IIpeanoceliky n300peTeHns

JlanHOE W300peTeHHe OTHOCHTCS K TIOIyde-
HUIO 3aMEIICHHBIX MPOU3BOJHBIX XPOMaHOJa M K
MTPOMEKYