs]

Dopmysl 1
HO

wii  ero (¢apMaleBTHYECKU TMPUEMJIEMON COJIM, BKJIIOYAIOIIUN  CTaauM:  Xii)
THApOTreHu3au coenuHeHus @opmyssl 15a B MPUCYTCTBUM OPTaHUYECKOTO PACTBOPHUTEIS
(Harmpumep, criupTa (HampuMep, METaHOJIa, STAHOJIA WITH JTI000H MX KOMOHMHAIMN), He0OsI3aTeTbHO
3amereHHoro TI'® (mampumep, 2—-metwii—TT'®@ win TT'®), EtOAc win moboit nx KoMOUHAIH)

IUIs1 IOJTydeHusi coequHenus @opmyiel 16a
TBSO

TBSO
OTBS OTBS /:7//\OTBS
H
(- 0
H H
OR' OR'’
15a 16a

rae R! npencrasnser coboii Ci—¢ ankun; u xiii) npeoOpasoBanus coenuHeHns GOpMybI
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16a B coenunenue @opmysl L.
B HEexOTOpBIX BapuaHTax OCYLUECTBJEHUs rUAporeHusanys coequHenus @opmyssr 15a
NPOMCXOIUT B MPUCYTCTBUH OCHOBaHMs (Hanmpumep, kapOoHaTa Kanus win OukapOoHaTa Kajvs).
Hekotopble cnocoObl MOMOJIHUTENBHO BKIKOYAT CTAAUM. X) NPOBEACHUS pPEaKLUH
coequHenust @opmyiiel 12a ¢ BOCCTAHOBUTENIEM B MPUCYTCTBUM OPTaHUYECKOTO PAaCTBOPUTEII

11 IoNy4eHus coequHenust Popmysbl 13a

OR! OR!
12a 13a
I7ie OpraHUYeCKui pacTBopuTeNb BKIoyaer TI'®; u xiv) npeobpa3zoBaHusl COCTUHEHUS

®opmysl 13a B coennnenne @opmyisl 15a.
Hekotopble cmocoObl NOMOJHUTENBHO BKIIFOYAKOT CTAAMU: Viii) TPOBENEHHS pPEaKLUH
coeauHeHust PopmyJibl 11a ¢ OKUCIUTENBHBIM ar€HTOM AJIs1 OJIy4eHUs1 CoeuHeHus1 PopMyJibl

12a, roe OKUCIUTENbHBIN areHT BKoYaeT MnO»

11a

Hekotopbie crmocoObl TOMONHUTENBHO BKJIKOYAOT CTaJWU: i) MPOBEACHUS pPEaKLUU
coenuHeHust PopMyJibl 9 C OKUCIIUTENBHBIM ar€HTOM Ul Nojdy4YeHus coeaunenus ®@opmyer 10,

u
CHO

OR! OR!
9 10
ii) mpoBenenus peakimu coenuHeHuss Popmynsl 10 ¢ coenunenuem @Popmynbl Sa B
IPUCYTCTBUHU OCHOBAHHUS U OPTraHUYECKOI0 PACTBOPUTES AJIS MONy4YeHUsl coequHeHUs] POopMy b

11a
OTBS

OTBS
FZ
H

Sa

Hexkotopblie criocoObl JOMOMHUTENBHO BKJIIOYAOT CTAJUH: iV) KHUIITYEHUSI ¢ OOpPaTHBIM
XOJNIONUIBHUKOM coeauHeHuss Popmynbl la B MNPUCYTCTBUM MeTaHOJA JJs  IOJyYeHUs

coenuHenust @opmyibl 1, 3.1. KOTOPOTo BblllIe YeM NpUMepHO 98%;
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NO,

0)

LA\\/O NO, o
o LA _oH

la 1

v) nposenenus peakuun coennHeruss @opmynel 1 ¢ TBSCl B menoyHbIX yCIOBUSIX AT

NoJTy4eHUs coequHeHust PopmyJinl 2a,

0
LA _oTBS
2a

vi) npoBeneHust peakuu coequHeHus: Popmynsl 2a ¢ 1-TpUMeTHICHUINI—]-TIPOTUHOM

IUTs1 IOJTy4eHus1 coequHenus @opmyiel 3a; u
OH
OTBS
F
T™MS
3a

vii) mpeoOpa3zoBanus coeauneHnst @opmyiiel 3a B coenuHeHne Popmyiel Sa.
B npyrom acnekre HacTosimee H300peTeHne peaaraeT CcrnocoO MOoTyUeHNs COeINHEHNs]

Dopmyisl 1
HO,

H
0

O;l\OH

Wi ero (apManeBTUYECKH MPUEMIIEMON COJIHM, BKJIIOYAIOIIMNA CTAIMH:XV) MPOBEACHUS

|

peakuuu coemuHeHus: Dopmynbl 21la ¢ H—OyTHJUIUTHEM B TPUCYTCTBHH OPTaHUYECKOTO
PaCTBOPUTEJI M KaTaau3aTopa HAa OCHOBE NMEPEXOMHOrO METajula sl MOJIy4YEeHHs] COCIUHEHUs

Dopmyisl 22a
O HO

mOTBDPS mOTBDPS

21a 22a

rae R! npencrasnser co6oii Ci-¢ ankum;, u Xvi) npeodpazosanus coequHeHns OopmyJibl
22a B coenuneHnue @opmyner 1.

B HexOTOpBIX BapraHTax OCYLIECTBJICHUS KaTaIU3aTOp HA OCHOBE NEPEXOAHOI0 METaIa,
UCTIONIb3YEMbI B CTAaIUU XV), BKJIIOYAET COCAUWHEHHE WM KOMIUIEKC, KaKIbIii U3 KOTOPbIX

Bkirouaer Cu B creneHu okucineHus +1. Hanmpumep, katanmszatop Ha OCHOBE MEPEXOJHOTO
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MeTaJlla, UCIOIb3yeMblil B cTaauu Xv), BkmoudaeT CuX, rae X BbIOMPAIOT U3 rajloreHa, alerara,
OeHzoaTa, MaHUAA, TUAPOKCUIA, HUTpaTa WM MoO0H nx komOuHaimu. B mpyrux mpumepax
KaTaJIM3aTOP Ha OCHOBE MEPEXOAHOr0 METajlla, UCTIONb3YEMBIil B CTaAuU XV), BKirodaeT Cul.
Hexkotopble criocoObl TOMONHUTENBHO BKIKOYAIOT CTaJWUU: XVii) NMPOBENEHUs peakLuu
coenuHenust @opmyJisl 19a ¢ TpUM30NPONUIOEH30JICY b OHUIXJIOPUIOM B IEIOYHBIX YCIOBUSIX

11 osy4eHus coequHenuss @opmynsl 20a; u

on Qo ipr
HO HO O~
iPr
iPr
«OTBDPS - OTBDPS
OR! OR'
19a 20a

xviii) mpoBenenust peakuuu coeauHeHuss @opmynbpl 20a ¢ METAHOJIOM B IIEJIOYHBIX
YCJIOBUSIX ISl NONTydeHusi coequHenns @opmynsl 21a.
Hekotopble criocoObl JOMONHUTENBHO BKJIIOYAOT CTATUH: XiX) MPOBENCHHS PEAKLIUH

coenuHenust PopMyiibl 16a ¢ BOCCTaHOBUTENEM AJIs1 TOJydeHUs1 coequHenus @opmyiel 17a;
TBSO

)/\OTBS

O

H

H

OR’
16a 17a

XX) nposeneHust peakuuu coenunerns @Popmyset 17a ¢ TBDPSCI B menovHbIxX yenoBUsSX

1UIs1 ostydeHust coequHenus @opmynel 18a; u

18a

XXi) BBIOOPOYHOTO CHSATHUSI 3aIIUTBI ¢ coeamHeHust Popmyner 18a mnsa monydeHus
coenunenust @opmyisl 19a.
Hekortopbie crmocoObl JOMOJHHUTENBHO BKJIIOYAKOT CTAAHIO: Xil) THIPOreHU3aLNH

coenunenust Popmyiel 15a
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TBSO,

oTBS OTBS

Cop-

OR!
15a
B [IPUCYTCTBUH OPTaHUYECKOTO PACTBOPUTEIIS (HApUMep, CIIUpTa (HalpuMep, MEeTaHoJa,
ATaHOJIA WJIH JIFOOO0M MX KOMOMHAIMK), HeoOs13aTebHO 3amerneHHoro TT' @ (Hampumep, 2—MeTuiI—
TT'® unu TT'®), EtOACc unu mo0oi ux KoMOMHALIMK ) AJIs TOJTy4eHus coequHenust @opmyibl 16a.
B HexOTOpBIX BapuaHTax OCYILIECTBJEHUs rUApOreHusanus coequHenus @opmyssl 15a
MPOMCXOUT B MPHUCYTCTBUH OCHOBaHUs (Hampumep, kapOoHaTa Kajius uin OukapOOHaTa KaJvs).

Hekotopbie cnocoObl JOMOJIHUTENBHO BKIKOYAT CTAJUH. X) NPOBEACHUS pPEAKLIUH

coenuHenust @opMyiisl 12a ¢ BOCCTAaHOBUTENEM JJ1s1 IOJTydeHUs1 coequHenus @opmynel 13a; u
OH

12a 13a

xiv) npeobpazoBanus coequHeHuss Popmyiel 13a B coennnenue @opmysl 15a.
Hexkotopblie crocoObl OMONHUTENBHO BKIKOYAIOT CTAAUIO. Vill) MPOBEACHUS pEaKLUH
coenunenust Popmyiel 11a
OH
—
— ¥~ ~OTBS
AN oTBS
OR’
11a

C OKHUCJIHTENbHBIM areHToM Ui Tojy4deHus coenuHeHuss Popmynsl 12a, rae
OKHUCJIMTENbHBIN areHT Bkiro4yaer MnOs.
Hekotopbie crmocoObl TOMONHUTENBHO BKJIKOYAOT CTAJUU:. 1) MPOBEACHUS PEaKLUU

coenuHeHus1 PopMyJibl 9 C OKUCIUTENBHBIM areHTOM Ul NOoJy4deHus coeauHenus @opmyael 10,

u
CHO

OR' OR!
9 10

ii) mpoBenenus peakiuu coenuHeHuss Popmynsl 10 ¢ coenunenuem @opmynbsl Sa B

HpI/ICYTCTBI/II/I OCHOBAHUA U OpFaHI/I"IeCKOFO paCTBOpI/ITeJ'Iﬂ JJIA l'IO.]'IyLIeHI/Iﬂ COCONHCHUA (I)OpMy.]'IbI
11a
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OTBS
OTBS

N\

Sa

HexoTtopsle criocoObl JOMOJHUTENBHO BKIIFOUAKOT CTAAMU: iV) KUISTYEHHS ¢ OOpaTHBIM
XOJNIOAUIBHUKOM coeauHeHnuss Popmynbl la B NPUCYTCTBUM MeETaHOJA MJsl IOJIyYEHUs

coenuHeHust @opmyiel 1, 3.4. KOTOPOro BhIIIE YeM NMPUMepHO 98%;
NO,

)

%O o
T NO, Ao

la 1

v) npoBenenus peakupn coequaennss @opmyiel 1 ¢ TBSCI B menodHpIx ycnoBusx st

MOJy4eHUs coenuHeHust PopmyJsl 2a;

0
A _0TBS
2a

vi) npoBeneHus peakiuu coequHeHus: Popmynel 2a ¢ 1-TpuMeTHUICHUINI—]-TIpONTUHOM

IUTs1 IOJTy4eHusi coequHenus @opmyiel 3a; u
OH

OTBS
4
TMS
3a

vii) npeoOpaszoBanus coenuHenus: @opmyinbl 3a B coenunerne @opmyiiel Sa.
Hexortopsle cnocoObl TOMONHUTENBHO BKJIIOYAIOT CTAMM: XXii) MPOBEAEHUS PEaKkLUH
coequHenust Popmynsl 7a ¢ 3-TajloOreHnpon—l—-eHoM B MNPUCYTCTBUM OCHOBAaHUS H

OpPTraHUYeCKOro pacTBOPUTENS AJIs MONTyueHHst coequHennst Popmyiisl 8a; u
OoTBS OTBS

AN
OR! OR!

7a 8a
xxiil) cHATHS 3a1UThI ¢ coequHeHust Popmyibl 8a s nonydeHus coequHeHUs1 PopMyIibl

B npyrom acnekre Hacrosimee H300peTeHne npeaiaraer crnocod noay4eHus: COeAMHEHHS

Dopmyusl 1
HO,
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Wi ero (papmManeBTUYECKU MPHEMJIEMON COJM, BKJIIOYAOIIMK CTaguu: i) MPOBEACHUS
peakuuu coeauHeHust POpMysbl 9 ¢ OKUCIUTENBHBIM Ar€HTOM [JIsl MOJIyYE€HHs] COEOUHEHUs
Dopmysl 10;

CHO

A A
OR! OR!
9 10

ii) mpoBenenus peakimu coenuHeHust @opmynsl 10 ¢ coenuneHuem @Popmynbl Sa B

MPUCYTCTBUH OCHOBAHUSA U OPTaHUYCCKOI'0O PaCTBOPUTEA IJIA IMMOJTYUCHUA COCAUHCHUSA (DOpMy.IIbI

11a;
OH

OTBS
OTBS

" ~OTBS
OTBS

7|

FZ
H OR'

Sa 11a

iv) xunsyeHus: ¢ 0OpaTHBIM XOJOAMIBHUKOM coefrHeHus: PopMynbl 1a B MPUCYTCTBUU

MeTaHOoJa JJIs1 MoJTy4eHust coeiuHeHus @opmyiiel 1, 3.1. KOTOPOro BhIle YeM puMepHO 98%;
NO,

o)

L\/o NO, o
o LA _OH

1a 1

v) nposenenusi peakimu coenuHenuss @opmysel 1 ¢ TBSCI B menouHbIX yCIoBUsAX s

NoJlydeHus coequHeHust PopmyJinl 2a;

0
LA _oTBS
2a

vi) mpoBeneHus peakuu coequHeHus: Popmynsl 2a ¢ 1-TpUMeTUICHINI—]—TIPONTUHOM

JUISL TIOJTy4YeHUs1 coeAnHeHns1 PopmyJibl 3a;
OH

OTBS
FZ
™S
3a

vii) mpeoOpa3zosanus coenuneHust @Popmyisl 3a B coequHeHne Popmyiiel Sa;
viii) mpoBeneHus peakuuu coequHeHus: Popmynel 11a ¢ OKUCIUTENbHBIM areHTOM IS
nonyyeHus: coeauHenust @opmynbl 12a, re OKUCIUTEIbHBIN areHT BkiIrodaeT MnO2
o)
== ~"0TBS
A OTBS
OR!
12a

X) MpoBeNeHus peakuuu coenuHeHuss @opmMyiiel 12a ¢ BOCCTAHOBUTENEM AJIsl TIOTYYESHMUS
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coenunenust Popmyisl 13a;
OH

= v~ ~OTBS
AN OTBS
OR!

13a

xiv) npeobpazoBanus coearnenust @opmyiiel 13a B coenunenue @opmysl 15a;
TBSO,

oTBS 0TBS

Cop-

OR’
15a
xii) rugporeHmzaimu coeauHeHuss Popmyinbl 15a B NPUCYTCTBUM OPraHUYECKOTO
pactBopuTesis (HampuMmep, crupta (HampuMep, MeTaHOJIa, 3TAHOJA WK JIFO0OH X KOMOWHAINH ),
HeoOs13aTenpHO 3amereHHoro TT'® (ranpumep, 2—metm—TT' @ win TT' @), EtOAc nnm mo0oit nx

KOMOWHAIMN) JIJIs1 TONy4eHus1 coeqruHeHnst @opmyiiel 16a
TBSO,

OTBS

H
16a

OR!

XiX) poBefeHus peakuu coequHeHnst PopmyJiel 16a ¢ BOCCTAHOBUTENEM AJIs IOy YCHHUS
coequHenust Popmynsl 17a;
XX) npoBeneHust peakimu coeaunernss @opmyiel 17a ¢ TDPSCI B menoyHbIX yCIOBUIX

IUTs1 OJTydeHust coequHenuss @opmyel 18a;

18a

XXi) BBIOOPOYHOTO CHSTHUSI 3aIIUTBI ¢ coeanHeHust Popmynel 18a mnsa monydeHus

coenuHenust @opmyisl 19a;
HO OH

1OTBDPS
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xvii) IIPOBEICHHUS peakuuu COEIMHEHUS Dopmyibl 19a c
TPUHM3OIPONIIIOEH30JICYIB(M OHWIXIOPUIOM B IIEJOYHBIX YCIOBUAX JUIS TMOJNYUEHHS COSTUHEHUS

Dopmybl 20a;

iPr

20a

xviii) mpoBenenust peakuuu coeauHeHuss @opmynbr 20a ¢ METAHOJIOM B IIEJIOYHBIX

YCJIOBUSIX JUIsl OJTydeHus coequHennst @opmyasl 21a;
(@)

1OTBDPS

21a

XV) MPOBENEHUs peakimu coenuHeHnst Popmyinel 21a ¢ #—OyTHIIUTHEM B IPUCYTCTBUU
OPraHUYECKOIO PACTBOPUTENS M KATAJIN3aTOPA HA OCHOBE NEPEXOIHOIO METAIUIA JUIS IOy YEHHS]

coenuHenust PopmMyiiel 22a; u
HO,

1OTBDPS

OR! H

22a

xvi) npeobpazoBanus coearHeHus Popmyiiel 22a B coenunenne @opmyosi 1.

B HexOTOpBIX BapuaHTax OCYILIECTBJEHUs rUAporeHusanus coequHeHus @opmyisl 15a
NPOMCXOUT B MPHUCYTCTBUH OCHOBaHMsI (Hanmpumep, kapOoHaTa Kaius win OnkapOoHaTa Kajvs).

Hexkotopble cmocoObl JOMOJHUTEIBHO BKIFOYAKOT CTAJHIO. XXiV) TPOBEIEHHS PEaKIUH
coenuHenust @opmysl 1 ¢ AMITAHONAMUHOM B IPUCYTCTBUH OPTaHMYECKOTO PACTBOPHUTEIS IS
MOJIy4€HUs! COJIM AUITAHOJAMUHA U coenHeHust Popmysl L.

HexkoTtopbie crioco0b! TOTMONHUTENBHO BKIIIOYAOT CTAINI0: XXva) 00paboTKH CoeAMHEHHS
@opmyiel I rugpokcunom menoyHoro Meraia (Hanpumep, NaOH, KOH wnnu nopobubIM, mmn
mo0oii mx KoMOWHauuWei) B TNPUCYTCTBUH CHHPTa (HAMPHUMEpP, STAHOJA, METAHONA, U30—
MPOMAHOJIA WK JIFOOOH MX KOMOWHAIINN) JUTS TIOYYEeHUST COJIH IIEJIOYHOro MeTajuia (Hampumep,
comu Na) u coenunenust @opmysl 1.

B HeKOTOpBIX BapHaHTaX OCYINECTBJIEHHS THAPOKCHUI MLIEJOYHOrO METajlla BKJIHOYAET
NaOH.
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B npyrux BapmaHTax OCyIECTBJICHHS CIIUPT BKIIOYAET 3TAHO.
AJNBTEpHATUBHO, HEKOTOpbIE CHOCOOBI IOMOJHHUTENBbHO BKIIOYAIOT CTAAHIO. XXVi)

oOpaboTku coenrHeHust Popmybl 25

HO,
H
+10H
5 H
O;\ORz 25

rne R? onpenenen Bblllle, r’UAPOKCHAOM IeouHOro Metamna (Hanpumep, NaOH, KOH
W TIOROOHBIM, WK JIFOOOH MX KOMOHMHALMEH) B MPUCYTCTBUU CIIUPTA U BOXBI JJIS TIOJYYEHUS
COJTH IIEJIOYHOro MeTayia (Harpumep, coim Na) u coequaerust @opmyisl 1.

B HekoTOpbIX BapraHTax OCYILIECTBIEHUsI CIIUPT BKIIOYAET METAHOJ.

Hexkotopslie crnocoObl JOMONHATENBHO BKIFOYAKOT CTATUIO: XXVii) MepeKpUCTaIUTH3aLNuN
COJIM TM3TaHOJNAMUHA U coenuHeHuss @opmynsl 1 s monyueHust nepBoi OYHMIEHHOH (PopMBbI
COJIM IM3TaHOJaMUHA 1 coenuHeHnss Popmyibl I (¢ XuMuyaeckol YUCTOTOMH, HAITPUMep, MPUMEPHO
90% wnu BbIlIe, TpUMepHO 95% wim BhIIE, WM npuMepHO 97,5% wnu BeIne). HekoTopsle
CTIIOCOOBI JOTIOJTHUTEBHO BKIIFOYAIOT CTAANIO. XXViil) peaKkiy nepBoi OUUINEHHON (OPMBI CONTU
Au3TaHONaMuHA U coenuHeHuss Popmynsl I ¢ KUCIOTON i MONy4eHUs: BTOPOM OYHUIIEHHOU
dopmbl coenurenuss @opmyinsl I (¢ Xumuueckoi 4HUCTOTOH, Hampumep, npuMepHo 98% wnu
BbILIE, TpUMepHO 98,5% wnnm Beime, Win npuMepHo 99% wnu Bblme). A HEKOTOpPbIE CIIOCOOBI
JOTOJHUTENIBHO BKJIOUAIOT CTaauio: Xxvb) mpeoOpasoBaHusi BTOPOH OUMINEHHOH (HOPMBI
coenuHeHust @opmyiiel I B CONb MIETOYHOrO MeTaIa.

B npyrom acniekte Hactosimee H300peTeHue npearaer coenuHenne Gopmyst 21
O

10Si(R%),

21

rae R! npencrapnser coboii Ci-e ankun u kaxaeli R? HesaBucumo npencrasnser coboit
Ci1-6 amkut wiu peHuI.

B HEKOTOpbIX BapuaHTax ocyliecTsienus R npencrapnser coboif MeTun, 5TUi, PO,
u30—nponu, OyTHI, 6mop—OyTUI UK mpem—OyTHIL.

B npyrux BapuaHTax ocyiectsienus rpynny —OSi(R*); BbiOuparoT us



75

i ./tBu
Me |Pir Me ?f\o’s'
£ SiMe s st i
ff‘o’ ‘Me ff\o’ Pr Y0 Me i

B HEKOTOPBIX BapMaHTaX oCyliecTBaeHust R' mpencTapnsier coboit MeTw, U rpymnna —

0Si(R*); npencrasnsier coboit

T

B npyrom acniekte HacTosiiee u3o0OpeTeHue npeaaraer coenunenue @opmysibsl 1a
NO,

0
Ao NO,

(o]
1a

B npyrom acniekte Hacrosinee n3o0OpeTeHue npeiaraetr coequHenne @opmyisl S
0Si(R?),
OSi(R?
=z i(R%)s
H

5

rie kaxkabii u3 R? HesaBucumo BuibuparoT u3 Cl_g aiKuna uam GpeHuna.
B npyrom acnekTe HacTosiee H300peTeHue npeaaraer coenuHerrne @opmyisl 9a

0
o NO,
E;(:\
OR! NO,

9A

rae R! npencrasnser coboii Ci amku.

B npyrom acniekte HacTosiiee n3o0OpeTeHue npeaaraer coequHenue @opmyisr 13
OH

OR!
13

rae R! npencrasnser coboit Cie ankun, u kaxabiii R? Hezasucumo BbiouparoT u3 Cig
ankwia win GeHuna.

B npyrom acnekTte HacTosiiiee M300peTeHHe MpejiaraeT Cnocod OYMCTKU COSTUHEHUsI

Dopmyisl 1,
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0
LA _OH

1

BKJIFOUAIOLINI CTaJUU: XXX) MPOBEAEHUS peakuuu coequHenust @opmyssl 1 ¢ peareHTOM
1N TOJMy4YeHHsl NMPOU3BOJAHBIX, MPUBOAALIEH K BBIMAJAEHUIO OCaAKa, KOTOPBIMI B OCHOBHOM
HEepacTBOPHUM B IUXJIOPMETAHE WM B €ro cMecH (Harmpumep, CMeCH, CoAep Kallel AUXJIOpMeTaH
U ajiKkaH (HarmpuMep, renrtaH)(HanpuMep, CMeCh, COAepIKallias JUXJOPMETaH U TenTaH, O0beMHast
I0JIs1 KOTOPOT'O COCTaBIsIeT mpuMepHO 50% mim 0oJibie)); XXXi) BbIACIEHUS 0CaIKa U KHIITYESHUS
ero ¢ oOpaTHBIM XOJIONWJIBHUKOM B PAaCTBOPUTENE, COAEpKAIleM CIUPT, IS TOJy4eHHUs
coenuHeHnst PopmyJibl 1, XUMHUECKasi YUCTOTa KOTOPOro COCTaBIIsAeT MpUMepHO 98% uiu BeILIe
(Hampumep, npumepHo 98,5% uiu BeIlIe, TpUMepHO 99% wiu BbIIe, WK PUMEpPHO 99,5% umu
BBILIE), U 3.1. KOTOPOT'O COCTaBJIsIeT MpUMepHO 98% i BbIte (Hanpumep, npuMepHo 98,5% wm
BBILIE, TPUMEPHO 99% miH BbILIE, WK IPUMEPHO 99,5% nin BeilIe); mpudeM criocod He TpedyeT
NPUMEHEHHUsT KaKOH—00 KOJIOHOYHOH xpomarorpaduu (Hanpumep, BOXKX).

B HekOTOpBIX BapuUaHTax OCYLIECTBIEHUS pPeareHT JIJs1 MOJYYE€HHs NPOU3BOIHBIX
BKJTIOYAET 3,5—THHUTPOOSH3OMIXJIOPH]I, & CIIUPT BKJIFOYAET METAHO.

B npyrom acnekte Hactosiinee M300peTeHHE MpeIiaraeT Croco0 OYHUCTKH COEIUHEHHS

Dopmysl 9,

OR!

9
BKJIrOYaromMii cranuu: xl) mposemeHust peakuuu coenuHeHuss Popmynsl 9, rae R
npenctasisier coboit Ci_¢ anmkui, ¢ 3,5-AMHUTPOOSH30MIIXJIOPUAOM, MTPUBOSIIEH K BBIMAJECHHUIO

ocazka, cofeprkaiero coenuHenne @opmynsl 9A; u
o]

NO
0 2

A
OR! NO,

9A

xli) BeImEeneHust ocagka m 0OpabOTKM OCaka OCHOBAHWEM B MPUCYTCTBUH CIUPTA IS
nosy4yeHus: coenHeHus Popmyibl 9, XuMudeckasi 4MCTOTa KOTOPOro COCTaBIsAET MpUMeEPHO 95%
WK BbIlIe (Hanmpumep, npumepHo 98% wim Bbime, mpuMepHO 99% nnu Bbime, mpuMepHo 99,5%
WJIY BBILIE); IPUYEM CIIOco0 He TpeOyeT MPUMEHEHHUS KaKOH—T100 KOJIOHOUHOH Xpomarorpadun
(marmpumep, BOXKX).

Hexkotopbie crocoObl AONOMHUTENBHO BKIOUANOT ctanuio: xlii) mepexkpucramimzanuu
ocajika, mojriydaeMoro B cranuu xli).
B npyrom acnekre HacTosilee H300peTeHne peaaraeT crnocod MoTyueHNs COeINHEHNs]

Dopmysl 5,
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0Si(R?)3
OSi(R?)3
S

5

rae kaxabii u3 R* HesaBucumo BbiOupatoT u3 Ci_e ankuna umd QeHuna, BKIOYArOIHii
CTaAMU: iV) KUIISTYEHHsI ¢ OOpPaTHBIM XOJIOAMIBHUKOM coenuHeHus: Popmyibl 1a B IPUCYTCTBHH

MeTaHOJIa JJIs1 MoJTy4YeHust coenuHeHuss PopmyJiel 1, 3.1, KOTOPOro BbIIIE YeM MpuMepHO 98%;
NO,

)

L\/o NO, o
le} %OH

1a 1

V) npoBeneHus peakiuu coenunenus @opmynsi 1 ¢ SiCI(R?)s, rae kasxabiii R? HesaBrucumo
npexncrasisietT codoit Ci—¢ anku Wi (GEeHW!, B MIETOYHBIX YCIOBUSX AJIS TOJNyYEHHs COSTUHEHUS

Dopmysl 2;

0
LA _OSi(RY),
2

vi) mpoBeneHus peakuuu coequHeHuss @opmyisl 2 ¢ 1-TpumeTHICHINI— ] —TIPONMHOM JJIs

noJsty4yeHus coequHenust Popmyiisl 3,
OH

OSi(R?)3
=

TMS 3

1) cuATUA 3amuThl ¢ coequHeHnss POpMyIbl 3 B LIENOYHBIX YCIOBMSX AJIS MOJTYy4ECHUs

coenunenust @opmynl 4, rae kaxaeii u3 R* u R npencrasnsor coboit H unu —OSi(R?)3; u
OR*

ORS5
=
H

4

li) nposenenus peaxiu coenuHenus @opmyiisl 4 ¢ SiCI(R?)3 B IENOYHBIX yCIOBUAX 1715
noslydeHusi coequHeHnuss Popmynsl S, npuyeM XUMHUUYECKass 4UCTOTa coenuHeHuss Popmynsl S
COCTaBJIsIeT MPUMeEpHO 98% win BhIIe (Hanpumep, npuMepHo 98,5% wunn Boime, npuMepHo 99%
WK Bble, npuMepHo 99,5% wmu BeIIE), a 3.M. — npuMepHo 98% wiu Bele (Hampumep,
npuMepHo 98,5% wnu Bbie, mpuMepHo 99% nnu BhILIe, TpUMepHO 99,5% niH BbIIE).

Cranum iv)—vi) 00Cy>K1arTCs BBILIE.

B npyrom acnekre Hacrosimee H300peTeHne npeaaraet crnocod noay4eHus: COeAMHEHHS

Dopmyisl 13,
OH

Y~ TOSi(R?),
OSi(R?),

OR!
13
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rae R! npencrasnser coGoit Ci_¢ ankun, u kaxawii R* HesaBucumo Bribuparot us Cig
ankuia uiu (peHnsIa, BKIFOYAOMUN CTAaNI0: X) IPOBEISHHs peaknu coenuHeHns Popmysl 12
¢ (R)-1-merun—3,3—gudenmirexcarunponuppono| 1,2—c][1,3,2]okcazaboposioMm B MPUCYTCTBUH
OPraHM4YeCcKOro pactBopuress, Biiarodaromero TI'® u Tosayos, s MOAy4dYeHUsT COEIUHEHUs

®opmyiel 13

0Si(R?),
Si(R?),

QOum

OR!

12

rae coenuHenne Popmynbl 13 xapakTepu3yeTcss XMMHYECKOM YHUCTOTOW BBIIIE YeM
npumMepHo 97% (Hanpumep, npuMepHo 97,5% uiu Beiine, npuMepHO 98% UITH BBILIE) U . K. BBIIIE
yeM npumepHo 97% (Hampumep, nmpumepHo 97,5% wnum Bbeime, npuMepHo 98% wiu BbIIIE,
npuMepHO 98,5% nnu BbILe).

Cranus x) mogpoOHO OMMcaHa BbILIE.

IV. OBIIIAA CXEMA CHUHTE3A

OO0mmwme cxempl mony4deHus: coeauHeHnit @opmyiiel I 11 ux conell mpencTaBieHbl HIDKE.

NO,
O CTA A XXX) e} crapaiv)y O

OH o OH
o]
la

o OH

02 ; OSi(R?);
cTauA V) Q\/OS|(R )3 cTa us vi) _ /\/k/ cTamu 1)
2 TMS 3

4
R _ OSi(R?);
/\/k/ORS crazmun i) /\/'\/OSi(RZ)3

H H
4 5

N\
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Si(R?); _Si(R?);
©/\ cTa A xxn) (;lw\/\ cTamn xxm) @i\/\

OR!
7
9
NO, OH .
crams xI) craman xli) cTamsn i)
AN
OR!
9
9A
.. OH
cTaau ii)
;, X OSi(R?); cramu viii)
A OSi(R?)s
OR' OR!
10 11
OH
=" TOSi(R?)3
. os|(R2)3
OR ]
12 OR 3
(R2);Si0,

OSi(R?); 0Si(R?),

b
osi(R), — 2 D)
OR’ H
15
(R2),Si0, (R?);SiO,
/7/\OSi(R2)3 OSi(R?)
H H
cTa e Xii i
) o cTa M xix) oy STams XX)
or' 1 ort M

16 17
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OSi(R?);

""'OSi(R3)3 cTaama xxi)
or' "
18
%,,O iPr
HO ©O°

iPr
10Si(R3),

cTaaMs xviii)
—_—

OH

HO,

""'OSi(R3)3 CTaguA Xvii)

OSi (R3)3 CTa UA XV)

OR’

cTamuA ¢) d
WOSiRY),  —rammd)
H
OH
23
HO, HO
H CTATHUA €) H
1OH Br/\COZR2 X - OH cramus f)
H
OH (0] H
24 J\
0~ "OR? 25
HO HO,
H H
“OH cTagus Xxiv) ~+10OH
o) H o ;
J\ ;\ H® H
N
0% OH 07 0" HO >N "oH

|
(AuITaHOIaMHHOBAS

COJIb)
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CTagus XXva)
—_—

HO,

cTagua xxvii) cTamua xxvb)
—_—

_—
o o "
L o )|
P HO > Non 07 “OH
1 l
(I TaHOIAMHHOBAA (B wicToM BHIE)
€O0JIb)
HO
H
*1OH
H
0o
Lo
O~ 'O Na
|
(Na coim)

HO,

CTAUA XXVi)

B o6mux cxemax, npuseneHHbIX Bbine, R, R% 1 R’ Takue, kak NpuBeieHbI BhIIIE.
HekoTopble CocoObl HACTOSAIIEr0 H300peTeHHs BKIIOUYAIOT OAUH HJIU HECKOJbKO M3

CIEAYIOIUX PEAKLIMOHHBIX YCIOBUII:
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Cragust xxx): 1. 3,5—mmaurpobenzomrxmnopun, DMAP, NEt;, CH»Cl,, or 0° C o

KOMHATHOW TeMIepaTypsl (K.T.)

2. nmepexpucTaI3aLus

Cranus iv): MeOH, kumstueHne ¢ 0OpaTHBIM XOJOAMIBHIKOM

Cranus v): TBSCI, umunazon, DMF, 0 °C

Cranus vi): 1-rpumernncnnui—1-nponus, émop—BuLi, Cul, MTBE, 78 °C

Cragus 1): KOH, EtOH

Cranus li): TBSCI, umunazon, DMF, 0 °C

Cranus xxii): 3—6pommnporn—1—eH, émop—BuLi, renrans, 0 °C

Cranus xxiii): 1 1. Boga. HCl, MeOH

Cragus x1): 1. 3, 5—mqunurpodenzomwnxnopun, DMAP, NEts, CH>Cl», ot 0° C 10 KOMHATHOI

TEMIEPaTyphl

2. mepeKpUcCTaIN3aLIMs

Cranus xli): KOH, MeOH

Cragus i): MnO,, CH2Cl»

Cranus ii): coenunerne @opmyiel S, 6mop—BuLi, TT'®, ot —78°C no k.T.
Cragus viii): MnO,, CHCl,

Cragus x): (R)-1-metun-3,3—nudpenmnrekcaruaponuppoio| 1,2—c][1,3,2]okcazabopona,

BHj3, DMS, tonyon/TT'®

K.T.

K.T.

Cragus a): TBSCI, umunazon, DMF, 0 °C

Crangus b): 1. Co2(CO)s, CH2Cly, k.T.

2. CH3CN, kumstueHne ¢ 00paTHBIM XOJIOAMIIBHIKOM

Cranus xii): H, 10% Pd/C, K2CO3, MeOH wunu TI'®

Cranus xix): NaBH4, sBogn. NaOH, EtOH, —10 °C

Cranus xx): TBDPSCI, umunazon, DMF, 50 °C

Cranus xxi): Bogu. HCI, TT ®/MeOH unu TBAF, TT'®, 0 °C

Cranus xvii): Tpumnzonponuwidensoncyiabporunxnopun, EtsN, DMAP, CH,Cl,, ot 0°C no

Cranus xviii): KoCO3, MeOH

Cranus xv): ~—BuLi, Cul, THF, ot —78°C no k.T.

Cranus ¢): PhoPH, »—BuLi, THF, ot —20°C no xunsiyeHusi ¢ 00paTHBIM XOJIOAWIBHUKOM
Cranus d): TBAF, TT'®, 50 °C

Cranus e): 2—-6pomanerar, 3amemennbiii R?, KoCOs, K1, aneton

Cranus f): KOH, MeOH

Cranus xxiv): nustanonamut, EtOAc, EtOH, kunsiaenne ¢ oOpaTHBIM XOJOAMIEHUKOM J10

Cranusa xxva): NaOH, EtOH
Cranus xxvb): NaOH, EtOH
Cranus xxvi): NaOH, H,O, MeOH
Cranus xxvii): 3 1. BonH. HCI, H>O
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VI AJIbTEPHATHUBHBIE CTA/IUH
Hacrosiee n3o0perenue Takxke npeaiaraeT Clenyoue CTaiud CHHTEe3a, I71e OAHA W

HECKOJIbKO M3 CIIEAYIOIUX CTaAuid MOTyT OBbITh HEOOs3aTeIbHO 3aMEHEHbl OIHON WIH

HECCKOJIbKMMU CTaAUAMH, OITMCAHHBIMUA BBILIC.

Cranus Al):
Cramsa A1
1-TMS-1-tipormH OH
&/ smop-BuLli, Cul - OH 5 HWIH NPOH3BOAHOE
OH  mTBE,-78°C S FZ
1 3b
Cranus A2):
Crama A2)
OSi(R?),
OSi(R?),
Z
7 Etyzn o
CHO Ti(OiPr), o,
40 mon.% (S)-BINOL 7 OSi(R%);
> OSi(R?
N toyon/Et,0O R
OR! OR!
10 13
Craguu A3) u A4):
O O
Cragus A3) Cranus A4) HQ
TBAF HBuLi, Cul H
L10SI(R3 THF THF
'R OF " s0°c AO K.T. "'OH
H H
oR' OR'  "app or' M a2
Cranuu AS)-A7):
2 . Cragus AG)
(R<)3SiO, | Cramusa AS5) Ho OH TpHH3ONpOLT-
0Si(R?); 1) NaBH,, Bogx. NaOH 6eH3IICYIL ) OHHIT-
H EtOH, -10 °C XITOPHA
2)1 u. BogH. HCI, IHF Et;N, DMAP -
°© 10OH CH2C’2, 0°C A0 K.T.
H
OR! H
OR!
16 15b
O
H
- 1OH
ort M




84

Craguu A8)-All):
(R?);Si0
OSi(R%); Cramuna A8)

H 3,5- AHHHTP 06 eH3 OHIXIIOPHA
DMAP, Et;N, CH,Cl,

o IOH -
OR! H
17
Cramua A10)
Cramun A9) 2,4 ,6-TpHH30IIP OTHIT-
3 ?HI?:CI NO, 6 eH30JICYITH ) OHHITIIOPHA

DMAP, Et;N, CH,Cl,

NO,

Cramua A11)
. K,CO,
iPr MeOH

20¢

Cranuu A12)-A23):
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Cramusa A13)

Cragas A12) [Ph3PCHBr,]Br
o _DIBALH _ o)( EtN g o)(
“CHCl, o I ~AP°
MeOZC/\/k/ 787G OHC/\/k/ THF Br X

al a2 a3
Cramun A16)

Cramua A14) Cramia A15) OH Si(R?),Cl OSi(R?)
HBuLi o% 1 1. BoaH. HCl HCI OH HMHIa30J1 s 2
THF /\/k/ DMF /\/k/OSi(R )3
-78 OC 4 4

a4 as 5
Cramua A17)
a4
Et,Zn OH Cramua A18)
CHO Ti(OiPr), Si(R?),Cl
40 mon.% (S)-BINOL HMHAA3071
\ g : O _—
tonyon/Et,0 DMF
OR'
a6
Cramun A19) >L
1. COz(CO)g QA
CH,Cl,, k.1. cr A20)
2. CH4CN, xunsmienHe ¢ H,, 10% Pd/C
Oﬁpa‘l'l-[blM XOJIOAHWILHHKOM i -
> KHCO,, EtOH
H
OR!
15b
0 O Crama A21) O>Lo Crams A22)
NaBH, Si(R3)5Cl
H soad. NaOH HMHAA30J1
EtOH, -10 °C DMF, 50 °C
(0]
H
OR!
16b
HO OH
Cramuna A23)
1 H. Bogn. HCI
THF

= OSi(R3),

Craguu A24)-A30):
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Cramn A24) c| Cramas A25)
= 2) CuCn, THF TMS—= O| ! Et,O \ (¢
a7 |\/ a8 a
O
Cl
Crapun A26)
THF O
Sc
Craman A27) OH Craman A28) OSi(R?),
CHO 5¢ Si(R?);Cl
HBuLi == HMHA301 =
(0] (0]
= THF N DMF X
1 -78 °C T.
OR ETORT 1 OR'  (+)
10 14b
Cramus A29) o
1. Co,(CO)g
CH,Cl,, k.1. Cramun A30) f
2. CH5CN, xamvraense ¢ H,, 10% Pd/C H
OspaTHBIM XOJIOAWTLHHKOM —_—
KHCO;, EtOH o
, H
(+-)
16¢
Cranun A31) u A32)
OH OSi(R?);
- ) OSi(R?)3
OSi(R%); Cramua A31) OSi(R?); Cramna A32) I
F thasiity F OSi(R%),
™S 3 H Z
4x H
5
Cragun A33)-A36)
Cramas A33)
1) NaBH,
TBSO, BoJH. NaOH HO Cramus A34) %O
EtOH, -10 °C 2,2-DMP
/7/\0“33 2) BoH. HCI OH  brsa
H 3) nepexpHCTANH3ALEA __DMF
o wOH
H
OMe OMe H
16d 17d OMe g
Crams A35) %O HO, o
TBDPSCI 0 Craman A36)
HMHZA30JT 1 H.Boau. HCI
DMF,50°C THF
=OTBDPS
mOTBDPS
H OMe
OMe
18f 19d

Craguu A37) u A38)
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Cramna A37) Crama A38)
o
1) #BulLi, Cul K,CO4
Et,0, -40 °C MeOH
DI H,O

2) 3THJIAleTaT
-

-«OTBDPS -OTBDPS

21c 22d

mOTBDPS

OMe H
22¢
VIIL. [TPUMEPBI
Crnenyromue mpuMepbl He TpPeIHA3HAYEHBI OTPAHUYUBAIOT PaMKH OOBbeMa ITAaHHOTO
n300peTeHusl.
IIpumep 1: (R)—oxkcupan—2—uameru 3,5-1unurpodensoar (1a).
1. 3,5-AHHHTP 06 eH3OHWTXIIOPHA, NO
DMAP, NEt;, CH,Cl,, 0°C ao k.1 2
o 2. nepeKpHCTAVHIALMSA 0
LA _OH Ao NO,
! 0]
la

Tpustunamus (8,52 r mu, 84,2 mmodb, 1,25 3kB.) u 4—aumetmnamuHonupuanH (100 mr,
0,818 mmodb, 0,01 3kB.) mobapnsm k pactBopy (S)—(—)—rmuuugona 1 (5,00 r, 67,5 mmons, 1,0
9KB., 99,5% 5.1.) B O6e3BogHOM Mermnenxiopuzae (100 mi) npu nepemeunrnBaHuu B atMmocepe
a3oTa. PeakuinoHHyro cmech 3ateM Harpesau 10 30 °C u o kamisim 3a 20 MuHyT nodasiisiiu 3,5—
nuHUTpodensomxopun (16,3 r, 70,9 mmonb, 1,05 3kB.) B BHIe pacTBopa B O€3BOITHOM
metunenxiopuae (50 mu). [Tocne nepeMemnBaHus mpu 3TOH TeMIiepaType B TeueHne 30 MUHYT
peakuuto racuiu nodasienueM 10%—noro BogHoTo OrkapOoHaTa Kamus (S0 MIT) U OXJIaKAAIH 10
KOMHATHOW TeMIepaTypbl MPU MEPEMELIMBAHUN B T€UY€HUE AONMONHUTENbHbIX 30 MuHyT. [IBE
dasbl paznensuin u opraHudeckyro (asy npombiaiu 10%—HOW BOXHON JIUMOHHOM KUCIOTOH (50
mi1). Opranudeckyro ¢azy 3aTeM OuuInaau (GUIbTpalrei yepe3 npoOKy CHIIMKAresi, TPH STOM
nonyunnu 14,69 r Oemoro TBEpAOro BemIeCTBA, pe3yibrarthl xupanpHo BIXXX kotoporo
nokasaju 3.1., paBHbiil 99,4%. Ilocne mepekpuctammmszauuu (u3 180 mi 3:2 06./00. rentana—
auxiopMerana) mony4danu 11,5 v (64%) yka3aHHOTO B 3arojioBKE COEIUHEHMs B Buie Oeoro
TBepaoro Bemecrsa. Jannele aas la: R=0,43 (100% metunenxmnopun), 'H AMP (400 MIw,
CDCl3) 6 9,25-9,28 (m, 1H), 9,21 (d, J=2,20 I'y, 2H), 4,82 (dd, J=2,93, 12,45 I'y, 1H), 4,20-4,33
(m, 1H), 3,42 (tdd, J=2,61, 4,07, 6,82 I'y, 1H), 2,92-3,04 (m, 1H), 2,77 (dd, J=2,75, 4,58 I'n;, 1H);
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MS (ESI+) macca/zapso 291,0 (M+Na®). BDXX, kononka ChiralPak IA (4,6x250 mM?), 5 mm;
pacxox 1,0 ma/munu; 210 vM; moxewkHas ¢(aza — remran (80%): staHon (20%); Bpems
ynepskuBanus, 27,0 mus, yuctota (100,0%).

Ipumep 2: (S)—(-)-rauuugon (1, ~100% 2.u.).

NO,
MeOH o
KHIDTI€HHE C
&/O O6GPATHBIM XOJIO JHILHHKOM %OH

NO, )

100% 3.H.

PactBop nuanTpobensoara 1a (30,06 r, 112,1 mmonb, 1,0 5kB.) B O€3BOJHOM METaHOJIE
(190 mu1) HarpeBasu ¢ OOpaTHBIM XOJIONUIBHUKOM B TEUEHHE 2 YacOB MPH MEPEMEIINBAHUU B
atMoc(epe azorta. PeakunoHHy0 cMech 3ateM oxJjaxaanmu 1o 0°C Ha neastHOW OaHe, MPUBOJIS K
O00pa30BaHUIO TBEPABIX KPHCTALIOB, KOTOpbIE yIAUIM (QuibTpauuedd W IPOMBIBAIN
OXJIAXKIEHHBIM Ha JIbAYy MeTaHoJoM (15 mur). ®PunbTpar KOHUEHTPUPOBAIN NPHU MOHIKEHHOM
JaBIIEHUH, TPUBOAS K 00pa3oBaHMIO OeNol CYCIEH3UM, KOTOPYI) pAacTBOPSUIH B mpem—
OyrunmernnoBoM 3¢upe (20 M) U KOHLEHTPUPOBAIN IO CYyXOro coctosiHusl. OCTaToOK CHOBa
CycneHaupoBaiy B MeTaHoue (15 mMi1) u TBEpAbIH MPOAYKT yAAISIH (puibTpanei U mpoMBbIBAIN
JOTOJIHUTEBHBIM KOJIMYECTBOM MeTaHona (5 mi). @PuibTpar KOHIEHTPUPOBAIN C TOJYYEHUEM
7,6 T (92%) yka3aHHOTO B 3arOJIOBKE COSAMHEHUs B BHIE OyeqHO—KenToro mMacna. [lanHblie 1ist
1: R=0,12 (20% EtOAc/renTan).

IIpumep 3: (R)-TpeT—0yTHIAMMETHI(OKCHPAH—2—HJIMETOKCH)CHJIaH (2a).

TBSCI
o) HMHAAa30J1 o)
A OH puroc SN OTBS
1 2a
100% 3.H.

K oxnaxnenHomy no 0°C pactBopy mpem—Oytun(xiop)auMmerwicuiada (26,540 r,
176,21 mmonsb, 1,3 5xB.) u umunazona (14,786 r, 217,19 mmosb, 1,6 3kB.) B numeTHiIdhOpMaMuUIe
(80mL) mo karutsim nobasssu (S)-okcupan—2—uin—meranon (10,013 r, 135,16 mmons, 1,0 3xB.)
MOJIYYeHHYIO0 CMECh MEPEMEIINBAIIH TIPH 3TOH TeMIlepaType B aTMocdepe a30Ta Ha MPOTSHKEHUN
30 muHyT. Peakuuto 3aTeM racmim 100aBIEHUEM HACBIIEHHOTO BOIHOTO XJIopuaa aMMonus (200
win) u Boael (200 wmum). IlonmydeHHyro cMmech 3KcTparupoBaim renraHoM (5x200 i) u
Oo0BbEMHEHHBbIE OpraHuYeckre (a3bl MPOMBIBAIN COJSIHBIM pacTBOpoM, cymmin (MgSOs) u
KOHIIeHTpupoBaiy, mojy4as 25,142 r (99%) yka3aHHOro B 3arojiOBKE COSAWHEHHS B BUJE
JKEJITOro Macjia. ITOT MaTepral UCTIOIb30BAIH B clienyromeil craauu 0e3 ouncTky. JlaHHbIe s
2a: R=0,64 (20% EtOAc/renran). 'H SIMP (400 MI'u, CDCIs) & 3,85 (dd, J=3,22, 12,01 ', 1H),
3,66 (dd, J=4,69, 12,01 I'y, 1H), 3,05-3,12 (m, 1H), 2,76 (dd, J=4,25, 5,13 I'u, 1H), 2,63 (dd,
J=2,64, 4,98 I'y, 1H), 0,90 (s, 9H), 0,08 (s, 3H), 0,07 (s, 3H).

Ipumep 4: (R)-1-((TpeT—0y THIAUMETHJICHIINII)OKCH )—6—(TPUMETHICHIHII)IeKC—S—
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HH—2—0.1 (3a).

1-TMS-1-npormH OH
(o) smop-BuLi, Cul OTBS
LA OTBS MTBE, -78 °C FZ
TMS
2a 3a

B 3—x ropnyro konly, OCHAIEHHYI0 MarHUTHOW MELIAJIKOW, TepMONapoi M KareJbHON
BOPOHKOH, B arMoc(epe azora BHOCHIH 1—(Tpumeruncuin)—1—npomnus (120,0 r, 1,07 mons, 2,2
9KB.), a 3aTeM — mpem—0OyTruameTunoBbli 3¢up (600 mi). Peakuunro oxnaxknamu no 0 + 5°C npu
nepeMenInBaHul U MeIJICHHO A00aBisuiu emop—Oytunauruii (696 mi, mmonb, 2,0 5kB., 2 M B
LIUKJIOT€KCAHEe ), IPU 5TOM TeMIlepaTypy peakunu noaneps;kusanu vwke S °C. I[Tocne 3aBepiueHus
nobaByieHHsI peaKLIMOHHYI0 cMech nepemMernnBaiu npu 0 + 5°C B atmocdepe a30Ta B TEUEHHE TPeX
4yacoB. B oTnenpHyr0 3—X ropiyro kojly, OCHAIEHHYI) MAarHUTHON MEINajKoH, TepMonapon u
KareJbHOW BOPOHKOM, B aTMocdepe a3ora BHOcHIM smokcun 2a (92,5 r, 0,49 mons, 1,0 3kB.), a
3areM — mpem—Oyrunmerunosbiid 3¢up (1800 mn) u monun menu (18,6 r, 0,1 mons, 0,2 3kB.).
[Monyuennyro cmech oxnaxknanu ao —/8 °C + 5°C u 3arem uepe3 WUy B SMOKCHIHYIO
PEaKLMOHHYIO CMeChb BHOCWIM pactBop l—(Tpumermncunuin)—l-npormHa. IlonyueHHOH
pPEaKLMOHHON CMeCH Jalld MEIJICHHO HarpeTbCsi A0 KOMHATHOW Temmeparypbl. Ilocne
nepemMelnnBaHusl B TedeHue 18 uacoB Ha ocHoBaHUU pe3yabTaToB TCX peakuuio cuurtaniu
3aBepiuBLIeiics. Peakunio racunm nodaieHneM 5%—HOW BOJHON JMMOHHOW KUCIOTHI (1500
MII), CIIOM pa3nesId M HIDKHUHA BOJAHBIM Cioil skcrparumpoBanu rentaHoM (1000 mo).
OO0pennHeHHbIE OpraHnyeckue Gasel puapTpoBany yepes noayuky u3 neauta (150 r) u punprpar
KOHLIEHTPUPOBAJIH ITPH NOHMKEHHOM JaBjieHuy, nony4as 147 r (~100%) yka3aHHOTO B 3ar0JIOBKE
COEIMHEHHUs] B BUJE TEMHO—KEJITOr0/KOPUYHEBOrO0 Macia. JTOT MaTepuasl HCHOJIb30BAIH B
crenyromeii craguu 6e3 ounctku. Jannbie as 3a: Re=0,55 (20% EtOAc/renran). 'H SIMP (400
MTI'uy, CDCI3) 6 3,72-3,82 (m, 1H), 3,65 (dd, J=3,81, 9,96 'y, 1H), 3,45 (dd, J=7,03, 9,96 I'n;, 1H),
2,47 (d, J=3,81 I'y, 1H), 2,34-2,42 (m, 2H), 1,63 (q, J=7,13 I'y, 2H), 0,91 (s, 9H), 0,14 (s, 9H),
0,08 (s, 6H); MS (ESI+) macca/zapsio 324,4 (M+Na").

Hpumep S: (R)-1-((TpeT—0yTHIAUMETHIICHIHNI )OKCH )reKc—S—uH—2—01 (4a).
OH OR

/\/'\/OTBS __KOH /\/K/OR.
Z EOH Z

3a 4a
CMecCh
4b:R=H,R'=TBS
4c: R=TBS,R'=H

T™MS

B 3—x ropnyro konly, OCHAIEHHYI0 MEXaHMYECKONW MEIIAIKON M TepMONapol BHOCHIIN
(R)—1—((TpeT—Oy TUIAUMETHIICHITIIT ) OKCH )—O—(TpuMeTHICHITI)rekc—S—ma—2—oa 3a (147 r, 489
MMOJb, 1 3KB.), pacTBOpeHHbIH B 3TaHose (1200 M), B atMocdepe asora. [lobasnsnn TBepabIe
rpanyJibl ruapokcuna kanus (55 r, 980 Mmonb, 2,0 3KB.) U OJTYYEHHBINH PACTBOP MEPEMELINBAIN
[P KOMHATHOW TeMIIepaType B TeMIepaTtype B TeueHue 2 4acos. [locne 3aBepluenus peakuuy, o

4eM cyaunu no pesyabrataMm TCX, peaklMOHHYIO CMeCh KOHLIEHTPUPOBAJIU MPU MOHUKEHHOM
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nasneHnn. CpIpoii octatok oOpabarbiBanu renraHoM (1000 mr) u 10%-—HbIM pacTBOpOM
JTUMOHHOH KucioThl (1700 MiT) M mONy4eHHYI0 CMeCh IepeMeLInBaiu B TeueHne 5 Munyt. Cioun
pa3zmessiii W HIDKHUE BOIHBIA CiOHM skctparupoBanu rentaHoM (700 mim). OObennHeHHBIE
opranuueckue (assl punsrpoBanu yepes noaymwky u3 uenuta (120 r) 1 KOHIEHTPUPOBAIH NPU
MOHMKEHHOM JAaBlieHHH, mnonydas 85 r (~77%) yka3aHHOTO B 3arOJIOBKE COEJUHEHUs B BHUJE
CBETJIO-KOPUYHEBOTO Macja. OJTOT MaTepuag INpencTaBisl coOOH He MOANAIOIIYIOCS
KOJIMYECTBEHHON OLIEHKE CMECh MPOCTPAHCTBEHHBIX N30MEPOB BCJIEACTBUE MUTPALIUU CUITHIJIBHOM
3aIMUTHOM T'PYNIbI, ¥ €ro UCIOJb30BAIU B CleAyloei craquu 0e3 manbHeiineidl ounctku. C
MIOMOIIBIO XPOMATOrpapueCcKOi OYUCTKH HEOOIBIIOTO KOJIMYeCTBa ChIpOro 4a (rpaaueHt ot 0%
10 25% sTunaneraT/renTaH) MOJyYIN aHATUTHYECKH YUCThie 00pasubl 4b u 4¢. Jlanuble s 4b:
R=0,50 (20% EtOAc/renran); 'H SIMP (400 MI'u, CDCls) & 3,73-3,84 (m, 1H), 3,60-3,68 (m,
1H), 3,44 (dd, J=7,14, 10,07 I'u, 1H), 2,45 (br. s., 1H), 2,35 (dt, J=2,56, 7,14 I'y, 2H), 1,95 (t,
J=2,56 'y, 1H), 1,59-1,67 (m, 2H), 0,90 (s, 9H), 0,07 (s, 6H); MS (ESI+) macca/zapso 229,2
(M+H"). Nannble aas 4¢: Re=0,40 (20% EtOAc/renran). 'H AMP (400 MI'u, XJIOPO®OPM-d)
$ 3,84-3,97 (m, 1H), 3,56-3,66 (m, 1H), 3,43-3,54 (m, 1H), 2,25 (dt, J/=2,56, 7,14 I'y, 2H), 1,96
(t,/=2,75T'y, 1H), 1,89 (br. s., 1H), 1,65-1,81 (m, 2H), 0,78-0,98 (m, 9H), 0,12 (s, 3H), 0,10 (s,
3H); MS (ESI+) macca/zapsio 229,2 (M+H").

Hpumep 6: (R)-S5—(0yr-3—mn-1-un)-2,2,3,3,8,8,9,9—oxkramerni—4,7—nuoxca—3,8—

aucuiaaaexkas (Sa).

OR TBSCI OTBS
/\/k/OR' HMHIa3011 NOTBS
Z DMF, 0 °C Z2
H H
4a Sa
CM€ECh

4b: R=H,R'=TBS

4c: R=TBS,R'=H
B 3-—x ropaywo konly, OCHAIIEHHYHO MEXaHHYeCKON MeIIaJKOH, TepMomapoil u
KareJbHOM BOPOHKOIM BHOCHIIN TpeT—OyTuiianMeTuiacmmixaopun (59,0 r, 391 mmons, 1,05 5kB.)
u umuaason (40,5 r, 595 mmons, 1,6 3xB.) B numerundopmamuze (1100 mur). PacTBop oxnaskaanu
1o 0 £ 5°C npu nepeMenuBaHUH. 3aTeM K PEaKIIHOHHON CMECH MEIUIEHHO NOOaBJISITH PacTBOP
(R)—1—((TpeT—OyTHIIUMETHIICHITNIT)OKCH )reke—S—H—2—oma 4a (85 r, 372 mmonb, 1,0 3kB.) B
mamerwidopmamune (200mL), mpu stom monmep:xkuBas Temneparypy Hmwke S5 °C. Ilocne
3aBeplIeHus J00aBIeHUS MTOJYYSHHYI0 cMech nepemernnsain mpu 0 + 5°C B atmocdepe a3ora B
Te4YeHHe TPEX YacoB, a 3aTeM MEJJICHHO Harpeiu 10 KOMHATHOM TeMIepaTypbl U epeMelInBaiu
B atMoc(epe a3oTa B TeueHUe He MeHee 15 qacoB. PeakimoHHyI0 cMech 3aTeM pa30aBUIId METHII—
TpeT—OyTuIoBbIM 3¢ upom (1500 mir) u racumu 5%—Hoit BogHOH TuMOHHON Kuciotoit (1500 mi).
Crou pa3nensii 1 HIDKHUH BOIHBIN CIIOH SKCTPAarupoOBail METUJI—TPET—OyTHIIOBBIM 3¢prpom (3
x 1000 mi). OO6benuHeHHbIE OpraHuyeckue (asbl TPOMbIBAIN 14%—HBIM BOAHBIM PAaCTBOPOM
XJIOpHUJla HaTPpHsl U KOHLEHTPUPOBAJIU MIPU NOHMKEHHOM JIaBJIEHUM, TOTy4asi OpaHXXeBOE MacJIo.
ITocne xpomarorpaduu (c rpaguerTom ot 1% no 10% stunauerar/renran) nonydamu 114 r (90%)

YKa3aHHOTO B 3aroJIOBKE COENUHEHUsl B Buae skentoro macna. lanaeie mis Sa: R=0,89 (20%
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EtOAc/rentan); 'H SIMP (400 MI'u, CDCls) & 3,72-3,84 (m, 1H), 3,56 (dd, J=5,13, 10,25 T'n,
1H), 3,41 (dd, J=6,59, 9,89 I';, 1H), 2,19-2,35 (m, 2H), 1,90-1,95 (m, 1H), 1,75-1,89 (m, 1H),
1,54-1,66 (m, 1H), 0,90 (s, 9H), 0,89 (s, 9H), 0,09 (s, 3H), 0,08 (s, 3H), 0,06 (s, 6H); MS (ESI+)
macca/zapso 343,2 (M+HT). Xupansrast I'X, kononka Restek bDEXm (30 m x 0,32 mm), 65°C B
teyeHue 40 muH, ot 10 °C/mun no 130 °C, or 20 °C/mun no 200 °C, Bopeick — 1 M, Bpems
ynepskuBanus — 43,49 mun (~100% Sa); Xumuueckas uucrora o I'X, kononka Restek Stabilwax
(30 m x 0,32 mm), 60°C B Teuenue 2 muH, ot 10 °C/mun no 230 °C, Bopeick — 1 mut; Bpemsi
ynepxxuBanus — 10,82 mun (90,0% Sa).

Hpumep 7: mpem—oyrnn((3—meroxcudensnn)okcu)iumerniacuiaan (7b).

OH TBSCI OTBS
HMHAAa30J1
CH,Cl,
OMe OMe
6 7b

K pactBopy MmerokcubensuioBoro cmupra 6 (2500 r, 18,09 momb, 1,0 3kB.) B
nuxjiopmetane (20 i1, 8 00beMHBIX "acTelt) nodapmsuin umugason (1466 r, 21,53 momnsb, 1,19 3kxB.)
u pactBop oxjaxknamu 1o 15 °C mpu nepemernnBaHuu B atMocdepe azora. [locie 3aBeprieHws
OXJIAXKZIEHUs] B PACTBOP BHOCHIH mpem—OyTri(xnop)anmermicunad (3164 r, 20,99 mons, 1,16
9KB.) B MPOJOJDKEHUE CICAYIOIHNX 9 MUHYT, B TE€YEHHUE KOTOPBIX HAOJFONATH 5K30TEPMUYECKHNA
s¢dext, paBublit 42,9 °C. PeakiIMOHHYIO CMeCh OXJKAAIM 10 KOMHATHOW TeMIlepaTypbl MpU
nepeMeninBaHuM B TeueHue 17 yvacos. Peakuuro racuinu 5%—HONH BOAHON JTMMOHHOW KHUCIOTOM
(20 1, 8 0OBEMHBIX YaCTeH) U HIKHIOI OPraHUUEecKyo a3y KOHLEHTPUpOBay, nonyyas 4958 r
cBeTiio—xkenroro mMacna. I[locne nposeneHuss BaKyyMHOH JTUCTUIULSILMU ABYX NMAapTHH 00pasLoB
(uaTepBanbl T.K. 115-120 °C, 132-135 °C npu maBnenun S topp) noiydanu 2336 r u 1964 r
Npo3pavyHOro OecLBETHOrO Macia, 4yTo B cymMme coorBeTcTByeT 4300 r (94%) yka3aHHOro B
3aronoske coemuHenus. Jaunbie mia 7b: R=0,27 (1% EtOAc/renran). 'H AMP (400 MTI'w,
CDCl3) 6 7,25 (t, J=8,1 'y, 1H), 6,91 (m, 1H), 6,79 (dd, J=2,4, 8,2 T'y, 2H), 4,74 (s, 2H), 3,82 (s,
3H), 0,96 (s, 9H), 0,11 (s, 6H); MS (ESI+) macca/zapso 275,2 (M+Na™).

Hpumep 8: ((2—anaun—3—-meroxcudeH3sum)okcu)(mpem—oyTua)aumeruiacuiad (8b).

OTBS Br\/\ oTBS
emop-BuLi . AN
OMe TenTaH OMe
7b 8b

PactBop cunana 7b (2660 r, 10,54 monb, 1,0 3kB.) B renrane (13,30 i1, 5 o6beMoB) 1Mo
KamsiM  oopabateBaym  smop—Oymmmaruem (15,81 1, 22,13 wmomb, 2,1 skB., 1,4 M B
LIUKJIOTEKCAHE) 3a MEePUO] MPOAOLKUTEIBHOCTRIO 2 Yaca. PeakiiMOHHYI0 CMeCh MepeMerInBaIH
IIpY KOMHATHOW TeMIIepaType B TeUE€HHE TOTIOJHUTENIbHBIX 2 4acoB nepen oxjaxkaeHuem 1o 0° C.

Ilocne 3aBeplieHHs] OXJAXICHUS PEAKLMOHHYKHD CMeCh IO KarisM — oOpabaTbIBasiu
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anmanopomunom (2805 r, 23,18 monb, 2,2 5KkB.) B NPOAOJDKEHHE cCieAyromux 70 MUHYT.
HabGmonamu sk3otepmudeckuii ¢ dext, pasubiii 17,6° C, 1 peaKIIMOHHYIO CMECh HarpeBaH a0
KOMHATHOW TEMIIepaTypbl B MPOAOJDKEHHUE Ccleayrommx 38 MHUHYT. PeakuuoHHYyIO CMech
nepeMelInBaiu IpyU KOMHATHON TeMmepaTtype B TeueHue 20 udacos, 3aTeM racuiu 20%—HbpIM
BOIHBIM xJiopunom ammonust (13,30 11, 5 oObeMHbIX 4acrteii). Opranudeckyro a3y nmpomMbiBau
14%—HbIM BOTHBIM pacTBOPOM XJsiopuaa Hatpus (5,32 11, 2 o0bemMa) 1 KOHLEHTPUPOBAIIH, ITOJTyYast
3274 r xentoro macna. Ilomaramu, 4TO 3TOT MaTepuan SIBISICSA AOCTATOYHO YHUCTBIM IS
HCTIONb30BaHus B nocienyromeM. Janubie s 8b: Re=0,64 (5% EtOAc/renran). 'H SIMP (400
MI'y, CDCl3) & 7,22 (t, J=8,1 T'uy, 1H), 7,11 (d, J=7,7 T'u, 1H), 6,82 (d, J=8,4 I'u, 1H), 5,92 (m,
1H), 4,93 (m, 2H), 4,74 (s, 2H), 3,82 (s, 3H), 3,41 (dt, J=1,6, 6,0 ', 2H), 0,95 (s, 9H), 0,10 (s,
6H); MS (ESI+) macca/zapso 315,2 (M+Na™).

[pumep 9: 2—-annun—-3—meroxcudpenun)merano (9b).

OTBS OH
1 1. BogH. HCI .
N MeOH A
OMe OMe
8b 9b

K pactBopy cunana 8b (3082 r, 10,54 momnb, 1,0 5kB., TEOPETHUECKUI BEC) B METAHOJIE
(30,82 11, 10 oObemHBIX HacTeii) oOABISIN O H. BOIHYIO COJISTHYIO KUCITOTY (8,43 1, 8,431 Mo,
0,8 5KB.) U pEaKIIMOHHYIO CMECH IIEPEMELINBAIIN ITPU KOMHATHOH TEMITEpAType B TEUEHHE 2 HacOoB.
Peakuuto racunu nobasnenneM no karmwisim 10%-—Horo BogHoro 6ukapOonara kamus (15,41 i, 5
O00BEMHBIX 4acTel) U 3aTeM BBIMAPUBAJIN I0KA HE OTTOHANHM npuMepHO 10 0OBbEeMHBIX uacTei
metaHosa. [1onyueHHbIl BOAHBIN pacTBOp SKcTparuposaiu stinaneratom (15,41 51, 10 o6beMHBIX
yactel). OOpeIMHEeHHbIE OpraHudecKue (a3bl MPOMbIBAIH 7%—HbIM XsopunoM Hatpus (15,41 m,
5 oObeMHBIX 4YacTell) W KOHLEHTPUpPOBaM, monydas 2582 r kopuuHeBoro macna. Ilocre
NPOBEeNEHUs] BaKyyMHOW aucTwuisinuu (uHTepBan T.K. 132-135 °C mpu maBnenun S5 Topp)
nojyuasu 1558 r (83%, 2 cranuu) yKa3aHHOTO B 3arojIOBKE COSTMHEHHS B BHIE JKEJITOTO Macia.
ITonaranu, dYTO 3TOT Marepual SBISUICS JOCTaTOYHO UWUCTBIM JUI HCIIOJNIb30BAHUS B
nocnenyromeM. Jaunsie a1a 9b: R=0,36 (30% EtOAc/renran); 'H AMP (400 MI'u, CDCl5) §
7,24 (t, J=8,1 I'y, 1H), 7,03 (d, J/=7,7 'y, 1H), 6,87 (d, J=8,1 I'u, 1H), 6,01 (m, 1H), 4,97 (dq,
J=1,8,10,0 I'y, 1H), 4,92 (dq, J=1,9, 17,1 'y, 1H), 4,70 (s, 2H), 3,84 (s, 3H), 3,52 (dt, /=1,7, 5,9
Ty, 2H); MS (EST+) macca/zapso 201,1 (M+Na”).

Hpumep 10: 2—anaun—3—merokcudeH3wa 3,5—aunurpodensoar (9¢).

1. 3,5-aHHHTP 00 eH2OWTXIIOPHA,
OH DMAP, NEt3, CH20|2, 0°C A0 K.T.

O
2. NepeKPHCTALTH3ALHA Qi\/(iu\@/ NO,
N -
X
OMe
OMe NOZ

9b

9¢
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K oxnaxnennomy no 0°C pacteopy crupra 9b (1558 r, 11,28 mons, 1,0 3xB.) B
muxiopmetane (7,789 n, 5 oObemHbIX yacTeit) nodasisiiu 3,5—auHNTpodbeH30MmIXIopua (2860 T,
12,40 momnb, 1,1 3kB.) u 4—gumerunamunonupunuH (206,6 r, 1,690 monb, 0,15 3kB.), uTO
NPUBOIUIIO K 3K30TepMuueckomy s¢dekty, pasHomy 12,6 °C. PeaknMOHHYIO CMeChb CHOBa
oxjaxnaam 10 0 °C u no kamsim nobasisuiu TpudTinamud (1,729 1, 12,40 mons, 1,1 3kB.) B
NPONOJDKEHHE CIEAYIOIUX 57 MUHYT, B TE€YEHHE KOTOPbIX HAOMIOAAIM 3K30TEPMHUYECKUI
s¢dext, paBubiii 17,6 °C. Ilocne 3aBepuieHuss NOOABIEHUS TPUITUIAMUHA CMECh TaCHIIH
nobasnennem 10%-Horo BomHOro OukapOonara kamus (7,789 n, 5 oObeMHBIX 4acTeil), 4TO
NPUBOIUJIO K 3K30TepMuueckomy sddekty, paHomy 19,8 °C. HuwkHull OpraHu4ecKuil CJIOH
npombiBa  10%—Ho#t BomHON JuUMOHHOW KucaoTOH (7,789 15, 5 oObemMHBIX dYacTeil) u
KOHIleHTpupoBaiy, monydass 4118 r CBeTIO—KOPUYHEBOrO amMOp(HOro TBEPAOTO BELIECTBA.
Cripoli TBepplii MPOAYKT cycneHaupoBaiu B meranosie (41,18 n, 10 oObeMHBIX HacTeil B
nepecyeTe Ha ChIpOW MPOAyKT) m HarpeBajgu A0 65°C B TeueHue 94 MUHYT 1O MOJIHOTO
pPacTBOPEHHS TBEPAOTO BELIECTBA. PaCTBOp 3aTeM CHOBA OXJIAXKAAJIH 10 KOMHATHOH TEMITEPaTyPbl
U BBITIABILEE B OCAZIOK TBEPAOE BEIECTBO OTACIUH PribTpauueil. TBepaoe BemecTBo Cymmim B
Bakyyme mpu 40°C B Teuenme 20 uacos, moay4vas 2131 r (65%) yka3aHHOro B 3aroJOBKe
COEAMHEHUsI B BUJIE CBETJIO—KENITOr0 TBEPAOro BerecTna. [Tonarany, 4to 3TOT MaTepua sSIBIUICS
JNOCTATOYHO YHCTBIM JJIsl HCIONb30BaHWs B mochenyromem. Hanabie mist 9¢: R=0,45 (30%
EtOAc/rentan). "H AMP (400 MI'u, CDCls) § 9,22 (t, J=2,2 ', 1H), 9,16 (d, J=2,2 'y, 2H), 7,28
(t,/=8,1I'y, 1H), 7,08 (dd, J=0,9, 7,5 I'y, 1H), 6,97 (d, J=8,1 I'y, 1H), 5,99 (ddt, J=5,8, 10,1, 17,2
I'n, 1H), 5,49 (s, 2H), 4,98 (dq, J=1,8, 17,2 ', 1H), 4,89 (dq, /=1,7, 10,1 I'u, 1H), 3,87 (s, 3H),
3,57 (dt, J=1,8, 5,9 'y, 2H); MS (ESI+) macca/zapso 395,1 (M+Na™).

Hpumep 11: 2-anana—3—meroxkcudeHun)meranona (9b).

K cycnensuu qunurpobensoata 9¢ (3463 r, 9,302 monb, 1,0 5kB.) B meranone (17,32 1, 5
00BEeMHBIX HacTeii) nobassuti rugpokcua kamus (719,9 r, 11,16 mons, 1,2 5kB.) u Bony (3,463 1,
1 oOBeMHBIX dacTeli), YTO MPUBOIUIO K dK30TepMmuueckomy 3ddekty, paBHomy 37,7°C.
PeakunoHHY0 CMeCh OXJIaX/1aJIi 10 KOMHATHOH TeMITepaTyphl PU MEPEMEIINBAHNH B TeueHHe |
9aca 1 3aTeM KOHLIEHTPHUPOBAJIH, ITOKA HE OTTOHSIN 5 00BEMHBIX yacTeil MeTaHoua. [TonyueHHyo
cycreH3uro pactBopsutd B 10%—Hot BoxHO#M qumMonHOH kucnore (17,32 1, 5 o0beMHBIX YacTeit) u
sKCTparupoBaiu auxjopmeranoM (17,32 1, 5 oOpemubIX yacteii). TBepablil MOOOYHBIA MPOIYKT
IUHUTPOOEH30MHON KUCIIOTHI YA (ruibTpanuei u GpribTpat npombsiBaiu 10%—HbIM BOIHBIM
kapOonarom kamust (9,02 51, 5 00BEeMHBIX YacTel) U KOHLEHTpUpoBaiy, nony4as 1464 r (88%)
YKa3aHHOTO B 3aroJIOBKE COEAMHEHMsI B BHUJE TeMHO—3eJeHoro macna. Ilomaramu, 4To 3TOT
MaTepHall SIBJISICS JOCTATOYHO YHUCTBIM ISl UCIIONBb30BaHuA B nocaeayromeM. JlanHeie niis 9b:
R=0,36 (30% EtOAc/rentan). 'H IMP (400 MI'u, CDCls) § 7,24 (t, J=8,1 'y, 1H), 7,03 (d, J=7,3
I'n, 1H), 6,87 (d, J=8,4 I'y, 1H), 6,01 (m, 1H), 4,96 (m, 2H), 4,70 (s, 2H), 3,84 (s, 3H), 3,52 (dt,
J=1,6, 6,0 T'y, 2H); MS (ESI+) macca/zapso 201,1 (M+Na").

IIpumep 12: 2-Annnia—3—meroxkcudenszaabaerua (10b).
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Oxcun mapranua(IV) (85,00 r, 977,6 mmosb, 10,0 5kB.) 1o0aBIsIN K pacTBOPY CIHMPTA
9b (17,424 r, 97,761 mmonb, 1,0 5kB.) B Oe3BomHOM MeTwieHxJopune (5 MJI) U CMeCh
nepemMenuBaiy B atmocgepe azora B TeueHue 16 yacoB. PeakiimoHHy0 cMech PHIbTpOBaIN Yepes3
LIEJTUT, TBEPAbIE BEIIECTBA MPOMBIBAIU T'€NTAHOM U (PUIBTPAT KOHLEHTPUPOBAIH, moyy4ast 534
(99%) yka3aHHOTO B 3ar0JIOBKE COeqUHEHHs B Bue OnenHoro macna. Janueie mist 10b: R=0,64
(30% EtOAc/renran). 'H AIMP (400 MI', CDCl3) & 10,28 (s, 1H), 7,49 (dd, J=1,1, 7,7 T', 1H),
7,36 (t,J=8,1 ', 1H), 7,13 (dd, J=0,9, 8,2 'y, 1H), 6,02 (ddt, J=5,9, 10,0, 17,1 I'u, 1H), 5,02 (dq,
J=1,6, 10,1, 5,0 'y, 1H), 4,93 (dq, J=1,7, 17,2, 4,9 'y, 1H), 3,88 (s, 3H), 3,86 (dt, /=1,8, 5,9 I'y,
2H); MS (EST+) macca/zapso 199,1 (M+Na™).

IIpumep 13: (6 R)-1-(2—-anmmna—3—meroxcudenun)-6,7-ouc((mpem-—
Oy THIMMeTHJICIINI )OKcH )renT—2—uH—1-04 (11c¢).
OH
CHO OTBS
emop-BulLi = o
N ¢ P oTBS - ; TBS
Z MTBE AN OTBS
OMe H -78 *C IO K.T.
Sa OMe
10b 11c

PactBop menounoro Sa (1,070 r, 3,121 mmons, 1,1 5kB.) B 6e3BogHom MTBE (11 mi),
oxJaxneHHsli 10 —78 °C, no kamsim obpabdateiBanu émop—Oytunnuruem (2,20 mi, 3,12 MMonb,
1,1 skB., 1,4 M pacTBOp B LIMKJIOTr€KCaHe) M IOJYYEHHYIO CMECh MepPEeMEeIINBAIN HPU 3TOH
Temrepatype B atMochepe azora B TeueHne 30 MUHYT. 3aTeM IO KaruisiM AOOABJISIIN aJIbAeTH
10b (500 wr, 2,83 mmodsb, 1,0 5kB.) B Buae pactsopa B MTBE (4 mut) u peakinOHHOM cMecH aju
MEIUICHHO HAarpeThCsl 10 KOMHATHOU TeMrepaTypsl. llocne nepemeinnBanus B TeueHue 17 4acos
peakuuto racwin nomnosHeHneM 10%—Hoi BOAHON JUMOHHON KHMCHOTHI (30 MJI) M TPOBOIMIIN
skcTpakuuio rentaHoM (3 x 30 mur). OObenuHeHHbIE OpraHu4Yeckue (paspl 3aTeM MPOMBIBAIH
COJISTHBIM PAaCTBOPOM U KOHIIEHTPUPOBAH, mojry4asi 1,6 rxkenroro macina. [Tocie xpomarorpaduu
(c rpaguenrom ot 0% no 15% stunanerar/renran) monyvanu 1,340 r (91%) ykasaHHOTO B
3aroJIOBKe COenuHeHus: B Buue OnenHo—kenroro macna. Mamaeie mias 11c: Re=0,60 (20%
EtOAc/rentan). '"H AMP (400 MI'u, CDCIs) § 7,35 (d, J=7,91 ', 1H), 7,19-7,29 (m, 1H), 6,87
(dd, J=0,88, 8,20 I'r;, 1H), 5,93-6,08 (m, 1H), 5,64 (s, 1H), 4,90-5,03 (m, 2H), 3,83 (s, 3H), 3,71—
3,80 (m, 1H), 3,60-3,70 (m, 1H), 3,50-3,60 (m, 2H), 3,40 (dd, J=6,74, 9,96 I';, 1H), 2,25-2.44
(m, 2H), 2,04 (br. s., 1H), 1,76—1,90 (m, 1H), 1,60 (dtd, J=6,30, 7,67, 13,81 I'y, 1H), 0,90 (s, 9H),
0,88 (s, 9H), 0,05 (s, 12H); MS (ESI+) macca/zapso 541,4 (M+Na").

IIpumep 14: (R)-1-(2—anaun—3—-meroxkcudennn)-6,7—ouc((mpem—

Oy THJIAMMETHJICHINI )OKCH)renT—2—uH—1—-oH (12b).
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Oxcun mapranna(IV) (869 mr, 10,0 mmoss, 10,0 5kxB.) nobasnsinu k pactBopy cnupTta 11¢
(540 wmr, 1,04 mmoub, 1,0 5kB.) B 6€3BOIHOM MeTHIIEHXJIOpHE (5 MJT) U CMECh MePEeMELIHBAIH B
arMocdepe a3oTa B TeueHue 16 yacoB. PeakIIMOHHY0 cMech (PUIIbTPOBAJIN Yepe3 LEJIUT, TBEPIbIE
BEIIIECTBA MPOMBIBAJIA T€NTAHOM U (PUIIBTPAT KOHLEHTPUPOBAIH, ojydast 534 (99%) ykazaHHOTO
B 3aroJIOBKE COeMHEHUs B BUe OnenHoro macina. Jlanubie st 12b: R=0,62 (HopmanbHas ¢aza
20% EtOAc/rentan). 'H AMP (400 MI'u, CDCls) & 7,74 (dd, J=1,17, 7,81 T'w, 1H), 7,24-7,35 (m,
1H), 7,07 (dd, J=0,78, 8,20 I', 1H), 5,90-6,06 (m, 1H), 4,86-5,09 (m, 2H), 3,86 (s, 3H), 3,75—
3,84 (m, 3H), 3,58 (dd, J=5,27, 9,96 I'n;, 1H), 3,41 (dd, J=6,84, 9,96 'y, 1H), 2,44-2,66 (m, 2H),
1,87-2,01 (m, 1H), 1,72 (dtd, J=5,86, 7,81, 13,67 I'y, 1H), 0,90 (s, 9H), 0,89 (s, 9H), 0,08 (s, 6H),
0,06 (s, 6H); MS (ESI+) macca/zapso 517,2 (M+H).

IIpumep 15: (15,6 R)-1-(2—annana—3—meroxcudenni)—6,7—ouc((mpem—
Oy THIMMETHJICHINI )OKcH ))renT—2—uH—1-04 (13c¢).
H Ph ph
N ~ B\/O
Me
Q BH;DMS §H
== Tonyon /THF =
= T NoTBs —— - T Y SoTBS
X TBSO X TBSO
OMe 12b OMe 3¢

Apwuikeron 12b (95,7 1, 185 mmoib, 1,0 3xB.) pactBopsuiu B TT'® (1900 mu) B atmochepe
azota. JloGassiu (R)—(+)-2—metun—CBS—okcazabopoaunus (222 mi, 222 mmonb, 1,2 3xB., 1| M
pacTBOp B TOJYOJIE€) U MOJYYEHHYIO cMech oxjaxaanu 1o —50 °C = 5 °C. 3arem mo KaruisiM B
tedeHue 20 MuHYT n00aBsun OopaH—MeTuiIcynbhuanabii komrieke (370 mu, 370 mmons, 4,0
9kB., 2,0 M pactBop B TI'®@). ITocne nepememuanust npu —50 °C B TeueHHe 75 MUHYT CMeCh
OCTOPOXKHO racuiu noOamyieHHeM MeraHosa (600 M) MO KamusiM M 3aTeM HarpeBajd /10
KOMHATHOW TEMIIEpaTypbl NPU MEpPEeMEeIINBAHUM B TeueHHe HOo4H. llorameHHyr CMech
oxjnaxnam 1o 0 °C, pasbasnsuim sTumaneraroMm (2000 mu) u obpabatbiBanu 5%—HOHW BOIHON
muMoHHON  kucnotoi (1500 wmu). Crmom pasmenmsii U BOOHYHO a3y  JOMOJNHUTEIBHO
SKCTparupoBaiu dtuaneraroM (2 x 1500 mur). O6bennHeHHbIE OpraHudeckne (pasbl MPOMBIBAIIH
14%—upIM BOmHBIM pacTBOpoM xyopuma Hatpus (1500 M) W KOHLEHTPUPOBAIM TIPU
NOHMKEHHOM JaBiieHuu. CpIpoe Macyio mpoMbiBasn rentaHoM (2 X 500 mu), monydas 96,35 ¢
6nennoro macna. ITonaranu, 4To MaTepua sIBJISIICS JOCTATOUHO YUCTBIM JUIsI UCTIOJIb30BAHUS €TI0
B ChIPOM BHjie B nocneayroimem. lauusie s 13¢: Rf=0,58 (20% EtOAc/renrtan); "H AMP (400
MI'y, CDCl3)d 7,35 (dd, J=1,03, 7,76 I'u, 1H), 7,20-7,29 (m, 1H), 6,87 (dd, J=0,88, 8,20 I'r;, 1H),
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6,00 (tdd, J=5,64, 10,18, 17,21 I'y, 1H), 5,63 (br. s., 1H), 4,87-5,06 (m, 2H), 3,83 (s, 3H), 3,75
(dddd, J=4,25, 5,27, 6,66, 7,84 ', 1H), 3,61-3,69 (m, 1H), 3,51-3,61 (m, 2H), 3,40 (dd, J=6,74,
9,96 I'u, 1H), 2,26-2,42 (m, 2H), 2,06 (br. s., 1H), 1,78-1,90 (m, 1H), 1,60 (dtd, J=5,86, 7,95,
13,70 T', 1H), 0,90 (s, 9H), 0,88 (s, 9H), 0,05 (s, 12H); MS (ESI+) macca/zapsig 541,2 (M+Na+);,
BOXX, xononka ChiralPak 1A (4,6x250 mm?), 5 mm; pacxon 1,0 ma/mun; 210 HM; NOABUKHAS
daza — remran (99%): 2-mpomanon (1%): Tpudropykcycnas kuciaora (0,1%); Bpems
ynepxkuBanus — 8,66 mun (1,2%, (1R,6R)—1-(2—anmun—3—merokcudennn)—6,7-0uc((Tper—
Oy THIIAMMETHIICHITAI )OKCH ) renT—2—H1H—1—0I1), Bpemst yaepskuBanus — 9,48 mun (98,8%, 13c¢).
IIpumep 16: (55,10R)-5—-(2—anaun—3—meroxcudernnn)—10—ouc((mpem—
Oy THIAMMETHJICHITHIT )OKCen)—2,2,3,3,13,13,14,14—okTamernsi—4,12—nuokca—3,13—
aucuanjganeHragen—6—un (14c¢).
TBSCI

uMmnaason
DMF

OMe 14¢

Wwmupazon (1,732 1, 25,44 mmons, 1,2 5kB.) u mpem—Oytun(xnop)numeruicuias (3,545
r, 23,32 mmonb, 1,1 3kB.) nobaensn k oxyaxkaeHHoMy 1o 0 °C, mepeMemmBaeMOMy PacTBOPY
ankunona 13¢ (11,002 r, 21,20 mmoms, 1,0 3xB.) B 6e3Bogaom DMF B atmocdepe asora u cmech
3aTeM Harpeaud [0 KOMHATHOH Temmeparypbl. Peakuuio 3areM racwid ao0aBieHHEM
HachIIeHHOro BogHoro xjopuna amMoHust (100 mu) u Boxmbl (100 mur). IlonyueHHyr0 cMmech
sKcTparupoBanu rentaHoM (3 x 200 mi) u oObenuHEHHblE OpraHuyeckue (asbpl NMPOMBIBAIIH
BOJIOH, COJSIHBIM pacTBopoM, cymmin (MgSOs) u koHueHnTpuposaiu, nonydas 13,351 r (99%)
YKa3aHHOTO B 3arOJIOBKE COEOUHEHUs] B BHUAE OJeaHO—xkenTroro macna. Ilomaramu, 4to 3TOT
MaTtepua sIBJSUICSA JOCTATOYHO YHCTBHIM IS UCIIONIBb30BaHUS B mocnenyromeM. Jlanabie aist 14¢:
R=0,82 (20% EtOAc/rentan). 'H IMP (400 MI'u, CDCL3) & 7,25-7,32 (m, 1H), 7,18-7,25 (m,
1H), 6,82 (d, J=8,20 I'y, 1H), 5,88-6,04 (m, 1H), 5,58 (s, 1H), 4,88-5,03 (m, 2H), 3,82 (s, 3H),
3,67-3,76 (m, 1H), 3,57-3,66 (m, 1H), 3,46-3,57 (m, 2H), 3,37 (dd, J=6,45, 9,96 'y, 1H), 2,16—
2,34 (m, 2H), 1,70-1,85 (m, 1H), 1,47-1,60 (m, 1H), 0,91 (s, 9H), 0,89 (s, 9H), 0,87 (s, 9H), 0,12
(s, 3H), 0,09 (s, 3H), 0,04 (s, 12H); MS (ESI+) macca/sapso 655,5 (M+Na").

Hpumep 17: (4R,9a85)-3—((R)-3,4—0uc((mpem—0y THIANMETHICHIHI)OKCH)OY THII)—
4—((mpem—0yTHAANMETHIICHINIT )OKCH )—8—MeToKcn—9,9a—nuruapo—1 H-
uukJjgonentalblnadpranun-2(4H)—on (15d).
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COz(CO)g TBSO
CH2C|2, K.T.
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CH3CN, kunayeHue c
obpaTtHbIM

XonoauwnbHUKOM

15d

Kap6onwun kobanera (7,197 1, 21,05 mmonsb, 1,0 5kB.) 10OaBIIsUTH K paCTBOPY COEAUHEHHSI
14¢ (13,326 1, 21,05 mmonb, 1,0 3kB.) B O€3BOIHOM MeTHIEHXJIOpUAE (5 MJI) U PEaKLMOHHYIO
CMeCh MepeMeIINBaIN IPU KOMHATHOM TeMIiepaType B aTMocepe a3ota B TEUEHHE 2 YaCOB JJIs
oOpa3oBaHUsl KOMIUIEKCAa KOOAmbT—alKWH. PEaKLMOHHYIO CMeCh 3aTe€M KOHLEHTPHUPOBAIU C
MIOMOIIBI) POTOPHOTO HMCHAPUTEINS, OCTATOK PACTBOPSUIM B OE3BOJHOM AlETOHUTPHIIE U CMECh
HarpeBajl C OOpaTHBIM XOJIONWIBHUKOM TIpU TEpEeMEINMBAaHUM B TedeHHe 18 Yacos.
PeakuinoHHYI0 CMECh 3aTeM OXJIaKIaN IO KOMHATHON TeMITepaTyphl, GUIBTPOBAIN Yepe3 LETUT
¥ OCa/IOK MPOMBIBAJIM HECKOJBKUMH MOPLUHUSMH anleToHa. PUIbTpaT KOHLEHTPUPOBAIH, ITOJTyYast
14,9 r macna siHtapHoro 1Beta. Ilocme xpomatorpadum (¢ rpaamentom ot 0% mo 20%
stunanerar/rentan) nojydanu 13,803 1 (99%) yka3aHHOTO B 3arojIOBKE€ COENUHEHHUS B BHIE
6ecuperHoro macia. Jlannbie 1151 15d: R=0,57 (20% EtOAc/rentan). '"H IMP (400 MI'u, CDCls)
87,24 (t,J/=7,91 I'y, 1H), 6,91 (d, J=7,62 I'u, 1H), 6,79 (d, J/=7,91 I'y, 1H), 5,51 (s, 1H), 3,83 (s,
3H), 3,61-3,71 (m, 1H), 3,30-3,59 (m, 4H), 2,70 (dd, J=6,45, 18,75 I'n, 1H), 2,35-2,48 (m, 1H),
2,10-2,32 (m, 3H), 1,57 (td, J=7,58, 15,01 'y, 2H), 0,91 (s, 9H), 0,88 (s, 9H), 0,82 (s, 9H), 0,00—
0,14 (m, 18H); MS (ESI+) macca/zapsio 683,4 (M+Na").

IIpumep 18a: (3a85,9a8)-1-((R)-3,4—6uc((mpem—
Oy THJIMMETHJICIJIHIT )OKCH )0y THIT)—S—MeToKcn—3a,4,9,9a—TeTparuapo—1 H—
uukjgonentalbluapranun-2(3H)—on (16d).

TBSO, 1 arm. H, TBSO,
10% Pd/C
OoTBS KHCO4 )/\OTBS
EtOH H
—_— >
K.T., 2 AHA o
H H
OMe OMe
15d 16d

K pacrBopy Tpunukimueckoro enona 15d (14,86 r, 22,48 mmosb, 1,0 5kB.) B a0COMOTHOM
metaHone (225 min) nobasnsiim 6e3BoaHbIN OukapOoHaT kanwms (743 mr, 5% Bec/Bec) u 10%—HbIi
Pd/C (3,715, 50% Bnaru, 25% Bec/Bec) v cMeCh TUAPOreHU3UPOBAJIH, HCITOJIb3Ys OAJUIOH C Ta30M
BOAOPOAOM, MPHU MNEPEMELIMBAHUU IIPU KOMHATHOM TEeMIEpaType Ha NPOTsLKEHUU 04 4acos.
PeakunoHHYI0 cMeCh (PHIIBTPOBAN Yepe3 LEIUT, OCTATOK IMPOMBIBAIN HECKOJIBKUMHU MOPLIHSIMUA
3TaHONa W (PUIBTPAT KOHLEHTPUPOBAJIHM, IONydas kenroe macno. Ileperupanue ¢ renmraHoM

NpUBEJIO K 00pa3soBaHMIO HEOONBLIOIO KOJIMYECTBA OCAAKa, KOTOPBIH OT(QUIBTPOBBIBANU, U
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¢unbTpaT KOHLEHTPUPOBAH, osy4ast 12,5 r Bsi3koro skenroro mMacna. ITocne xpomarorpaduu (¢
rpagueHToM ot 0% no 10% stunanerar/rentan) noaydanu 10,998 r (92%) ykasaHHOrO B
3arojIoBKe CoeiMHeHus B Bune OnenHoro macna. lannsle nus 16d: R=0,47 (20% EtOAc/rentan).
'H AIMP (400 MI', CDCl3) § 7,11 (t, J=7,81 'y, 1H), 6,71 (d, J=8,20 'y, 2H), 3,84 (s, 3H), 3,62
3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84, 9,96 I'n;, 1H), 2,10-3,08 (m, 8H), 1,19-2,04
(m, 5H), 0,91 (d, J=8,98 I'y, 18H), 0,01-0,18 (m, 12H); MS (ESI+) macca/zapso 533,2 (M+H").

Ipumep 18b: (3a$,9a8)-1-((R)-3,4—06uc((mpem-—
Oy THJIMMETHJICIJIHIT )OKCH )0y THIT)—S—MeToKcn—3a,4,9,9a—TeTparuapo—1 H—
nukjgonentalblnadpranun-2(3H)—on (16d).

TBSO, TBSO,
10 dyHTOB Ha KB AWM H,
OTBS 109 Pd/C oTBS
K.CO3 H
—’
MeOH o)
H
OMe OMe H
15d 16d

K pactBopy Tpunukimyeckoro eHona 15d (1,0 r, mmone, 1,0 5kB.) B MeTanose (10 m)
nobasisin Oe3BonHbIM kapOoHat kanus (53 wmr, 5% Bec/Bec) u 10%—uepiii Pd/C (100 mr, 50%
Biary, 10% Bec/Bec) M cMech TMAPOTEHU3UPOBAIN NPH IAaBJIEHUM Tas3a BOAOpOAa, paBHOM 10
($yHTOB Ha KB.JIOIM, mepeMelnnBas pu KOMHATHOW TeMIepaType Ha NMpoTsbKeHuH 18 dacos.
PeakuinoHHyI0 cMeCh (QUIIBTPOBAN Yepe3 LEIUT, OCTATOK MPOMBIBAIN HECKOJIBKUMHU MOPLIHSIMU
MTBE u ¢unbtpar KOHIEHTpUpOBaAIH, Noy4as sxenroe macio. [Ieperupanue ¢ MTBE npuseno
K 00pa30BaHMI0 HEOOJBIIOrO KOJMYECTBA OCA/NKA, KOTOPbIH OT(GUIBTPOBBIBANU, U (UIBTpAT
KOHLeHTpupoBany, nonay4ass 0,98 r Bsaskoro »xentoro macna. Ilomaranu, 4To 3TOT MaTtepuai
SBJITICA AOCTATOYHO YHMCTBHIM JJIsl UCTIOJNBb30BAHUS B MOCIEAYIOIIEM, HO €r0 OYUIIAIHN C LENbI0
MOJIyYeHUs] aHajguTh4Yeckux mapamerpoB. Ilocie xpomarorpaduu (ot 0% 1o 2,5%
stunanerar/rentan) monydand 0,711 r (88%) yka3aHHOro B 3arojiOBKE COENWHEHHS] B BHUIE
BsA3KOro GecrperHoro macna. Jlannsie ans 16d: R=0,64 (20% EtOAc/rentan). 'H SAMP (400
MI'y, CDCl3) 8 7,11 (t, /=7,81 I'y, 1H), 6,71 (d, /=8,20 I', 2H), 3,84 (s, 3H), 3,62-3,76 (m, 1H),
3,52-3,61 (m, 1H), 3,43 (dd, J=6,84, 9,96 I', 1H), 2,10-3,08 (m, 8H), 1,19-2,04 (m, SH), 0,91
(d, /=8,98 T'y, 18H), 0,01-0,18 (m, 12H); MS (ESI+) macca/zapso 533,2 (M+H").

Ipumep 18c: (3a8,9a8)-1-((R)-3,4—0uc((mpem—
Oy THJIIMMETHJICHINII )OKCH )0y THI)—S—MeToKcn—3a,4,9,9a—TeTparuapo—1 H—
uukJjgonentalblnadpranun-2(3H)—on (16d).
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TBSO 06 . TBSO
HTOB Ha KB.4IOUM
OTBS ' 10 pais o2 /7/\OTBS
K,COs H
—_—
EtOAc e}
H H
OMe OMe
15d 16d

K pactBopy Tpunmkimdyeckoro enona 15d (500 mr, 0,756 mmons, 1,0 5kB.) B 3THIALIETATE
(7,5 mn) noGassimu Ge3BoaHbI KapOoHaT kamus (25 mr, 5% Bec/Bec) u 10%—nwiii Pd/C (75 T,
50% Bnaru, 15% Bec/Bec). CMech rUIPOreHU3NPOBAIN TIPU TABJIEHHUH T'a3a BOAOPoaa, paBHOM 10
(yHTOB Ha KB.JIOWM, BCTpsXuBas B ammapare llappa mpu KOMHATHOW TemIiepaType Ha
npoTsDKeHNH 24 yacoB. B peakiuro 3aTeM BBOAMIIN AOMOJHUTEIbHOE KonuecTBo 10%—Horo Pd/C
(75 mr, 50% Bnaru, 15% Bec/Bec) U THAPOTreHU3UPOBAIH NIPU ABJIEHHH ra3a BOIOPOAA, PABHOM
10 ¢pyHTOB Ha KB.ZIFOWM, BCTpsixuBas B anmapare Ilappa npu KOMHATHON TeMIiepaType B TEHCHUN
eme 24 gacoB. Ha stom stane ¢ momormpto TCX ObU0 MOKa3aHO, YTO peakLus 3aBEepIINIACh,
PEAKLMOHHYIO CMeCh (PMIIBTPOBAJIM YePe3 LENUT, OCTATOK MPOMBIBAIIN HECKOJIBKUMH MOPLHSAMHU
sTHNALeTaTa U QUIbTpaT KOHLUEHTpUpoBaiy, noayvas 404 mr ceero—kentoro macia. [locne
xpomarorpadpuu (¢ rpaguerToMm ot 0% mo 5% stunanerar/rentan) noaydain 290 mr (72%)
YKa3aHHOTO B 3aroJIOBKE COEAMHEHHs B BHIE BA3KOro OecuserHoro macna. lannbie nus 16d:
R=0,47 (20% EtOAc/renran). '"H AMP (400 MI'y, XJIOPO®OPM-d) § 7,11 (t, J=7,81 ', 1H),
6,71 (d, J=8,20 I'u, 2H), 3,84 (s, 3H), 3,62-3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84,
9,96 I'y, 1H), 2,10-3,08 (m, 8H), 1,19-2,04 (m, 5H), 0,91 (d, J=8,98 I';, 18H), 0,01-0,18 (m,
12H); MS (ESI+) macca/zapsio 533,2 (M+HY).

Ipumep 18d: (3a$,9a8)-1-((R)-3,4—-06uc((mpem—
Oy THJIMMETHJICIJIHIT )OKCH )0y THIT)—S—MeTOoKcn—3a,4,9,9a—TeTparuapo—1 H—
uukjgonentalbluapranun—-2(3H)—on (16d).

10 ®yHros Ha k8.a0im H,
OTBS OTBS 10% Pd/C /7/\OTBS
K,CO4 H
——
‘ 0 2-meTun-THF 0
H
OMe OMe H
15d 16d

K pactBopy tpunukmudeckoro eHona 15d (1,000 r, 1,513 mmomb, 1,0 3kB.) B 2—
metunterparuapodypane (15 mi) nobasnsam 6e3BonHbIN KapOoHaT kanus (50 mr, 5% Bec/Bec) u
10%—nbr1it Pd/C (150 mr, 50% Bnaru, 10% Bec/Bec) U cMeChb TrUAPOTEHU3UPOBAIU TTPU TABJICHUU
rasa Bozopozna, pasHoM 10 ¢pyHTOB Ha KB.JFOIM, IepeMeIInBas IPU KOMHATHOM TeMIeparype Ha
npotspkeHnH 18 yacos. B peaxiuio 3aTeM BBOAMIIN AOMIOJHUTEIbHOE KonuuecTBo 10%—noro Pd/C
(150 mr, 50% Bnaru, 15% Bec/Bec) v rUAPOTEHU3UPOBAIIN TIPU AABJICHUH Ta3a BOAOPOA, PABHOM

10 ¢yHTOB Ha KB.IIOWM, MMEepeMeInnBasi PU KOMHATHONW TeMIepaType B TE€YEHUU MPUMEPHO 23
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gacoB. Ha stom stame ¢ momompto TCX ObUI0O MOKa3aHO, YTO pEAKUHs 3aBEPLIIIACK,
PEAKLMOHHYIO CMeCh (PMIIBTPOBAJIU Y€Pe3 LENUT, OCTATOK NMPOMBIBAJIN HECKOJIBKUMH MOPLHUAMHU
sTHNALeTaTa U QUIBTPAT KOHLEHTPUpOBaIHU, noayvas 984 mr ceerno—kentoro macia. [locne
xpomarorpadpuu (c rpaguerroMm ot 0% npo 5% stunanerar/rentan) noaydanu 507 mr (63%)
YKa3aHHOT'O B 3arojIOBKE COEAMHEHHs B BHJE BA3KOro OecuserHoro macna. lanusie nis 16d:
R=0,47 (20% EtOAc/rentan). '"H AMP (400 MI', XJIOPO®OPM-d) § 7,11 (t, J=7,81 T'ny, 1H),
6,71 (d, J=8,20 'y, 2H), 3,84 (s, 3H), 3,62-3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84,
9,96 I'y, 1H), 2,10-3,08 (m, 8H), 1,19-2,04 (m, SH), 0,91 (d, J=8,98 I', 18H), 0,01-0,18 (m,
12H); MS (ESI+) macca/zapso 533,2 (M+H").

pumep 18e: (3a$,9a8)-1-((R)-3,4—0uc((mpem-—
Oy THJIMMETHJICHJIHNII )OKCH )0y THII)—S—MeTOoKcn—3a,4,9,9a—TeTparuapo—1 H—
uukJjonentalblnadpranun-2(3H)—on (16d).

TBSO 1at™m. H, TBSO
10% Pd/C /7/\
OTBS OTBS
OTBS K2COg4
EtOH H
O“ o K.T., B TeyeHne Houn o
H H
OMe OMe
15d 16d

K pactBopy Tpuuukiangeckoro eHoHa 15d (1,465 1, 2,216 mmonsb, 1,0 3kB.) B aOCOTIOTHOM
staHojie (225 mu) nodaisiu Oe3BonHbIN KapOoHaT kamus (126 mr, 8,5% Bec/Bec) u 10%—Hbri
Pd/C (225 wr, 50% Bnaru, 15% Bec/Bec) u cMeCh THAPOTEHU3UPOBAIN Ta30M BOJAOPOIOM IpU
JaBJIEHUH, PABHOM aTMOC(pEepHOMY, IIepeMeIInBasi P KOMHATHOM TeMIIepaType Ha MPOTSKEHUN
HOYM. PeakunoHHyI0 cMech (UIBTPOBAIM Yepe3 LEJIUT, OCTATOK MPOMBIBAIN HECKOJIbKUMHU
HNOPLUMSAMH 3TaHOJA U (QHUIBTPAT KOHLEHTPHUPOBAIH, IMOJydas kentoe macio. Ileperupanue c
TeNTaHOM TPHUBENIO K OOpa3oBaHHMIO  HEOOJBLIOTO  KOJMYECTBA  OCAAKa, KOTOPBIH
OTQUIBTPOBBIBAIKM, M (WIBTPAT KOHLEHTPUPOBAIM, TIOJydYash BSI3KOE IKEITOE Macio.
HeouunineHnHoe Maciio pacTBopsv B 3TaHosIe (15 M) ¥ K IepeMenBaeMOMy PacTBOPY MEIJICHHO
npubaBIsIM AUCTIILIHPOBaHHYO Boay (7 mur). Bemoe TBepmoe BemiecTBO OT(HHMIBTPOBATU U
MPOMBIBAJIM CMeCBhO 1:1 3TaHOMA U AUCTHJLIMPOBAHHOW BOABL. TBEpAO€ BELIECTBO CYLIUJIU B
BaKyyMe Ha MPOTsDKEHUU HO4H, nojydast 985 mr (83%) yka3aHHOTO B 3ar0JIOBKE COSIMHEHHS B
Bujie Ges1oro TBepaoro semectsa. Jannsie as 16d: R=0,47 (20% EtOAc/renran). 'H SIMP (400
MI'u, XJIOPO®OPM—d) 6 7,11 (t, J/=7,81 I'y, 1H), 6,71 (d, J=8,20 I'y, 2H), 3,84 (s, 3H), 3,62—
3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84, 9,96 I'n;, 1H), 2,10-3,08 (m, 8H), 1,19-2,04
(m, 5H), 0,91 (d, /=8,98 I'n, 18H), 0,01-0,18 (m, 12H); MS (ESI+) macca/zapso 533,2 (M+H").

Ipumep 18f: (3a8,9a5)-1-((R)-3,4—0uc((mpemn—0y THIANME THICHIHI)OKCH )0y THII )—
S—merokcu—3a,4,9,9a—rterparnapo—1 H—uuxaonenralblnadpranun-2(3H)—on (16d).
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TBSO, 10 dywtoB HakB.gloim Hy,  TBSO,
10% Pd/C )/\
oTBS OTBS
OTBS K,CO4
_EOH H
O“ O K.T., B TeueHue Houu o)
H H
OMe OMe
15d 16d

K pactopy Tpuuukiunueckoro eHoHa 15d (1,425 r, 2,155 mmonsb, 1,0 5kB.) B aOCOTIOTHOM
sTanone (225 mu) nobasinsin Oe3BoaHbIi KapOoHaT kasws (116 mr, 8% Bec/Bec) u 10%—nbriii Pd/C
(220 wmr, 50% Bmaru, 15% Bec/Bec) W CMeCh THIPOTCHHU3UPOBAIH Ta30M BOIOPOIOM TPHU
nasyeHnd, paBHOM 10 QyHTOB Ha KB.JIOIM, mepeMernnBas MpH KOMHATHOH TeMmepaType Ha
NPOTSDKEHHH HOYHM. PEeakuMOHHYI0O CMeCh (UIIBTPOBAJIM HEpe3 LENUT, OCTAaTOK MPOMBIBAIN
HECKOJIbKUMH TIOPLHUSIMH 3TaHOJAa M (PHIIBTPAT KOHLEHTPUPOBAIH, MOJyYasl KEJITOE MacJo.
IlepeTupanue ¢ renTaHOM MPUBEJIO K 00Pa30BaHUIO HEOOJNBIIOTO KOJMYECTBA OCA/IKa, KOTOPBIHA
OTQUIBTPOBBIBAK, M (QUIBTPAT KOHLEHTPUPOBAIM, TIOJydYash BS3KOE IKENTOE Macio.
HeounmenHoe Maciio pactBopsuty B 3TaHose (15 MJT) ¥ K IepeMernBaeMOMy PacTBOPY MEIJICHHO
npubaBIsIM AUCTIILIHPOBaHHYO Boay (7 mu). bemoe TBepmoe BemiecTBo OT(HIBTpOBATU U
MPOMBIBAJIM CMeCBhIO 1:1 3TaHONA U AUCTHJLIMPOBAHHOW BOABL. TBEpAOE BELIECTBO CYLIWJIU B
BaKyyMe Ha mpoTspkeHnn Houd, monydasi 1,51 r (91%) yka3aHHOTO B 3arojIOBKE COCOUHEHHUS B
Bujie 6esioro Teepaoro semectsa. Jannbie as 16d: R=0,47 (20% EtOAc/renran). 'H SIMP (400
MI'y, XJIOPO®OPM—d) 6 7,11 (t, J/=7,81 I'y, 1H), 6,71 (d, J=8,20 I'y, 2H), 3,84 (s, 3H), 3,62—
3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84, 9,96 I'n;, 1H), 2,10-3,08 (m, 8H), 1,19-2,04
(m, 5H), 0,91 (d, J=8,98 I'y, 18H), 0,01-0,18 (m, 12H); MS (ESI+) macca/zapso 533,2 (M+H").

IIpumep 18g: (3a8,9a8)-1-((R)-3,4—6uc((mpem—
Oy THJIMMETHJICIJIHIT )OKCH )0y THIT)—S—MeToKcn—3a,4,9,9a—TeTparuapo—1 H—
uukjgonentalbluapranun-2(3H)—on (16d).

1 aTM.H2 TBSO
10% Pd/C
KoCO3 )/\OTBS
MeOH H
O“ o K.T., B Te4eHne Houn o
H
OMe H OMe
15d 16d

K pactBopy Tpuunkindeckoro eHona 15d (2,0 r, 3,0 mmonb, 1,0 5kB.) B MeTanoe (15 mi)
nobasisin 6e3BoaHbIN KapOoHat kamust (141 mr, 7% Bec/Bec) u 10%—nb1it Pd/C (294 mr, 50%
Biary, 15% Bec/Bec) U CMeCh TMIPOr€HU3NPOBAIN TA30M BOAOPOIOM MPHU NABJICHUH, PABHOM
aTMocpepHOMY, TiepeMelnnBasi INpPU KOMHATHOH TeMmmepaType Ha MPOTSHKEHUH HOYM.
PeakuinoHHyI0 cMech (PUIIBTPOBAN Yepe3 LEIUT, OCTATOK MPOMBIBAIN HECKOJIBKUMHU MOPLIHSIMUA

MeTaHoJa U (PUIIBTPAT KOHIIEHTPUPOBAJH, MOJy4as skenroe macio. Ileperupanue ¢ rentaHom
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NpUBEJIO K OOpa3oBaHMIO HEOOJBIIOTO KOJMYECTBA OCANKa, KOTOPBIH OT(HIBTPOBBIBAIH.
dunbTpaT KOHLEHTPUPOBAIM, MOJy4Yas Bs3Koe skenroe macio. Ilocine xpomarorpadum (c
rpaguenTom ot 0% no 3% stunanerat/rentan) nojay4anu 1,51 r (94%) yka3aHHOTO B 3ar0JIOBKe
coeanHeHus B BUze Oenoro TBepaoro seuiectsa. Jlannble ans 16d: R=0,47 (20% EtOAc/renTan).
'H AMP (400 MI'y, XJIOPOP®OPM-d) § 7,11 (t, J=7,81 I'y, 1H), 6,71 (d, J=8,20 I'u, 2H), 3,84
(s, 3H), 3,62-3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd, J=6,84, 9,96 I';, 1H), 2,10-3,08 (m, 8H),
1,19-2,04 (m, 5H), 0,91 (d, J=8,98 I';, 18H), 0,01-0,18 (m, 12H); MS (ESI+) macca/zapso 533,2
(M+H").

Hpumep 18h: (3a8,9a8)-1-((R)-3,4—06uc((mpem-—
Oy THJIMMETHJICHJIHIT )OKCH )0y THII)—S—MeTOoKcn—3a,4,9,9a—TeTparuapo—1 H—
uukjgonentalblnadpranun-2(3H)—on (16d).
10 dynToB Ha kB.gloiMH, TBSO

10% Pd/C
KHCO, )AOTBS

H
MeOH
KT.,2 aHA 0
H
OMe
15d 16d

K pactBopy Tpunmkimudeckoro enona 15d (1,42 r, 2,15 mmons, 1,0 5kB.) B meranose (15
mut) nobasisiin Ge3BogHbIN OnkapdoHat kanus (110 mr, 8% Bec/Bec) u 10%—nbiit Pd/C (220 mr,
50% Bnarm, 15% Bec/Bec) U cMech THAPOTeHU3UPOBAJIH MIPH JaBJICHUHU rasa BOIopoaa, paBHoM 10
(yHTOB Ha KB.IIOIM, MepeMelLInBas IPU KOMHATHON TeMIepaTrype Ha NpoTshkeHuu 24 dacos. B
PEaKIMIO 3aTeM BBOIMIIN JONOJHUTEIbHbIE KOJIH4YecTBa Oe3BoaHoro bukapoonara kanust (110 mr,
8% Bec/Bec) u 10%—Horo Pd/C (220 mr, 50% Bnaru, 15% Bec/Bec) U rHAPOTEeHU3UPOBAIH MIPU
JaBJIEHUH ra3a Bopoponaa, paBHOM 10 (yHTOB Ha KB.IHOWM, MepeMelnnBas MPU KOMHATHOU
TEMIIEPAaType B TEUEHUU MPUMEPHO 24 4acoB. PeaklMOHHYIO cMeCh (PUIBTPOBAN Yepe3 LEIHT,
OCTAaTOK MPOMBIBAJIH HECKOJBKHUMH IMOPLUSMH METAHOJIA U (PUIIBTPAT KOHLEHTPUPOBAIH, ITOJTyYast
xentoe macio. [leperupanue ¢ renTaHOM MPUBENO K 00pPa30BaHUIO HEOOJBIIOTO KOJIUYECTBA
0Ca/iKa, KOTOPBIH OT(HIBTPOBBIBAIN, U (UIBTPAT KOHLEHTPHPOBAJH, mony4ast 12,5 T BsI3KOro
xenroro Macna. [Tocime xpomartorpaduu (¢ rpaamentom ot 0% no 10% sTunanerar/rentaH)
nojyqasu 722 mr (63%) yKa3aHHOTO B 3arojiOBKe COeNUHEHHs B BUe OneHoro Maca. J{aHHbIe
ans 16d: R=0,47 (20% EtOAc/rentan). 'H IMP (400 MI'u, XJIOPO®OPM-d) § 7,11 (t, J=7,81
I'n, 1H), 6,71 (d, J=8,20 I'y, 2H), 3,84 (s, 3H), 3,62-3,76 (m, 1H), 3,52-3,61 (m, 1H), 3,43 (dd,
J=6,84,9,96 I'y, 1H), 2,10-3,08 (m, 8H), 1,19-2,04 (m, 5H), 0,91 (d, /=8,98 I'y;, 18H), 0,01-0,18
(m, 12H); MS (ESI+) macca/zapso 533,2 (M+H").

IIpumepsl 18i—18s: (3a5.9a8)-1-((R)-3.4-0uc((mpem—
OVTH/IMMETHJICHINI)OKCH )0y THI)—S—MeToKcH—3a.4,9,.9a—TeTparuapo—1H—
uukjaonenTalbluadpranua—2(3H)—on (16d)

I'uoporenusanuto TpuLukiIndeckoro eHoxna 15d ¢ oOpasoBanuem kerona 16d nposoauy,

ucnonb3ys 10%—ueiii Pd/C (50% Bnarn) karanusatop U Apyrue yCIOBHs PeakiiH, IPUBEACHHbIE
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B Tabmune 1:
Tabmuua 1: YcnoBus peakuuy ruApOreHU3auy TPULMKINIeckoro eHona 15d.
OcHo B
Ip Karanu | Banme (Bec. PactBop Hasa | bixoa 16d
umep Ne 3aTop %) HTEJIb enue H> B %
10
15 K»COs3 ¢yHTOB Ha
i BeC.% (5) MeOH KB_JIOMM 76
10
15 K>COs (dyHTOB Ha
j Bec.% (x2) (5) EtOAc KB.IFOIM 72
10
15 K2COs3 ¢yHTOB Ha 10
k Bec.% (x2) (5) To KB.JIIOHM 2
10
15 K2COs3 ¢yHTOB Ha 10
1 Bec.% (x2) (5) T KB.JIOHM 0
10
15 KHC ¢yHTOB Ha
m BeC.% 05 (2%x7,7) MeOH KB.JFONUM 63
15 KHC
n BeC.% 03 (2x7,7) MeOH aTM. 79
10
15 KHC (byHTOB Ha
0 Bec. % 0:(8,2) EtOH KB.JIOUM 83
15 KHC
P BeC.% 03(7,4) EtOH aTM. 54
10
15 K>COs 2-Me- (GyHTOB Ha
q Bec.% (x2) (5) T KB.JIONHM 63
10
15 K>COs (GbyHTOB Ha
r BeC.% (5) EtOH KB.IIOIM 64
10
15 KHC ¢byHTOB Ha
S BeC.% (x2) 0s(5) EtOH KB.JIOUM 87
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IIpumep 19a: (1R,2R,3a8,9a8)-1-((R)-3,4—0uc((mpem—
Oymusioumemuicunut)oxcu) bymui)—5—memoxcu-2,3,3a,4,9,9a-rexcaruapo—1H-

uukJjgonentalblnadpranun—2-oa (17c).

TBSO
NaBH,
/7/\0“38 BoAH. NaOH
H EtOH, -10 °C
-
o

H
OMe

16d

I'mnpokcun Hatpus (5,492 1 B 28 mu1 Bogsl, 20% pactBop B Boze, 10 3KB.) mpHOABIISIIN K
oxyaxneHHomy 110 —10 °C pacteopy keroHa 16d (7,318 r 13,73 mmons, 1,0 3kB.) B aOCOMOTHOM
3TAHOJIE U PEAKIIMOHHYIO CMECh MePEMEIINBAIIN B aTMOcdepe a3oTa B TeueHne 30 MUHYT. 3aTeM
onHoM nopimei nobasisum 6oporuapun Hatpus (545 mr, 14,42 mmonb, 1,05 3KB.) U peakuro
poBOAMIH, oAnepkuBast Temnepatrypy —10 °C, B Teuenue 1 yaca npu nepememnBaHuu. B sTot
MOMEHT BBOJIMJIM JOTOJHHUTEIBHYIO MOPLHI0 Ooporuapuna Harpus (545 mr, 14,42 mmons, 1,05
9KB.) U PEAKIHOHHYIO cMech nepeMentnsanu npu —10 °C B teuenne 17 gacoB. 3aTeM peakLuio
OCTOPO’KHO IMOTACHII A0OaBIEHHEM JIeNTHON YKCYCHOM kucnotsl (10 mir), noBoxst 3HaueHue pH
no 6. IlonydyenHoe pasz0aBisi COMSIHBIM pacTBOpoM (200 MuT) M HarpeBasid IO KOMHATHOMN
temrieparypbl. CMech 3kcTparuposaiu rentanoM (3 x 200 mut) u 0ObeIMHEHHbIE OPraHHYECKUe
daszsl cymmnu (MgSO4) 1 KOHIIEHTPUPOBaAJH, MoJtyyas sxenroe Macio. [locie xpomarorpaduu (c
rpaauentom ot 0% o 15% stunauerat/rentan) noayyamu 5,359 r (73%) yka3aHHOTO B 3ar0JIOBKE
COeAMHEHUs B BUE Bsi3KOoro OeciseTHoro macna. Jlanusie aist 17¢: R=0,53 (20% EtOAc/renTaH).
'H SIMP (400 MI'u, CDCls) § 7,11 (t, J=7,91 T, 1H), 6,76 (dd, J=2,78, 7,76 T'ny, 2H), 3,82 (s,
3H), 3,62-3,78 (m, 2H), 3,51-3,60 (m, 1H), 3,39-3,49 (m, 1H), 2,70-2,87 (m, 2H), 2,48 (ddd,
J=6,59, 11,35, 14,57 I', 2H), 2,12-2,31 (m, 2H), 1,84-1,97 (m, 1H), 1,44-1,80 (m, SH), 1,22—
1,32 (m, 1H), 1,10-1,22 (m, 1H), 0,91 (s, 18H), 0,01-0,16 (m, 12H); MS (ESI+) macca/3aps0
557,5 (M+Na").

Hpumep 19b:  (R)-4—((1R,2R,3a5,9a8)-2-ruapokcn—S—meroxkcn—2,3,3a,4,9,9a—

rekcaruapo—1H—uukaonenralblnadpranun—1-nn)dyran—1,2—-auoa (17d).

1) NaBH,4
TBSO BOAH. NaOH HO
EtOH, -10 °C
)/\OTBS 2)BogH. HCI OH
H 3) NepekpucTannusayms
O -1OH
H
OMe OMe :

16d 17d
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Tunpoxcun Hatpus (648 mr B 3,2 M Boabl, 20% pactBop B Boxe, 16,2 Mmonb, 10 3kB.)
npubasnsm Kk oxnaxaeHHoMy 10 —10 °C pactBopy kerona 16d (864 mr 1,62 mmons, 1,0 3kB.) B
aOCOMFOTHOM 3TaHOJIE U PEAKLIMOHHYIO CMECh NEpeMeIlnBaIu B atMocepe azora B TeueHue 30
MUHYT. 3aTeM OfHON mopuueii nodasnsiu Ooporuapun Hatpus (68 mr, 1,80 mmons, 1,1 3kB.) u
peakuuo MNpoBOAWIM, moanepskusBas Ttemneparypy —10 °C, B Tewenue 1 wuaca mnpu
nepeMeIInBaHuy. B 3TOT MOMEHT BBOAMIIN JOIIOJHUTENBHYIO TOpLUI0 Ooporuapuaa Hatpus (68
mr, 1,80 mmoib, 1,1 5KB.) 1 peakMOHHYIO cMech nepemerrBany npu —10 °C B TeueHue 17 4acos.
3arem peaki OCTOPOXKHO noracuim nobdasienuem 3 H. Bonnoi HCI (10 mit), noBoast 3HaYeHHE
pH 1o npumepHo 1, peakUOHHYK) CMEChb HarpeBajii 10 KOMHATHOH TeMIepaTypbl H
nepeMelIuBaIid B T€YEHUE 2 YacOB JO TOJY4YEeHHS TOMOIeHHON KOHCUCTeHUuH. [lonyueHHoe
KOHLIEHTPUPOBAJIH C MOMOIIBI) POTOPHOTO MCTIAPUTEJIS, YA 3TAHOJ, Pa3OaBIsUTd COJISTHBIM
pactBopoM (10 M) U TOJNydeHHYIO Oenyr CycrneH3uio skcrparupoBaiv 10%—HbIM pacTBOpOM
sTaHona B um3ompomwianerare (3 x 20 mu). OObenuHEHHBIE OpraHudeckre (aspl CYIIHIH
(Na2SO04) u xoHueHTpupoBanu, nonydas 530 mr rpsisHO—Oenoro TBepaoro BemecTsa. ChIpoit
NPOAYKT MEePEeKPHCTAIUTN30BBIBAIA pacTBOpeHHneM B sTmauerate (10 M) mpu KUIMSTYEHUH C
00paTHBIM XOJIOAMJIBHUKOM M CHOBA OXJIAJKIAJIU O KOMHATHOW TeMIepaTyphl, mony4das 432 mMr
(87%) yxa3aHHOTO B 3aroJIOBKE COEIMHEHHSI B BU/ie Oestoro TBeproro Bemectna. Jlannsie st 17d:
R=0,18 (100% EtOAc). 'H AMP (400 MI', DMSO-ds) & 7,07 (t, J=7,87 I's, 1H), 6,80 (d, J=8,42
I'n, 1H), 6,74 (d, /=7,32 T, 1H), 4,48 (d, J/=5,49 ', 1H), 4,44 (t, J/=5,31 'y, 1H), 4,37 (d, /=4,39
I'm, 1H), 3,74 (s, 3H), 3,40-3,53 (m, 1H), 3,36-3,40 (m, 1H), 3,22-3,32 (m, 2H), 2,64 (ddd,
J=6,59, 8,51, 14,56 I'y, 2H), 2,32-2,47 (m, 2H), 2,03-2,19 (m, 1H), 1,87-2,00 (m, 1H), 1,71-1,84
(m, 1H), 1,60-1,71 (m, 1H), 1,46-1,60 (m, 1H), 1,22-1,40 (m, 2H), 1,01-1,14 (m, 1H), 0,84-1,01
(m, 1H); MS (ESI+) macca/zapso 329,2 (M+Na®).

Mpumep 20a: (R)-5—-Q2—((1R,2R,3a8,9aS)-2—((mpem—0yTniandpeHnICHINI)OKCH)—
S—-merokcn—2,3,3a,4,9,9a-rekcaruapo—1 H—uuxaonenra[b|nadpranun—1-nn)rrun)—

2,2,3,3,8,8,9,9—okramerni—4,7-nuokca—3,8—aucuiaanexkan (18d).

TBSO TBDPSCI
OTBS wvMmupason
DMF. 50 °C
H e
OH
H
OMe  {7¢ 18d

Wwmupazon (1,017 r, 14,94 mmons, 1,5 3kB.) u mpem—0ytun(xnop)audennncunad (3,557
r, 12,94 Mmmonb, 1,3 3kB.) mo0aBisIM K epemMennBaeMoMy pacteopy crmpta 17¢ (5,326 r, 9,957
mMmoJib, 1,0 5kB.) B 6e3BonHOM DMF B atmMocdepe azora u cMech 3aTteM Harpesaiu a0 S50 °C B
teueHne 40 yacoB. Peakmmro 3areM racuim AOOaBJIEHHEM HACBIEHHOTO BOJHOTO XJIOPHAA
ammoHust (100 mur) m mpoBoamnu skcTpakuuio renraHoM (3 % 100 mu). OOvenuHeHHBIE
opranuydeckye (aspl MPOMBIBAIN BOIOH U KOHLIEHTPUPOBAJHU, MOJIy4asi OJeTHO—KENTOe Maco.

ITocne xpomarorpaduu (¢ rpaguentom ot 0% no 10% stunanerar/renran) noixydanua 7,186 r
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(93%) yxa3aHHOTrO B 3arojIOBKE COEJUHEHHs B BUJE BSI3KOro OeclBeTHOro Macnia. JlaHHble 1Jis
18d: R=0,74 (20% EtOAc/renran). 'H IMP (400 MI'u, CDCls) & 7,67 (dd, J=6,77, 14,46 T'n,
4H), 7,30-7,49 (m, 6H), 7,11 (t, J=7,69 I'y, 1H), 6,69-6,83 (m, 2H), 3,73-3,88 (m, 4H, cogepxur
s, 3H, 3,79), 3,53-3,65 (m, 1H), 3,43-3,52 (m, 1H), 3,32-3,43 (m, 1H), 2,92 (dd, J=6,23, 14,65
I'n, 1H), 2,77 (dd, J=5,86, 14,28 'y, 1H), 2,52 (dd, J=8,79, 14,28 I', 1H), 2,28 (dd, J=8,42, 14,65
I'u, 1H), 1,96 (sxt, J=8,06 I'y, 1H), 1,48-1,83 (m, SH), 1,14-1,45 (m, 3H), 1,03 (s, 9H), 0,90 (d,
J=4,03 I'y, 18H), 0,06 (t, J=3,30 I'y, 12H).

Mpumep 20b: (1R,2R,3a8,9a8)-1-(2—((R)-2,2-aumerni—1,3—quoxkconan—4—

Wa)3THI)-S5—MeTokcn-2,3,3a,4,9,9a-rexkcaruapo—1 H-unknonenra|b]nadgrannn—2—ox (18e).

17d

Monoruapar n—ronyoincyibdokuciaorel (PTSAH20) (15 mr, 0,082 mmounb, 0,05 3kB.)
npubasnsim kK pactsopy 17d (500 mr, 1,53 mmons, 1,0 5kB.) u 2,2—aumerokcunponana (0,40 mu,
3,2 mmonb, 2,0 3kB.) B 6e3BogHoM DMF (5 mur) B atMocdepe a30oTa U cMech NepeMelInBaIi Ipu
KOMHATHOW TemIiepatype B TeueHHe 22 wyacoB. Peakimio 3areM racuiu 100aBJIeHHEM
HACBILIEHHOT0 BOAHOTO OukapOoHaTa HaTpwst (5 Mit), pa30aBisuiu BOIOH (5 MJT) M 9KCTparupoBaju
stunaneratoM (3 x 10 mm). OOpenuHeHHblE OpraHuveckue (a3bl NPOMBIBAINA COJISIHBIM
pactBopoM, cymmin (MgSO4) 1 KOHIIEHTpUPOBAJIH, rosy4ast 997 Mr CBETIIO—KOPUUHEBOTO MacJa.
[Tocne xpomarorpaduu (¢ rpagueHTom ot 25% no 60% sTunauerar/rentaH) noay4anua 529 mr
(94%) yxa3zaHHOTO B 3aroJIOBKE COEIMHEHHUs B BHIe OecuBeTHoro macna. Jlanueie mist 18a:
R=0,32 (50% EtOAc/renran). 'H SIMP (400 MI'u, XJJIOPO®OPM-d) & 7,10 (t, J=7,87 'y, 1H),
6,76 (t, J/=8,24 'y, 2H), 3,96-4,17 (m, 2H), 3,80 (s, 3H), 3,64-3,75 (m, 1H), 3,53 (t, J/=7,51 I'Ly,
1H), 2,76 (ddd, J=6,23, 12,27, 14,46 T'u, 2H), 2,41-2,59 (m, 2H), 2,19-2,33 (m, 1H), 2,09-2,19
(m, 1H), 2,05 (s, 1H), 1,56-1,95 (m, 4H), 1,44-1,55 (m, 1H), 1,42 (s, 3H), 1,37 (s, 3H), 1,21-1,32
(m, 1H), 1,06-1,19 (m, 1H); MS (ESI+) macca/zapso 369,1 (M+Na").

Ipumep 20c: Tper—oyrun—(((1R,2R,3a5,9a8)-1-2—((R)-2,2—numeTnni—1,3—
AHOKCONAH—4—Un)3THI)-S—MeToKCcu—2,3,32,4,9,9a-rexkcaruapo—1 H-

uukjaonentalbjJaadpranun—2-un)oxcu)audennacuiaan (18f).
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TBDPSCI 0
uMmmnaason
DMF, 50 °C

wOTBDPS

18¢ 18f

Wmupazon (145 mr, 2,13 mmons, 1,4 5kB.) n mpem—0ytun(xnop)audenmicunan (501 mr,
1,82 mmonb, 1,2 5kB.) nobaBisi K nepeMernrBaeMoMy pactBopy crnupra 18e (526 wmr, 1,52
mMmoib, 1,0 3xB.) B 6e3BogHoM DMF (7,5 M) B atMocdepe a3oTa v cMeCh 3aTe€M HarpeBaju 1o
50°C B Teuenue 19 ugacos. Peakunuro 3arem racuiau Bomoi (10 mMi1) ¥ MPOBOAWIIM SKCTPAKIIUIO
rentadoM (3 X 10 mu). OObenuHeHHbIe Opranuyeckre (asbl MPOMbIBaN 14%—HBIM BOZHBIM
XJIOPUAOM HATpUsi M KOHLEHTpUpoOBaH, mony4das 989 mr OmemHo—kentoro macna. llocie
xpomarorpaduu (¢ rpaguentom ot 0% mo 10% stunanerar/renran) noayvanu 882 mr (99%)
YKa3aHHOTO B 3ar0JIOBKE COEMHEHNs B BUzie OecrieTHOro Macia. Jlanaeie muis 18f: R=0,55 (20%
EtOAc/rentan). '"H AMP (400 MI'n, XJIOPO®OPM-d) § 7,69 (dt, J=6,59, 17,21 'y, 4H), 7,32~
7,49 (m, 6H), 7,12 (t, J=7,69 I'y, 1H), 6,77 (t, J/=8,06 I'u, 2H), 3,89-3,99 (m, 2H), 3,72-3,84 (m,
4H), 3,25-3,43 (m, 1H), 2,89 (dd, J=6,23, 14,65 I', 1H), 2,75 (dd, J=6,23, 14,28 I', 1H), 2,51
(dd, J=8,24, 14,10 I'y, 1H), 2,34 (dd, J=8,06, 14,65 I'y, 1H), 1,48-2,08 (m, 7H), 1,24-1,46 (m,
7H), 1,18 (td, /=4,94, 9,89 I'y, 1H), 1,04 (s, 9H).

Ipumep 21a: (R)-4—((1R,2R,3a8,9a85)-2—((mpem—oyTunaudgeHnIcuiIng)oKcu)—S—
MeTokcn—2,3,3a,4,9,9a-rekcaruapo—1 H-uukaonenra[b]nadpranun—1-nn)dyran—1,2—auon
(19d).

BogH. HCI

.« OTBDPS THF/MeOH .nOTBDPS

OMe OMe H
18d 19d

Bonnyo 3 H. comstHyro kucnoty (10 M) nodasinsiian k pactBopy npocroro 3¢gupa TBDMS
18d (4,411 r, 5,704 mmomnb, 1,0 3xB.) B TT'® (30 mi1) 1 MeOH (10 mi1) 1 peakIMOHHYIO CMeCh
nepemMeInnBaii PU KOMHATHON TeMIepaTtype B TeueHue 27 4acoB. PeakIMOHHYIO CMeCh 3aTeM
KOHLIEHTPUPOBAJIH, YA OpraHWuYecKue pacTBopuTend, pasdasmsmm Bomod (50 mu) m
skcTparuposany, ucnonsdyst EtOAc (3 x 100 mi). OObenwHeHHBIE OpraHu4eckue (asbl
NPOMBIBAIM HACBHIIEHHBIM BOAHBIM OHKapOOHATOM HATPHs, COJSIHBIM PAacTBOPOM, CYLIFIIN
(Na2S04) 1 KOHLEHTpUPOBANH, MOJy4ast neHucToe Macio. ITocne xpomatorpaduu (¢ rparueHTOM

or 20% no 80% osrtunanerat/rentan) moiydanu 1,982 r (64%) yka3aHHOTO B 3aroJiOBKe
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COeMHEHHs B BUJe mymwucToro oOemoro tBepaoro BemiectBa. Janubie ms 19d: R=0,26 (40%
EtOAc/renran). 'H SAMP (400 MI'u, CDCls) § 7,60-7,76 (m, 4H), 7,32-7,49 (m, 6H), 7,12 (t,
J=17,78 'y, 1H), 6,77 (t, /=7,78 I'u, 2H), 3,72-3,85 (m, 4H, conepxur s, 3H, 3,80), 3,48-3,59 (m,
2H), 3,27-3,39 (m, 1H), 2,90 (dd, J=6,13, 14,74 'y, 1H), 2,74 (dd, J=6,04, 14,10 T'u, 1H), 2,50
(dd, J=8,24, 14,10 ', 1H), 2,34 (dd, J=7,78, 14,74 T'y, 1H), 1,84-2,08 (m, 2H), 1,80 (s, 2H), 1,72
(td, J=8,03, 16,34 I'u, 1H), 1,48-1,62 (m, 2H), 1,15-1,46 (m, 4H), 1,04 (s, 9H); MS (ESI+)
macca/zapsao 567,5 (M+Na™).

Mpumep 21b: (R)-4—((1R,2R,3a85,9a8)-2—((mpem—GyTunaudeHnicuimi)oKcu)—S—
MeTokcu—2,3,3a,4,9,9a-rekcaruapo—1 H—uukaonenra|b]uadpramnn—1-un)oyran—1,2—guon
(19d).

TBSO o ©H

TBAF
—_—

mOTBDPS THF
0°C

mOTBDPS

18d 19d

@ropun Terpa—n—OyTrnammonus (2,75 mi, 2,75 mmons, 2,0 k8., 1,0 M pactsop B TT' @)
no0aBIsAM B OXJIAXKIEHHBIH Ha JIbAy pacTtBop mpoctoro s¢upa TBDMS 18d (1,053 1, 1,362
mmoJtb, 1,0 3kxB.) B TI'® (10 M) u peakiuoHHyro cMmech nepememusany npu 0 °C B Teuenue 3
4yacoB. Peakunio 3aTeM raciiiu HachIEHHBIM BOIHBIM XJIopuaoM amMMmoHus (10 mu), pasdasnsiiu
Bono# (10 mur) m akcTparuposasu stunateratoM (3 x 20 mu). O0benuHEHHbIE OpraHudeckue hasbl
cyurmn (NaxSO4) u koHueHTpuposay, nojydast 1,03 r sxenroro macina. [locie xpomarorpadun
(¢ rpamuentom ot 30% mo 100% sTunauerat/rentan) nonydanu 616 mr (83%) ykasaHHOroO B
3aroJIOBKe COEANHEHHUs B BU/Ie OeJIoro nMeHucToro Teepaoro emmecrsa. lannsie aist 19d: R=0,26
(40% EtOAc/renran). 'H AMP (400 MI't, XJIOPO®OPM-d) § 7,60-7,76 (m, 4H), 7,32-7,49 (m,
6H), 7,12 (t, /=7,78 I'u, 1H), 6,77 (t, J/=7,78 'y, 2H), 3,72-3,85 (m, 4H, conepsxwur s, 3H, 3,80),
3,48-3,59 (m, 2H), 3,27-3,39 (m, 1H), 2,90 (dd, J=6,13, 14,74 I'u, 1H), 2,74 (dd, J=6,04, 14,10
I'n, 1H), 2,50 (dd, J=8,24, 14,10 I'u, 1H), 2,34 (dd, J=7,78, 14,74 'y, 1H), 1,84-2,08 (m, 2H),
1,80 (s, 2H), 1,72 (td, J=8,03, 16,34 'y, 1H), 1,48-1,62 (m, 2H), 1,15-1,46 (m, 4H), 1,04 (s, 9H);
MS (ESI+) macca/zapso 567,3 (M+Na™).

Hpumep 21c: (R)-4—((1R,2R,3a5,9a8)2—((TpeT—0yTHIAHPEHUICHIINIT)OKCH)—S—
MeTokcn—2,3,3a,4,9,9a-rekcaruapo—1 H—uunkiaonenra|b]nadprannn—1-un)dyran—1,2—guon
(194d).
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N, o O

o)
1 H. BOAgH. HCI
__THF |
-«OTBDPS
-+QOTBDPS
H
H OMe
OMe
18f 19d

Bonnyro consinyro kucnory (10 mu, 1 H. pacTBop) nobasjisuiu k pacTBopy areronuna 18f
(1,015 r, 1,735 mmonb, 1,0 5kB.) B TT'® (10 Mi1) U peakMOHHYIO CMECh MEPEMEIINBAIHN TPU
KOMHATHOU TeMIiepatype B Te4eHne 46 4acoB. PeakiinoHHyr0 cMech 3aTeM pa3dasisuiu 14%—HbiM
BOIHBIM XJopuaoM Hatpust (20 Mu1) W SKCTparupoBaiu wuszonpormjaneratom (3 x 20 mi).
OO0bennHeHHBIE OpraHnYecKue (paspl MPOMBIBAIH HACBILIIEHHBIM BOAHBIM OMKapOOHATOM HATpPHUs
(40 M), 14%—HpIM BogHBIM XJ0opuaoM HaTpus (40 mi), ey (NazSO4) 1 KOHLIEHTPUPOBAIH,
nony4asi 1,066 r 6ecusetHoro macia. [Tocne xpomarorpaduu (¢ rpanuentTom ot 40% mo 100%
stunanerat/rentas) nony4danu 670 mr (71%) yka3aHHOTO B 3ar0JIOBKE COSIMHEHUS B BHIE Oeoro
neHucToro Teepaoro semectsa. Jannbie ana 19d: R=0,31 (50% EtOAc/renran). 'H SAMP (400
MI'u, XJIOPO®OPM—d) 6 7,58-7,81 (m, 4H), 7,31-7,51 (m, 6H), 7,11 (t, /=7,91 I', 1H), 6,77
(t, J=7,62 T'y, 2H), 3,73-3,85 (m, 4H, conepsxwurt s, 3H, 3,80), 3,47-3,62 (m, 2H), 3,27-3,40 (m,
1H), 2,90 (dd, J=6,15, 14,65 I';, 1H), 2,74 (dd, J=6,15, 14,06 'y, 1H), 2,50 (dd, /=8,20, 14,06 I'y,
1H), 2,34 (dd, J=7,91, 14,65 I'y, 1H), 1,83-2,09 (m, 2H), 1,64-1,82 (m, 3H), 1,48-1,62 (m, 2H),
1,14-1,46 (m, 4H), 0,96-1,11 (m, 9H); MS (ESI+) macca/zapso 567,2 (M+Na").

Hpumep 21d: (R)-4—((1R,2R,3a5,9a8)-2—((mpem—0yrnnandeHnacuiang)oxkcn)—S—
MeTokcn—2,3,3a,4,9,9a-rekcaruapo—1 H-uukaonenra[b]nadpranun—1-nn)oyran—1,2—auon
(19d).

TBSO, HO OH

EtzN- 3HF

mOTBDPS THF
50 °C

mOTBDPS

18d 19d

Tpustunamuntpuruapodpropun (0,16 mn, 0,98 mmons, 3,0 3kxB.) npobaBmsuin B
OXJIXKI€HHBIN Ha JbIy pacTBop npoctoro 3¢upa TBDMS 18d (253 mr, 0,327 mmous, 1,0 5kB.) B
TI'® (2 M) mpu nmepemMenIMBaHuN B aTMoc(epe a30Ta. PeakIIMOHHYI0 CMeCh 3aTe€M HAarpeBalv 10
50 °C B teuenue 18 wacoB, Kk 3TOMy MOMEHTYy pe3yibratel TCX mMokazanu, 4TO peakius
3aBepIIniach. PeaklinOHHYI0 CMeCh TaCHJIM HACBIIEHHBIM BOJHBIM XJIOPHUAOM aMMOHUS (2 M),
pazbamisin Bomou (2 mut) m 3KcTparupoBaiim dTwinaneratoM (3 x 4 wmu). OObenuHEHHbIE

oprannueckue ¢aspl cymmin (NaxSO4) 1 KOHLEHTpUpOBay, nonyyast 172 Mr skentoro Macrna.
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ITocne xpomarorpaduu (¢ rpaauenTom ot 30% no 100% stunanerar/rentad) moaydain 99 mr
(58%) yka3aHHOTO B 3aroJIOBKE COEIHMHEHHUS B BUIE O€JOro MeHHUCTOro TBEPAOrO BEINECTBa.
Jannbie s 19d: R=0,26 (40% EtOAc/renrtan). 'H SIMP (400 MI'u, XJIOPO®OPM-d) § 7,60
7,76 (m, 4H), 7,32-7,49 (m, 6H), 7,12 (t, J/=7,78 T'u, 1H), 6,77 (t, J/=7,78 'y, 2H), 3,72-3,85 (m,
4H, comepsxwur s, 3H, 3,80), 3,48-3,59 (m, 2H), 3,27-3,39 (m, 1H), 2,90 (dd, J=6,13, 14,74 T'y,
1H), 2,74 (dd, J=6,04, 14,10 I';, 1H), 2,50 (dd, J=8,24, 14,10 'y, 1H), 2,34 (dd, J=7,78, 14,74 'y,
1H), 1,84-2,08 (m, 2H), 1,80 (s, 2H), 1,72 (td, J=8,03, 16,34 I', 1H), 1,48-1,62 (m, 2H), 1,15—
1,46 (m, 4H), 1,04 (s, 9H).

Ipumep 2le: (R)-4—((1R,2R,3a8,9a8)-2—((mpem—GyTunaudeHnacuimi)oKcu)—S—
MeTokcu—2,3,3a,4,9,9a-rekcaruapo—1 H—uukaonenra|b]uadpramun—1-un)oyran—1,2—guon
(19d).

TBSO HO OH

PPTS

«OTBDPS EtOH, 40°C «QTBDPS

18d 19d

n—Tonyoncynbdonar mupuannus (5,52 r, 220 MMonb) 70OABISAIN K PAaCTBOPY MPOCTOTO
s¢upa TBDMS 18d (17 r, 221 mmons, 1,0 5kB.) B 3TaHone (170 M) U peakMOHHYIO CMECh
nepememuBany npu 40 °C B TeueHne 56 yacoB. PeakMOHHYIO CMeCh TaCHIM, UCTIONB3Ys 2 Ml
NUPUMHA, U TOJYYEHHYIO CMeCh KOHLIEHTPUPOBANM, YIalsisi OPraHUYECKHE PACTBOPHUTEINH.
ITocne xpomarorpaduu (¢ rpanuentom ot 15% no 40% sTunauerar/rentan) monydann 9,48 r
(78%) yka3aHHOrO B 3aroJIOBKE COCAMHEHHs B BHIE MYLINCTOrO OEIOro TBEPAOIrO BEIIECTBA.
Hannsie s 19d: R=0,26 (40% EtOAc/renran). |H SAMP (400 MI', XJIOPOPOPM—d) 6 ppm
7,60-7,76 (m, 4H), 7,32-7,49 (m, 6H), 7,12 (t, J=7,78 T'y, 1H), 6,77 (t, J=7,78 T'y, 2H), 3,72-3,85
(m, 4H, comepsxur s, 3H, 3,80), 3,48-3,59 (m, 2H), 3,27-3,39 (m, 1H), 2,90 (dd, J=6,13, 14,74
I'n, 1H), 2,74 (dd, J=6,04, 14,10 I'y, 1H), 2,50 (dd, J=8,24, 14,10 I', 1H), 2,34 (dd, J=7,78, 14,74
I'n, 1H), 1,84-2,08 (m, 2H), 1,80 (s, 2H), 1,72 (td, J=8,03, 16,34 T'u, 1H), 1,48-1,62 (m, 2H),
1,15-1,46 (m, 4H), 1,04 (s, 9H); MS (ESI+) macca/sapso 567,3 (M+Na").

Hpumep 22: (R)-4—2—((1R,2R,3a5,9a5)2—((mpem—6yTunaudeHnIcuIimI)oKcu)—S—
MeTokcn—2,3,3a,4,9,9a-rekcarugpo—1 H—uukaonenra[blaadpramna—1-um)-2—

rHaApoKcuOyTHI—2,4,6—TpUN3onponuadeH3oncyanponar (20d).

O o
TPSCI \ iPr
HQ OH o9 ho  0-5<
EtsN
CH2C|2 |Pr

_

iPr
"OTBDPS OTBDPS
(|

H
19d OMe 20d

Tpustrnamun (3,80 min, 27,5 mmonb, 4,0 5kB.) U 4—numerunamuHonupuauH (168 mr,
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1,374 mmons, 0,2 3kB.) nobaemsun k pactBopy auoia 19d (3,744 r, 6,872 mmons, 1,0 3kB.) B
6e3BonHOM MeTtmieHxJiopuae (30 mut) mpu nepeMerBaHuK B atMocdepe a3oTa. PeakiroHHyro
cmech 3areM oxnaxgamu a0 0 °C um mo kamnsM  Ao0aBnisnaM  XJopaHrunpun  2,4,6—
TpuM3onponmIdeH3oncyabpokucaorel (2,498 r, 8,247 mmonb, 1,2 5kB.) B BUIe pacTBopa B
6e3BogHoM metuienxyopune (10 m). [Tocne nepemernnBanus npu 3TOM TemMrepaType B T€UEHHE
15 wacoB peakuuiO racuiu A00aBIEHHEM HACBIIEHHOTO BOJHOIO XJopuaa aMMoHus (50 mi) u
HarpeBaJiy 10 KOMHATHOW TeMreparypsl. JBe ¢da3bl pasnensiaym u BOIHYIO a3y SKCTparupoBaju
metunenxiopuaoM (3 x 50 mu). OOwvenuneHHble opranmyeckue ¢(aswl cymmwin (MgSOs) u
KOHLIEHTPUPOBAJIH, TOJIy4asi TeMHO—kenToe Maciio. [Tocne xpomartorpaduu (¢ rpaguerrom ot 0%
1o 20% stunanerat/rentan) nonydanu 4,797 r (86%) yka3aHHOTO B 3aroJIOBKE COEAMHEHUS B
BHJe 6eJI0ro MEHUCTOro TBEpAOro BemecTsa. Jannble s 20d: R=0,46 (20% EtOAc/renran). 'H
SAMP (400 MI'u, CDCI5) 6 7,55-7,73 (m, 4H), 7,29-7,46 (m, 6H), 7,22 (s, 2H), 7,11 (t, /=7,87 'y,
1H), 6,75 (d, J=8,42 ', 2H), 4,15 (quin, J=6,68 I'u, 2H), 3,92 (dd, J=2,56, 9,89 I'y, 1H), 3,58—
3,84 (m, 6H, comepsxur s, 3H, 3,80), 2,81-3,03 (m, 2H), 2,71 (dd, J=6,23, 14,28 'y, 1H), 2,46 (dd,
J=8,06, 14,28 I'y, 1H), 2,26-2,40 (m, 1H), 1,81-2,09 (m, 3H), 1,69 (td, J=8,06, 16,11 I'y, 1H),
1,46-1,61 (m, 2H), 1,28 (m, 22H), 1,01 (s, 9H); MS (EST+) macca/zapsio 828,8 (M+NH4").

Hpumep 23a: Tpem—oyrun—(((1R,2R,3a95,9a8)-5—merokcn—1-(2—((R)—oxcupan—2—
un)atun)-2,3,3a,4,9,9a-rekcaruapo—1 H—uuknonenra[blnadpranun—2—
uia)okcu)andenunncuian (21c).

Q.0 iPr

0
HO 0-S
iP KoCOg H
I=r MeOH
ipr ————>
. 1OTBDPS
+1I0TBDPS
H
H 20d OMe 2e¢

OMe

bessonubiii kapOboHat kamus (1,592 r, 11,52 mmonb, 2,0 3kB.) 100aBISsLIM K PacTBOPY
ciupra 20d (4,674 r, 5,762 mmonb, 1,0 5kB.) B Oe3BogHOM MetaHoje (30 M) U CMeCh
nepemMenuBaiy B aTMocdepe a3ora B TeueHne | yaca. PeakIIMOHHYI cMeCh KOHLIEHTPUPOBAIIH,
OCTaTOK TEpeTHpPAd B METWICHXJIOPUAE U OCaZAOK OTQUIBTPOBbIBAIU. DuiIbTpaT
KOHLIEHTPUPOBAJH U OCTATOK MEPETHPAIN B IeNTaHe, OCaJOK OT(PHIBTPOBBIBAIH U (PHIBTPAT
KOHIeHTpupoBany, monydas 3,032 r (99%) yka3aHHOTO B 3aroJIOBKEe COSIUHEHHsS B BUIE
OecuserHoro Macna. Ilojaramu, 49TO 3TOT Marepwan SBJSUICS AOCTATOYHO YHCTBIM IS
MCMONb30BaHus B nocneaytomem. Jannbie ans 21¢: Re=0,50 (20% EtOAc/rentan). 'H SIMP (400
MIu, CDCI3) 6 7,59-7,77 (m, 4H), 7,32-7,49 (m, 6H), 7,11 (t, J=7,69 I'n, 1H), 6,76 (t, /=8,24
I'n, 2H), 3,72-3,86 (m, 4H, conepxut s, 3H, 3,80), 2,89 (dd, J=6,23, 14,65 I'u, 1H), 2,66-2,84
(m, 3H), 2,50 (dd, J=8,06, 14,28 T'u, 1H), 2,35-2,44 (m, 1H), 2,32 (dd, J=8,06, 15,01 I'u, 1H),
1,92-2,05 (m, 1H), 1,79-1,90 (m, 1H), 1,22-1,77 (m, 7H), 1,04 (s, 9H); MS (ESI+) macca/zapso
549,5 (M+Na").

Ipumep 23b: Tpem—oyTun—(((1R,2R,3a95,9a8)-5—merokcen—1-(2—((R)-oxcupan—2—
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un)3tun)-2,3,3a,4,9,9a-rekcaruapo—1 H—uuknonenra[blnadpranun—2—

ui)okcu)andenunncuian (21c).

Q.0 iPr o
HO O/S
P KoCO3 H
IFr MeOH
iPr ——— >

1OTBDPS
10TBDPS

H

H 20d OMe 21¢

OMe

bessonubiii kapOoHat kamus (14,14 r, 102,3 mMmonb, 2,0 3kB.) n0OABISIIM K PacTBOPY
ciupra 20d (41,5 r, 51,2 mmonb, 1,0 5kB.) B Oe3BomHOM MeTaHoje (415 mu1) U cMmech
nepeMeniuBaiu B atMocdepe a3ora B TedeHne 24 dacoB. Peakiuio 3atem racwiu 14%-—HbIM
BOJIHBIM pacTBOpOM XJyiopuza Hatpust (800 MiT) 1 MPOBOAMIIHN SKCTPAKIUEO renrraHoM (3 x 800 mu).
OO6bennHeHHbIE OpraHndecKue Gpa3bl NPOMbIBAIHN 14%—HBIM BOZHBIM PACTBOPOM XJIOPH/IA HATPHUS
(800 mu), cymmmm (MgSO4) u KOHUEHTpUpOBaNIH, monydas 26,3 r 0Genoro BOCKOOOpa3HOTro
TBepaoro Bemectsa. [locne xpomartorpaduu (¢ rpanuentom ot 0% mo 10% sTunanerat/rentaH)
nonydamu 24,1 t (89%) ykazaHHOro B 3arosioBke coenuHeHuss (21c¢) B Buzme Oenoro
BOCKOOOPA3HOIO TBEPIOTO BemecTa. 24,1 T Mosy4eHHOro Bbile coennHeHns (21¢) pasorpesanu
npu cinabom kurnenuu B rentane (240 mi, 10 0ObeMHBIX YacTei) A0 PaCTBOPEHHUSI, OXJIAMKIAIIH
CHayaja 1O KOMHATHOHN Temmneparypbl, a 3ateM — a0 —20 °C. Ilocne BBIOEpKKH TPH 3TOU
TeMIepaType B Te€UeHHE HOYM 00pa3oBasiuCh Oelble KPUCTAJIbl, KOTOPBIe OT(QUIBTPOBBIBAIN U
CYLUIMJI B BBICOKOM BakyyMme, nony4as 22,003 r 21c (Bbimenen 91%). C nmomommso BOXX
NIOKAa3aJiy, YTO YHCTOTa MarepHraa 0enoro BOCKOOOPa3HOro TBEPAOro BemecTBo 21¢ cocTaBnseT
91,07%, B TO BpeMsI KaK YMCTOTa NMEPEKPUCTAIUIN30BAHHOTO MaTepuana 21¢ cocrasinser 96,59%.
OTOT mpouecc NepeKpUcTaA/UIN3aLUN CHOBAa MOBTOPMIIM, UCIONB3yst 220 MJI renTaHa, mosy4as
20,240 r (Bbimeneno 92%) coenuHenus 21c¢ B Buae Oesoro Kpucramamueckoro npoaykra. C
novompro BOXX mokasanu, 4TO MPOW3OLLIO IOMOJHUTENbHOE OOOTraleHHe MpPOAYKTa, U
yrcTora coctaBmwia 97,46%. 20,240 r mosy4yeHHOro BbIIe coenuHeHus (21¢) pa3orpeBaiu npu
cnabom kurneHun B renrase (200 mit, 10 00beMHBIX 4acTei) 10 paCTBOPEHUS, OXJIAXKIAIH CHaYaIa
70 KOMHaTHOM TeMmIiepatypsl, a 3ateM — 10 —20 °C. Ilocne Bpinep:KkU IpU 3TON TeMIiepaTtype B
TE4YEeHHE HOYH 00pa30BaIUCh OeJIble KPUCTAILIbI, KOTOPbIe OT(HIBTPOBBIBAIH 1 CyIumin npu 40°C
B BBICOKOM BakyyMme, nony4asi 19,308 r 21¢ (BeigeneHo 95%). C nomomsro BOXXX nmokaszanm, uro
MIPOU3OILIO IOTIOJIHUTEIbHOE OOOTalleHre MPOAYKTa, 1 YucToTa coctaBmia 98,19%. Jlanabie mist
21c: R=0,50 (20% EtOAc/rentan); T.i. = 78,5-79,5 °C; 'H SIMP (400 MTI', xnopodopm—d) &
7,59-7,77 (m, 4H), 7,32-7,49 (m, 6H), 7,11 (t, /=7,69 I'y, 1H), 6,76 (t, /=8,24 'y, 2H), 3,72-3,86
(m, 4H, conepxur s, 3H, 3,80), 2,89 (dd, J=6,23, 14,65 I'u, 1H), 2,66-2,84 (m, 3H), 2,50 (dd,
J=8,06, 14,28 'y, 1H), 2,35-2,44 (m, 1H), 2,32 (dd, J=8,06, 15,01 I', 1H), 1,92-2,05 (m, 1H),
1,79-1,90 (m, 1H), 1,22-1,77 (m, 7H), 1,04 (s, 9H); UK (tabnerupoBanue B KBr) 3427,7 (s),
3071,0 (m), 3049,8 (m), 2959,6 (s), 2928,6 (s), 2858,7 (m), 1797,0 (w), 1584,5 (s), 1473,4 (s),
1454,6 (m), 1428,1 (m), 1264,4 (s), 1109,4 (s), 1022,0 (m), 822,6 (w), 783,1 (w), 743,9 (w), 703,8



113

(s), 613,5 (W) cM™'; MS (ESI+ (MoHM3a1Usl 5€KTpOpacblIeHeM)) macca/3apso 549,5 (M+Na®);
HPLC, xononka Regis (S, S) Whelk-01 (4,6x250 mm?), 5 mxm; pacxon 1,0 ma/mus; 210 HM;
nonsmkHas ¢asza 90:10 renran/MTBE, 21¢ Bpems ynepxusanus: 20,14 MuH.

Ipumep 24a: (S)-1-((1R,2R,3a8,9a5)-2—((mpem—oyTunaudeHnIcuInI)oKcH)—S—
MeTokcn—2,3,3a,4,9,9a-rekcaruapo—1 H—uukaonenra|blaagpranna—1-ui)renran—3—oJ
(22b).

0] HBuLi
Cul
Et,O
-78 °C |
-+OTBDPS -.1OTBDPS
H H
OMe 21¢ OMe 22b

Cycnensuto snokcuna 21¢ (56 mr, 0,11 mmoss, 1,0 3xB.) u noguna menu(l) (4,0 mr, 0,021
mmonb, 0,2 5kB.) B Oe3BogHOoM 3dupe (1,0 mu), oxnmaxgeHayro no —78 °C, mo Kamism
obpabareiBanu #—OyTrirTHeM (0,28 mit, 0,70 MMob, 6,6 3kB., 2,5 M B rekcaHax ) ¥ OJYYEHHYIO
cmech MeieHHo Harpesain 10 —40 °C B Tedenue 30 MUHYT MpU NepeMeIIuBaHUU B aTMochepe
a3ota. MyTHasi CMeCh JKENTOro IBeTa CTajla MPAKTHUYECKH YEPHOU 3a 3TO BPEMsl, U PE3yJIbTaThl
TCX mnoxkazanu, 4to peaxuus 3aBepiniach. [TonmydeHHYI0 CMeCh 3aTeM racuiii 100aBIeHHEM
HACBILICHHOTO BOJHOTO XJIOpHAAa aMMOHHs (5 MJI) M Harpeiu A0 KOMHATHOW TeMITepaTyphl.
TemMHO—CHHMIT BOIHBIN pacTBOpP dKCTparupoaiu dtuianeratoMm (3 x 5 mu). OOvennHeHHBIE
opraHnyeckue (asbl MPOMBIBAIH COJITHBIM pacTBopoM, cyurmin (MgSQO4) U KOHLIEHTPUPOBAIIH,
nony4yass 60 mr GecusernHoro macia. Ilocne xpomarorpaduu (¢ rpanuentom ot 0% mo 20%
sTunanerat/rentad) nony4danud 52 mr (84%) yka3aHHOrO B 3arojiOBKe COENMHEHHsI B BUJE
6ecuperHoro macna. Jlanusie 17151 22b: R=0,42 (20% EtOAc/rentan). 'H SIMP (400 MI'u, CDCI3)
8 7,59-7,77 (m, 4H), 7,31-7,51 (m, 6H), 7,11 (t, /=7,81 I'u, 1H), 6,71-6,81 (m, 2H), 3,73-3,85
(m, 4H, conepxut s, 3H, 3,80), 3,44 (br. s, 1H), 2,91 (dd, J=6,25, 14,45 'y, 1H), 2,75 (dd, J=6,25,
14,45 T'n, 1H), 2,50 (dd, J=8,20, 14,06 I', 1H), 2,32 (dd, J=8,01, 14,65 I'u, 1H), 1,82-2,05 (m,
2H), 1,65-1,77 (m, 1H), 1,50-1,62 (m, 2H), 1,15-1,47 (m, 13H), 1,04 (s, 9H), 0,92 (t, J/=7,03 I'y,
3H); MS (ESI+) macca/zapso 607,2 (M+Na™).

Ipumep 24b: (S)-1-((1R,2R,3aS,9aS)-2—((TpeT—0yTHIANPEHUICHINIT)OKCH)—S—
MeTokcn—2,3,3a,4,9,9a-rexcaruapo—1 H—uukiaonenra|b]uadprannn—1-nn)rekcan—3—

unamerar (22c).

1) #HBuLi, Cul
Et,0, 40 °C
2) aTunayetar

Y

-nQTBDPS ~-«OTBDPS

H H

OMe 21c OMe 3¢

Cycnensuto snokcuna 21¢ (3,3 mr, 6,3 mmons, 1,0 5xB.) u noguna menu(l) (148 mr, 0,78
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mMmodb, 0,013 3kB.) B MeTHi—TpeT—OyTHiIOoBOM 3¢dupe (35,0 mi), oxnaxnennyro g0 —40 °C, no
KarisiM oOpabateiBanu #—OyTrimurueM (11,4 mo, 17,1 mmons, 2,74 5kB., 1,5 M B rekcaHax) u
NOJIyY€HHYI0 CMECh MepeMeInnBaiu B arMocdepe azora. MyTHast CMeCh JKEJITOro IBeTa CTasia
IIPAKTUYECKU YEPHOH 3a 3TO BpeMs, U pe3ynbrarbl TCX mokasanu, 4ToO peaklus 3aBepLIMIIACD.
Cwmech 3atem oOpabaTsiBaiy, 100ABIISAS STHIALETAT, U HATPEBAIN O KOMHATHON TeMIIEPaTyphl,
3aTeM TacHjiu BOAHBIM XyopuaoM amMmoHust (75 wu). TeMHO-CHMHMI BOAHBIH PacTBOP
SKCTparupoBamu stuiaueratom (2 x 75 wmi). OObenuHeHHble OpraHuueckue (hasbl
KOHIIEHTPUPOBAJH, Tojiy4asi OecipeTHoe Maciio. [Tocse xpomarorpaduu (¢ rpagueHToM ot 0% 10
2% stunanerat/rentad) nony4danu 3,3 r (88%) yka3aHHOrO B 3arojIOBKE COSAWHEHHsI B BHIE
becuperHoro macna. Jlauueie mis 22¢: R=0,64 (20% EtOAc/renran). 'H AMP (400 M1,
XJIOPO®OPM—d) & 7,60-7,73 (m, 4H), 7,31-7,48 (m, 6H), 7,11 (t, /=7,69 I', 1H), 6,77 (dd,
J=7,87, 16,30 I'u, 2H), 4,80 (d, J=5,86 I'y, 1H), 3,68-3,83 (m, 4H), 2,87 (dd, J=6,23, 14,65 I'y,
1H), 2,73 (dd, J=6,23, 13,92 'y, 1H), 2,48 (dd, /=8,24, 14,10 'y, 1H), 2,30 (dd, J=8,06, 15,01 I'y,
1H), 1,89-2,06 (m, 4H), 1,74-1,87(m, 1H), 1,61-1,74 (m, 1H), 1,13-1,60 (m, 14H), 1,03 (s, 9H),
0,84-0,94 (m, 3H); MS (ESI+) macca/zapso 649,.4 (M+Na").

Hpumep 24c: (S)-1-((1R,2R,3a8,9a5)2—((mpem—6yTnnaudeHnIcuInI)oKcu)—S—
MeTokcH—2,3,3a,4,9,9a-rekcaruapo—1 H—uukjaonenra|b|nadrannn—1-un)renran—3—o
(22b).

K,CO;

MeOH

auetunn. H,O
—_—

- OTBDPS wOTBDPS

22¢ 22b

K pactBopy amerata 22¢ (3,3 r, 5,3 mMmonb, 135kB.) B MeraHose (90 mu) moOamisiiu
Oe3BoaHbIi kapOoHat kamus (3,5 r, 25,4 Mmmosb, 4,8 5KB.) U AUCTHILTHPOBaHHYO Boxy (10 mu).
Peaknnonnyro cmech nepemernusanu mnpu 60°C B TeueHHe TpeX YacoOB U 3aTEM OXJIAXKAAIU A0
KOMHATHOW TeMIlepaTypbl B TeueHue Houu. Ha 3ToMm sTame Ha ocHOBaHMU pe3ysbTaTtoB TCX
PEAKLUI0 CUYHUTAJIH 3aBEPIIUBLICHCS W PACTBOPHUTENb YAASUIN NPU TOHWKEHHOM IaBJICHHH.
HeounmenHslii ocTaToK 3KCTparnpoBanu auxjopmeranoM (100 wmut), OpraHWYecKuil CIOH
NPOMyCKaIu 4epe3 (UIbTPOBAIbHYIO OyMary, 4TroObl YIAJUTh OCTaBLIeecss Oeoe TBepaoe
BEIECTBO, M (PUIBTPAT KOHLIEHTPUPOBAIH, Noy4ast 3,12 T OJIeAHO—KENTOro TBEPAOTO BEIECTBA
(BbIXOM KONMU4ecTBeHHbIi). Jannble ais 22¢: R=0,42 (20% EtOAc/rentan). 'H AMP (400 MI',
XJIOPO®OPM—d) & 7,59-7,77 (m, 4H), 7,31-7,51 (m, 6H), 7,11 (t, J/=7,81 I'y, 1H), 6,71-6,81
(m, 2H), 3,73-3,85 (m, 4H, comepxwur s, 3H, 3,80), 3,44 (br. s., 1H), 2,91 (dd, J=6,25, 14,45 I'Ly,
1H), 2,75 (dd, J=6,25, 14,45 I';, 1H), 2,50 (dd, J=8,20, 14,06 'y, 1H), 2,32 (dd, /=8,01, 14,65 I'w,
1H), 1,82-2,05 (m, 2H), 1,65-1,77 (m, 1H), 1,50-1,62 (m, 2H), 1,15-1,47 (m, 13H), 1,04 (s, SH),
0,92 (t, /=7,03 I'y, 3H).

Ipumep 25: (1R,2R,3a8,9a8)-2—((Tper—0yTniaanpennacuianm)oxcu)-1—((S)-3—-
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THAPOKCHOKTHI)-2,3,32,4,9,9a-Tekcaruapo—1 H-uuknonenra|bjaadpranun—S—oa (23a).
HO HO,

Ph,PH, HBuLi

THF
-20 °C A0 KnnaveHusa

fouy

~-+OTBDPS -+OTBDPS

OMe OH
22b 23a

PactBop #—Oytunmurusi (6,80 mut, 17,0 mmoub, 8,2 3xB., 2,5 M B rekcaHax) Mo KaruisiM B
arMocdepe azoTta npudasisLH K oxyaxaeHHomy 1o —20 °C pactBopy audenundocduna (2,714 r,
14,58 mmonb, 7,0 5kB.) B TT'® (25 M) U nepeMeInnBaiu Ipu 3TOW Temrepatype B TeueHue 30
MHUHYT. 3aT€M MPUMEPHO 2/3 3TOro pacTBOpa ¢ IOMOLIBIO UTJIbl BBOAMIH B PACTBOP METHIIOBOTO
sdupa 22b B TT'® (5 M) mpu KOMHATHOW TEMIEPAaType M TOJYUYEHHYIO CMECh HarpeBasiu 10
KUTIEHHs ¢ OOpaTHBIM XOJIOAMJIBHUKOM B T€YEHHE 2 4acOB MpPH MEPEMELINBAHUN B aTMochepe
a3oTa. PeakllMOHHYIO CMECh 3aTeM OXJIaXJadu A0 KOMHATHON TeMImepaTypbl, OCTaTOK pacTBOpa
n—oyTanmrus/mudennndocdrHa BBOOMIN C TOMOLIBIO WIJIBI M PEAKLHOHHYI0 CMECh CHOBA
HArpeBajifl MPHU KUISTYEHHH ¢ OOPaTHBIM XOJOAMIBHUKOM B TeueHue 17 gacoB. Ha s3Tom stame
PEAKLMOHHYIO CMECh OXJIAXKIaJd Ha JIEASHOH OaHe M OCTOPOXKHO racwim aobasneHueMm 3 M
BOJHOM COJITHOW KHCJIOTBI 10 JOCTHXKeHus: kuciaotHoro pH. Opranudeckuii ciod OTAETSIN U
BOAHYIO (hasy skcTparupoBau dtujaneratoM (3 x 30 mur). O0benuHEeHHBIE OpraHudecKue ¢Gasbl
NPOMBIBAIN COJSIHBIM pacTBopoM, cymmin (NaxSOs4) u koHUeHTpupoBanu, nony4as 4,3 r
6ecusernoro macia. [Tocie xpomarorpaduu (¢ rpaguerromM ot 0% no 40% s>TrnaneraT/TenTtaH)
nonydanu 1,101 r (93%) ykasaHHOrO B 3aroJIoBKE€ COEIMHEHHUs B BHIE OEJOro INEeHHUCTOro
TBep0ro BemecTsa. Jlannbie s 23a: R=0,29 (20% EtOAc/rentan). 'H SIMP (400 MI'u, CDCl5)
67,70 (dd, J=7,32, 17,94 ', 4H), 7,32-7,51 (m, 6H), 6,96-7,06 (m, 1H), 6,75 (d, /=7,32 'y, 1H),
6,67 (d, J=8,06 I'u, 1H), 3,82 (q, J=6,84 I'y, 1H), 3,49 (br. s., 1H), 2,84 (dd, J=6,23, 14,65 I'Ly,
1H), 2,75 (dd, J=5,86, 14,28 I'n;, 1H), 2,51 (dd, J=8,24, 14,10 'y, 1H), 2,34 (dd, /=7,87, 14,46 'Ly,
1H), 2,02 (dd, J=7,87, 15,93 'y, 1H), 1,91 (td, J=6,36, 12,54 'y, 1H), 1,73 (quin, J=8,06 I'u, 1H),
1,50-1,65 (m, 2H), 1,15-1,49 (m, 13H), 1,07 (s, 9H), 0,87-0,97 (m, 3H); MS (ESI+) macca/3aps0
593,3 (M+H").

IIpumep 26a: (1R,2R,3a8,9a85)-1—((S)-3-ruapoxcunoxrnn)-2,3,3a,4,9,9a—

rekcaruapo—1H—uuxkaonenra[b]|nadranun—2,5-aumon (24a).

HO, HO

TBAF

10OTBDPS THF, 50 °C

23a 24a

@ropun Terpa—n—OyTrnammonus (2,90 mi, 2,90 mmons, 1,5 3kB., 1,0 M pactsop B TT' @)

B aTMocdepe azota 100aBisau K pactBopy npoctoro a¢upa TBDPS 23a (1,083 r, 1,897 mmounb,
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1,0 5xB.) B 6e3BogHOM TI'® 1 peakIIMOHHYIO CMECh ITePEMEIINBAIIN P KOMHATHOH TeMIiepaType
B TeueHue 22 yacoB. PesynbpraTel ananu3za TCX nokasanu, 4To peakiiys He 3aBeplLIeHa, T03TOMY,
NoCJie OCHALIEHUS] KOHAEHCATOPOM C BOASIHBIM OXJIAXKI€HHUEM, TPOBOAUIN HarpesaHue 1o 50 °C
B TeueHue 3,5 yacoB. Peakuuio 3atem racuiu 14%—HbIM BOAHBIM XjopuaoM Hatpus (20 mi) u
NPOBOAMIIN AKCTpakuuio sTunaneratoM (3 x 15 mu). OObenuHeHHbIe OpraHudeckue (asbl
cyumimn (NaxSO4) u koHUeHTpupoBaiu, noaydvas 1,375 r macna siHTapHOro usera. Ilocne
xpomarorpaduu (¢ rpaguentom ot 12% no 100% stunauerar/rentan) nonydanu 484 mr (77%)
YKa3aHHOT'O B 3arojIOBKe COENMHEHUs B Buae Oesoil menbl. Jlanubie ans 24a: Re=0,12 (50%
EtOAc/rentan). 'H SIMP (400 MI'u, XJIOPO®OPM-d) & 6,95 (t, J=7,51 I'u, 1H), 6,66 (dd,
J=7,69, 13,55 I'y, 2H), 6,59 (br. s., 1H), 3,61-3,77 (m, 1H), 3,57 (br. s., 1H), 3,02 (br. s., 1H),
2,58-2,76 (m, 2H), 2,34-2,56 (m, 3H), 2,17-2,30 (m, 1H), 2,03-2,14 (m, 1H), 1,79-1,93 (m, 1H),
1,64 (d, /=7,32 'y, 2H), 1,38-1,56 (m, 4H), 1,16-1,37 (m, 7H), 1,10 (q, J=10,62 I'y, 1H), 0,85—
0,96 (m, 3H); MS (ESI+) macca/sapso 355,2 (M+Na").

IIpumep 26b: (1R,2R,3a8,9a85)-1—((S)-3-ruapokcunoxrnin)-2,3,3a,4,9,9a—
rekcaruapo—1H—uuxknonenra[b]|nagranun—2,5-auon (24a).
HO HO,

TEA.3HF

. OTBDPS THF, 62 °C

23a 24a

Tpustunamuntpuruapodropun (4,57 r, 28,3 mmonb, 3,7 3kB.) B armocdepe azora
nopuusiMu 100aBIsIH K pactBopy npoctoro 3¢upa TBDPS 23a (4,4 r, 7,7 mmons, 1,0 5kB.) B
6esBonHOM TT'® (45 ™M) u cmecy nepemenmBanu npu 62 °C B Teuenue S5 nHei. Pesynbprarel
aHanuza TCX mokasanu, 4To peakuus 3aBepiumiach. Peakimio 3ateM racuiu 10%—HbIM BOIHBIM
OukapOboHatoM kamusi (35 MJI) W NPOBOAMIM SKCTPAKUUIO STmianeratoM (2 x 35 wm).
OObenuHeHHbIe OpraHudeckue (¢asbl KOHLEHTpupoBaiu, mnony4as 5,37 r wmacna. Ilocne
xpomarorpaduu (¢ rpagueHTom ot 25% no 100% stunanerar/rentan) nonydamu 1,84 r (72%)
YKa3aHHOTO B 3aroJIOBKE COCNMHEHHUs B Buae Oeyioil meHbl. Jlanuble mns 24a: Re=0,12 (50%
EtOAc/rentan). '"H SIMP (400 MI'u, XJJOPO®OPM-d) § 6,95 (t, J=7,51 T'u, 1H), 6,66 (dd,
J=7,69, 13,55 I'u, 2H), 6,59 (br. s, 1H), 3,61-3,77 (m, 1H), 3,57 (br. s., 1H), 3,02 (br. s., 1H),
2,58-2,76 (m, 2H), 2,34-2,56 (m, 3H), 2,17-2,30 (m, 1H), 2,03-2,14 (m, 1H), 1,79-1,93 (m, 1H),
1,64 (d, J=7,32 I'y, 2H), 1,38-1,56 (m, 4H), 1,16—1,37 (m, 7H), 1,10 (q, J=10,62 I'y, 1H), 0,85—
0,96 (m, 3H); MS (ESI+) macca/sapso 355,2 (M+Na").

IIpumep 26c¢: (1R,2R,3a8,9a8)-1—((S)-3-ruapoxkcunoxrnmn)-2,3,3a,4,9,9a—

rekcaruapo—1 H—uuxkaonenra[b]nadranun—2,5-auona (24a).
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HO,

HCI

—_—

MeOH, 62 °C

mOTBDPS

23a 24a

Consnyro kucnoty (12 mu, 3 H.) nobaisiiu k pacteopy npoctoro 3¢upa TBDPS 23a (4,4
r, 7,7 MmMomnb) B Metanone (40 mu1) u cmech mepemernnBamu npu 62°C B TedeHue 22 4acoB.
Pesynprarel ananmuza TCX mnokasanu, 4to peakius 3aBepuiniach. IIpogykr peakuuu
KOHLIEHTpUpOBaJH, nosy4ast 4,95 r Oecrernoro macna. ITocie xpomaTtorpaduu (¢ rpaiueHTOM
ot 5% no 40% stunauerar/rentan) mony4danu 1,48 r (58%) yka3aHHOTO B 3aroJIOBKE COSAMHEHUS
B Bune Oenoii menwl. Jlanubie mist 24a: Re=0,12 (50% EtOAc/renrtan). 'H aMP (400 MTI,
XJIOPOD®OPM—d) 6 ppm 6,91-6,99 (m, 1 H), 6,66—6,72 (m, 1 H), 6,61-6,66 (m, 1 H), 3,63-3,73
(m, 1 H), 3,53-3,63 (m, 1 H), 2,57-2,75 (m, 2 H), 2,33-2,51 (m, 2 H), 2,16-2,30 (m, 1 H), 2,05—
2,15 (m, 1 H), 1,79-1,92 (m, 1 H), 1,18-1,71 (m, 13 H), 1,04-1,15 (m, 1 H), 0,83-0,93 (m, 3 H);
MS (ESI+) macca/zapso 355,2 (M+Na").

Hpumep 27: 3tun 2—(((1R,2R,3a8,9a8)-2—-ruapoxcn—1—((S)-3—-ruap okcHOKTHII)—

2,3,3a,4,9,9a-rexcaruapo—1 H—uuknonenra|b]napranus—S—um)oxcu)auerar (25a).
HO

Br~ “CO,Et
K,COs, Kl
aLeToH

O;\OE'[

OrundpomaneraT Mo KarisiM A00aBJISIM K CyCreH3un OeH3uHaeH Tpuona 24a (500 wr,

25a

24a

1,504 mmonb, 1,0 skB.), Ge3BomHOro kKapOGonata kamusi (312 mr, 2,26 mmonb, 1,5 3kB.) u
6e3BogHOrO Hoauaa Kaust (25 mr, 0,15 mmoub, 0,1 5kB.) B aeTone (20 MIT) 1 pEaKIIUOHHYIO CMECh
HArpeBajiil MPH KHUIITYCHUH C OOPATHBIM XOJIOAWJIBHUKOM IPH MEPEMEIINBAHUN B aTMochepe
a3oTa B TedyeHHE 16 4dacoB. PeaklMOHHYI0 CMECh OXJIaXKAajlu [0 KOMHATHON TeMIepaTypsl,
pazbasisutu rerrraHoM (10 mut) u pustsTpoBau yepe3 neauT. Llenut npombiBaiu STHIaneTaToM (3
x 30 mu) 1 puIBTPAT KOHLEHTPUPOBAIH, TOJy4ast OnegHoe macno. ITocne xpomarorpadun (c
rpaguerToM ot 10% npo 80% stunaunerar/rentad) mosiydanu 610 mr (96%) yka3aHHOTO B
3aroJIOBKEe COoenuHeHus: B Buae OecuerHoro wmacna. Mamaele mis 25a: Re=0,15 (50%
EtOAc/rentan). '"H AMP 'H AAMP (400 MI'u, CDCIs) § 7,07 (t, J/=7,87 I'u, 1H), 6,81 (d, J=7,32
I'n, 1H), 6,64 (d, J/=7,69 I'u, 1H), 4,62 (s, 2H), 4,27 (q, J=7,32 I'u, 2H), 3,76 (dt, J/=6,04, 9,61 I'y,
1H), 3,55-3,70 (m, J=4,40 I'u, 1H), 2,89 (dd, J=5,86, 14,65 I'u, 1H), 2,76 (dd, J=6,23, 14,28 I'Ly,
1H), 2,56 (dd, J=6,59, 15,01 I'u, 1H), 2,46 (dd, J=6,59, 14,28 I'n, 1H), 2,11-2,34 (m, 4H), 1,89
(tt, J=6,50, 9,98 'y, 1H), 1,24-1,75 (m, 16H), 1,12-1,23 (m, 1H), 0,84-0,99 (m, 3H); MS (ESI+)
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macca/zapso 419,3 (M+H").
IIpumep 28: 2—(((1R,2R,3a5,9aS)2—ruapokcu—1—(($)-3—-ruapoKCHOKTH.I )—

2,3,3a,4,9,9a-rexcaruapo—1 H—uukaonenrablnagranun—S—uma)oxcu)ykcycHas kuciaora (I).

HO HO
H H
.1OH __KoH | +1OH
MeOH
H
0 0 :

OJ\OEt

I'unpokcun kanus (5,623 r B 19 Mt Boasl, 30% pacteop B Boxe, 100,2 mmons, 5,0 5kB.)

X

25a O~ "OH 1

npuOaBJsUTH K PaCTBOPY ATHIJIOBOrO CIOKHOTO 3¢dupa 25a (8,390 r, 20,04 mmonb, 1,0 5kB.) B
starosne (100 mit) 1 nepeMernrBaiy Mpu KOMHATHOH TeMIeparype B aTMocdepe a30Ta B TCUEHHE
90 MuHYT. PeakiMOHHYIO CMECh 3aT€M KOHLIEHTPUPOBAIU MPH MOHWKEHHOM AABIEHHUH, YA
sTaHoI, pazdamisuu Bomoit (50 mur) u sKcTparupoBanu dTuiaueratoM (50 mi) ans yaajaeHus
OopraHu4YecKkux mnpumeceidi. Bomubiii cioii monkucnsin no pH 2-3 mobaeneHuem 3 H. BOTHOM
COJISTHOHM KHMCJIOTBI M 3KCTparupoBaiu stuinaneratoM (3 X 100 mir). OObpennHeHHbIE OPraHuIecKre
¢a3pr oOpabaTbIBaIM aKTUBUPOBAHHBIM yruieM (800 Mr) 1 HarpeBai Mpy KUISTYEHUN ¢ OOpaTHBIM
XOJIOAMJIbHUKOM B Te€UeHHe | Jaca, OXJIaluin 10 KOMHATHOM TeMIepaTypsl, (UIBTPOBAIN Yepe3
LIEJIUT U KOHLEHTPUPOBAIH, NoJydast 8,2 yKa3aHHOTO B 3arojIOBKE COSAMHEHUS] B BUZE IPS3HO—
Oenoro TBEpHOro BeIIECTBA. JTOT MaTepHall MWCIOJB30BAJIM B CJIEAYIOLIEH CcTaguu B
HEOYHIIIEHHOM BUJE U CrienuaibHO He oxapakrepusoBanu. annasie mis 1. Re=0,27 (90:10:1
METUJICHX JIOPU/METAHOJ/YKCYCHAsT KUCJIOTA).

Mpumep 29: Audtanonamunnas couab 2—(((1R,2R,3a8,9a8)-2-ruapoxcun—1—((S)-3—
THAPOKCHOKTHI)-2,3,3a,4,9,9a-rexkcaruapo—1 H-uukaonenrab]napramnn—5S-

WII)OKCH)YKCYCHOM KuCa0THI (I, IM3TAHOIAMUHHASA COJIb).
HO HO

AnaTaHonammuH

EtOAc, EtOH
o) H KunsyeHne c o6paTHbIM 0 H
;\ XONOAWUNbHUKOM A0 K.T. ;\ H® H

N
0~ "OH 070" HO > Non
1 1
OunstaHonamMuHoBas
conb

PactBop tpempocturmna I (7,83 r, 20,1 mmonp, 1,0 5kB.) B sTHianerate (250 wmu)
oOpabarbiBanu pactBopoM nustanonamusa (2,11 r, 20,1 mmons, 1,0 5kB.) B 6€3BOAHOM 3TaHONE
(32 mi1) ¥ MONYYEHHYIO CYCHEH3HIO HArPeBaJU MPHU KHUIITYEHUN ¢ OOPaTHBIM XOJOJUIBHUKOM B

TeueHue 15 MUHYT, [0 UCTEUEHUU KOTOPBIX BCE Mepeuuio B pactop. IlonmyyeHHOMY pacTBOpy
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TaJIi OXJIAIUTHCS 10 KOMHATHOM TeMITepaTyphrl B TeueHue 18 4acoB, 4To npuBeso Kk 00pa3oBaHUIO
0e10ro KPUCTAIITMYECKOTO TBEPIOTO BellecTBa. 1Bepaoe BelecTBo OT(QUIBTPOBAIIH, IPOMbIBAIN
stunaneraToM (2 x 100 min) u cymmnu B TeueHue 24 vacos npu 50 °C B Bakyyme, nonyyasi 7,552
r (76%) yka3aHHOTO B 3ar0JIOBKE COETMHEHMS B B OEJIOro mopoLIKa.

IIpumep 30: 2—(((1R,2R,3a8,9aS)-2—ruapoxcu—1—((S)-3—-ruapoOKCHOKTHII )
2,3,3a,4,9,9a-rekcaruapo—1 H-uukiaonenra[b]nadpranun—S—mia)okcn)ykcycnas kucaora (I).

PactBop ausTanonamunHoM conu @opmyist I (5,775 1, 11,65 mmons, 1,0 5kB.) B Boge (60
MJI) 0oOpabaThiBali PacTBOPOM BOMHOHN consiHoi kucnotsl (2,11 1, 20,1 mmonb, 1,0 3kB.) B
6e3BoaHOM 3TaHOJe (32 MII) M MOJYYEHHYIO CYCIIEH3UIO HArpeBajIy MPH KUISTYEHUU ¢ OOpaTHBIM
XOJIONUJIBPHUKOM B TeueHHe 15 MMHYT, IO HUCTeUeHHMH KOTOPBIX BCE IEPEellIoO B PacTBOP.
ITonyueHHOMY pacTBOPY AAJIH OXJIAAUTHCSA A0 KOMHATHOM TeMIepaTypsl B TeueHue 18 4acos, 4To
NPUBEJIO K O0pa3OBaHHIO OEJIOr0 KPUCTAJUIMYECKOrO TBEPAOIO BEINECTBA. 1Bepaoe BEIeCTBO
OT(UIBTPOBAIH, MPOMBIBAIHU dTHIALETATOM (2 X 100 MiT) ¥ cyumau B TeueHue 24 gacos npu S0
°C B Bakyyme, mosy4asi 7,552 r (76%) yka3aHHOTO B 3arojIOBK€ COCIUHEHHs B Buue Oeoro
noporka. danneie aus I: 'H IMP (400 MI'u, XJIOPO®OPM—d) d 7,07 (t, J=7,88 ', 1H), 6,82
(d, J=7,69T1, 1H), 6,68 (d, J=8,43 I'y, 1H), 4,58-4,72 (m, 2H), 4,40 (br. s., 3H), 3,73 (dt, J=6,23,
9,34 I'y, 1H), 3,64 (d, J=3,66 I'y, 1H), 2,76 (ddd, J=6,23, 14,20, 19,87 I'y, 2H), 2,61 (dd, J=6,04,
14,84 T'u, 1H), 2,48 (dd, J=6,23, 14,29 'y, 1H), 2,20-2,36 (m, 1H), 2,10-2,20 (m, 1H), 1,82-1,98
(m, 1H), 1,52-1,76 (m, 4H), 1,40-1,52 (m, 3H), 1,21-1,40 (m, 6H), 1,08-1,21 (m, 1H), 0,92 (4,
J=6,60 I', 3H); MS (ESI+) macca/zapsn 413,2 (M+Na+t); BOXX, xononka Synergi Hydro RP
(4,6x250 Mm?), 5 mMm; pacxon 2,0 mi/mMuH; 277 HM, noasuxkHas pasa Boaa (60%):alleTOHUTPHI
(40%): TpudropykcycHas kucnora (0,1%); Bpemst ynepskuBanusi — 39,12 mus (98,0%, 1), Bpems
ynepxkuBanuss — 41,05  wmun  (1,2%, 2-(((1R,2R,3aS,9aS)-2-ruapokcun—1—((R)-3—
ruapokcuokTmin)-2,3,3a,4,9,9a—rexcaruapo—1 H-nmknonenra[ b |Hadranus—5—um)okcun)ykcycHast
KHCJIOTA).

Ipumep 3la: HarpueBas coab 2—(((1R,2R,3a8,9a8)-2-ruapoxcun—1—((S)-3—
THAPOKCHOKTHI)-2,3,32,4,9,9a-Texkcaruapo—1 H-uukaonenra[bjnadpranun—5—

HWIT)OKCH)YKCYCHOI KucaoTsl (I, HaTpueBasi coJib).

HO

NaOH
EtOH
o H
;L J\e ®
O~ "OH O~ "O Na
: (Na clonb)

PactBop coenunenust @opmyiel I (1 3kB.) pacTBOPSIOT B AUCTUIUIMPOBAHHOM 3TAHOJIE
npu 30-50° C, a 3arem oxnaxparoT g0 15-25° C. PacTBop 3aTeM HEWUTpaIU3yIOT PacTBOPOM
ruapokcuna HaTpusi (1 MOJSIpHBIN PacTBOpP B STAHOJE), UCTIONb3Ys] CTEKJISIHHBIA 3JIEKTPOI IS

orpesiesieHus: TOUkU paBHoBecus (no 3HaueHust pH 9,8-10,2). PactBop ¢unbTpyroT u GpuibTpaT
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KOHLIEHTPUPYIOT, TOJIy4asi HEOUHIIEHHYIO HATPUEBYIO COJb coenuHenus Popmyisl 1. DTy comp
MOJKHO TO KEJIAHUI0 MEePeKPUCTAUIN30BaTh U3 al€TOHA/BOABI WJIH IPYroro MPHEMIIEMOTrO
PaCTBOPUTEIS AJISl TIOJTyUEHHUST YIUCTON (POPMBI YKA3aHHOT'O B 3aT0OJIOBKE COSAMHEHUS.

Ilpumep 31b: HarpueBas coab 2—(((1R,2R,3a8,9a8)-2-ruapoxcn—1—((S)-3—
THAPOKCHOKTHI)-2,3,32,4,9,9a-rexkcaruapo—1 H-uukaonenra|b]nadpramnn—5-

HJI)OKCH)YKCYCHOH KHCJI0THI (I, HaTpueBasi coJib).

HO HO
H
- OH NaOH
H,O
H MeOH H
o] (0]
N Js.o
O "OEt o5, O~ O Na

|
(Na conb)

PactBop »THnOBOTO CiioskHOTO 3dupa 25a (1 5KB.) PacCTBOPSIOT B AUCTUILIUPOBAHHOM
metaHone u nobaBisiroT BoxH. NaOH (1 »kB., 1 MomsApHBIH pacTBOp), MEPEMEIINBAIOT IMPH
COOTBETCTBYIOLIEH TeMIepaType A0 3aBeplieHnst 00pa3oBaHust Col. PeakinoHHyI0 cMech 3aTeM
KOHLIEHTPUPYIOT, MOJy4asi HEOUHIIEHHYI0 HAaTPUEBYIO collb coenuHeHnss @opmyuel I. D1y conp
MOXHO MO >KEIAHHIO IEePeKPUCTAUIN30BaTh W3 AaleTOHA/BOABI WM JAPYroro MpUEMIIEMOTrO
PaCTBOPUTENIS IS TTOJTyUEHHs] YUCTOH (POPMBI yKa3aHHOTO B 3aTOJIOBKE COEIUHEHHS.

APYI'ME BAPHAHTBI OCYHIECTBJIEHUSA

Cnenyer moHHMMATh, YTO B TO BpeMsl Kak n300peTeHne ObLIO OMUCAHO MOCPEACTBOM €ro

NOAPOOHOTO ONHUCAHUS, BBILICNIPUBEACHHOE OIMMCAHHWE IMPEIHA3HAYEHO NPOMJUIFOCTPUPOBATD
n300peTeHne, a He OrpaHHYUBATh €ro 00BbEeM, KOTOPBIH OmpenesneH OObeMOM MPUIIOKEHHOH
dopmysbl uzoOperenus. [lpyrue acmekThl, MPEeHMYIIECTBA W BAPHAHTHI BKJIIOYEHBI B O0BEM

HIDKeCeayoeit Gopmyiibl n300peTeHus.
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P®OPMYVYJIA U3OBPETEHUA

1. Coenunenue @opmyiel 21
@)

10Si(RY),

21

rae R! npencrapnser coboii Ci-¢ ankun u kaxaeli R’ HesaBucumo npencrasnser coboit
Ci-6 amxun win et

2. Coenunenne o 1.1, rae R! mpexncrasnser coboii MeTH, STUI, POMHJ, #30—TPOIIHI,
OyTu, 6mop—Oy T, Wiu mpem—0yTHL.

3. Coenunenue 1o 1.1, rae rpynny —OSi(R*); BbiGupaoT u3

‘Bu
i e
M Pr Me

. Si
e . t \Of
I .Me | ipr i _-Bu
2SI £ Si 8 SIT @
O Me o Pr O Me

4. Coenunenne no m.1, rme R' npencraBnser coboii merwn, u rpynma —OSi(R?)s;

NpeACTaBIsIeET COOOM

t
_-Bu

;eiO,SiO |

5. Coenunenune @opmyel 13
OH

Y~ TOSi(R?),
0Si(RY),

OR!
13

rae R! npencrasnser coboit Ci amkun, u kaxabiii R? Hesasucumo BbiouparoT u3 Cig
ankwia win GeHuna.

6. Cnocod nonydenus: coenuaeHust Popmys 13
OH
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rae R! npencrasnser coboit Cie amkun, u kaxabiii R? HezaBucumo BbiouparoT u3 Cig
ayNKkuia UK GeHmna, BKIFOYArOIINT

X) mpoBeneHuss peakumu coenuHeHns Dopmyner 12 ¢ (R)-1-mermn-3,3—
mudenmnrekcarunponuppoo| 1,2—c][1,3,2]okcazadoposioMm B TNPUCYTCTBHH OPraHHYECKOTO

pactBopurens, Bkarovaromero TT'® u tonyon, ansa noayyenus coequnenuss @opmyisl 13

12

npudeM XUMU4eckas YiucToTa coenrHerus @opmyinnl 13 coctasisier npumepHo 97% unu
BbIIIIE, & J1.1. — MPUMEPHO 97% Wi BhILIE.

7. Cnocod nony4denus: coeauaeHust @opmyisl 1
HO

WK ero (papMaLeBTHUECKH IPUEMIIEMON COJIH, BKIFOUAIOIINHA CTaIuH;
XV) MpoBeneHus peakiun coenuHeHus Popmysl 21 ¢ H-OyTHIUIMTHEM B MPUCYTCTBUU
OpPraHUYEeCKOro PaCTBOPUTEIIS U KaTAIU3aTOPa Ha OCHOBE MEPEXOJHOr0 METaJlIa [JIsl TIOJIyYEeHUs

coequHenust Popmyinsl 22
2 HO,

“OSi(R%),

21 22

rae R® npencrasnsier co6oit Ci anku unu GeHun; u

xvi) npeobpazoBanus coequaeHuss Popmyiiel 22 B coenuHerne @opmysr L.

8. Criocob mo 1.7, riue KaTtajau3aTop Ha OCHOBE MEPEXOAHOTO MEeTalld, MCIIONb3yeMblid B
CTaJUH XV), BKIIFOYAET COSTUHEHNE FITH KOMIUIEKC, K&KABIH U3 KOTOPBIX BKIOUaeT Cu B CTeNeHU
okucyeHus +1.

9. Cnoco0 mo 1.8, rie KaTamu3aTop Ha OCHOBE NMEPEXOAHOI0 METalla, HCIIONb3yEeMbll B
cranuu xv), Bkao4yaer CuX, rme X BbIOMparOT W3 rajioreHa, amerara, OeH3o0aTa, LHAHHIA,
TMAPOKCHUIA, HUTPATa WM JIFOOOH MX KOMOMHALIUY.

10. Criocob 1o 1.8, rae kaTanu3aTop Ha OCHOBE MEPEXOAHOrO METajlla, UCTIOIb3YEMbIH B

cTanuu Xv), kimouaer Cul
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11. Criocob o 1.7, JOTOJIHUTEILHO BKIFOYAIOIINI CTAIUN
xvii) mposemenus peakuuu coemuHeHus @opmynel 19 ¢ R*-3amemeHHbIM
0eH30JICY B OHWIXKJIIOPUIOM B IIEJIOYHBIX YCIOBUSX IJIsl MOJTydeHus: coenuHenus @opmyiibl 20,

rae kaxapiii R* nesasucumo sriGupatrotr uz —H uma C1-3 ankuna; u

HO OH

"OSi(R%)3

19 20

xviii) mpoBeneHusi peakunu coeguHeHuss Popmynbl 20 ¢ METAHOJOM B IIEJIOYHBIX
YCJIOBUSIX JUIS OJTy4eHus: coequHennst Popmyisl 21.

12. Crioco0 no .11, JONOJHUTENBHO BKJIFOYAOLIUN CTaaUH

Xix) nmpoBeAeHus peakuuu coenuHeHus Popmybl 16 ¢ BOCCTAHOBUTENIEM J1JIS ITOTYYEHUS

coenuHenust Popmyisl 17,

(R?)3Si0 (R?)3Si0
/7/\08i(R2)3 OSi(R?)3
H
0
OR!’ H OR! H
16 17

XX) MpOBEJIEHNs peakiuu coenuHenus nyHkra 17 gopmynsi usobperenus ¢ Si(R*);Cl B

LIEJIOUHBIX YCJIOBUSX AJIsI MOJydeHus coenudenus @opmyne 18; u
(R?)3Si0

OSi(R?),

OSi(R3)5

18

XXi) BBIOOPOYHOTO CHATHS 3alUThl ¢ coenuHeHuss Dopmynbel 18 nmns monydeHws
coenuHenust Popmyisl 19.
13. Crioco0 o m.12, JONOJHUTENBHO BKJIFOYAOLINN CTaaHH!

xii) runporenusauuu coequHeHust @opmyisl 15
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B TPUCYTCTBHM CHHPTAa WIH HeoOs3aTenbHO 3amemeHHoro TI'® ansa momydenus

coenuHenust Popmysl 16.
14. Crioco0 1o m.12, JONOJHUTENBHO BKJIFOYAOLIUA CTaIHH!
X) mpoBeAeHus: peakunu coenuHeHus: Popmybl 12 ¢ BOCCTAHOBUTENEM IS TTOJTYYEHUS

coenunenust Popmynsl 13; u

12

xiv) npeobpazosanus coequHeHuss Popmyiel 13 B coenunerne @opmyner 15.

15. Cnoco® mo m.13, rme BOCCTAHOBUTENb, WCHOJB3YEMBIH B CTAAMU X), BKIIIOYAET
XHUpanIbHOE OOPAaHOBOE COCAMHEHHE.

16. Coenunenue 1o 1.15, rne xupanpHOe OOpaHOBOE COETMHEHNE BBIOMPAIOT U3

(R)-1-merun-3,3—mudennnrexcaruapormppono| 1,2—c][1,3,2]okcazabopomna, (R)-3,3—
nudenmtrekcarunponupposo| 1,2—c][1,3,2]okcazaboporna, (R)-1-6yTun-3,3—
mu¢penmnrekcaruaponuppoiof 1,2—c][1,3,2]okcazabopona,  (R)—rerparunpo—1,3,3—rpudenmn—
1H,3H-mmppoio[1,2—c][1,3,2]okcabopona, (4S)-2—metun—4,5,5-rpudpennn—1,3,2—
OKca3abopouINHA WK JIFOO0H MX KOMOMHALIUH.

17. Ciocob mo 1. 14, AOMOTHUTENBHO BKIFOYAOIIUN CTAIHIO:

viii) mpoBeaeHus peakuuu coenuneHus @opmynsr 11
OH

C OKHCIUTEJbHBIM AareHToM Ui NoJydeHus coenuHenuss Popmynel 12, rae
OKHUCJIMTENbHBIN areHT Bkiaroyaer MnOs.

18. Crtoco0 mo .17, JONOJHUTENBHO BKJIFOYAOLINN CTaIHH:

i) mpoBeneHus peakuuu coenuHeHus Popmysbl 9 € OKHCIUTENbHBIM areHTOM MJis

nostydyenus coenuaenust @opmyisl 10; u
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CHO

OR! OR!
9 10

ii) nposenenus peaxuun coenuHeHus Popmynsl 10 ¢ coenunenuem Popmynel S B
IIPUCYTCTBUHM OCHOBAHUS U OPTAaHUYECKOTO PACTBOPUTEIS AJIs MONYy4YeHUsl coequHeHUs] POpMyJIb

11
0Si(R?);
OSi(R?),
H Z

5

19. Cniocob mo m.17, rae OKUCIUTENbHBINA areHT, UCTIONb3YEeMbIH B CTaIUH 1), BKJIFOYAET
MnO; unu nepuonusan Jlecca-MapTuHa.

20. Cnocob no 1n.18, rae ocHOBaHHE, MUCTONBb3YEMOE B CTAIUH ii), BKIIOUAET PEareHT
ANKUJITUTHHN.

21. Criocob no 1m.20, rae peareHT alKUIUTUTHH MIPEACTABISsIET COO0H 6mOp—Oy THIUTUTHIA.

22. Cnocod® mo m.18, roe opraHudecKkuil pacTBOPUTEINb, UCIONB3YEMBIH B CTaauu ii),
BKJIFOYAET MEHTAaH, TeKCaH, IUKJIOTeKCaH, renraH, Terparuapodypas, 1,4—11oKkcaH, AU THIOBBINA
3¢up, neTpoNeHHbIN 3PUp, METUI—Mpem—OyTUIOBBIN 3up WiHu OO0y NX KOMOHUHALIHIO.

23. Cnocob® mo m.22, rae OpraHuvecKUil pacTBOPUTENb, UCIONB3YEMBbIH B CTaauu ii),
BKJIFOUAET METHII—pem—O0yTUIOBBIN 3dup.

24. Cniocob 1o 1118, JOTOJHUTEIPHO BKIFOYAIOIIUNA CTAUH!

iv) KuIsiyeHust ¢ oOpaTHBIM XOJIOAMIBHUKOM coennHeHuss @opmyinbl 1a B mpUCyTCTBUU
METaHOJIa JJIs1 TONTy4eHust coequHeHuss Popmyisl 1, 3.1. KOTOPOTo Bbllle 4eM NMpumepHO 99%;

NO,

o)

L\/o NG, o
S LA_OH

1a 1

V) poBesienust peakiuu coeaunenus @opmynbl 1 ¢ SiCI(R?)3 B ENOYHBIX yCIOBUSX s

NoJIy4eHus coequHennst PopmyJsl 2;

0
LA _0Si(RY),
2

vi) mpoBeneHus peakuuu coequHeHus @opmyinsl 2 ¢ 1-TpumeTHICHINI— ] —IPONMHOM JJIst

noJyy4eHus coequHennst Popmyisl 3; u
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OH
OSi(R?)3
/\A/
T™S 3

vii) mpeoOpaszoBanus coenunenust Popmyisl 3 B coenuneHne Popmysl S.

25. Crioco6 1o 11.24, JOTOJHUTENBHO BKJIFOYAOIIMI CTAIUH;

xxii) mposeneHust peakuuu coeauHeHuss Popmynbl 7 ¢ 3-TajoreHnporn—l-eHom B
NPUCYTCTBUHM OCHOBAHUSI U OPTaHUUECKOr0 PAaCTBOPUTEIIS ISl MOJTyUeHHsI coeuHeHus1 PopMyIibl

8 n
o SiRs o SR
X
OR' OR!
7 8
Xxiil) CHATHUSA 3a1UThI ¢ coequHeHuss PopmyJiel 8 A nosyueHus coequHeHus PopMyJibl
9.

ITo noBepenHoOCTH
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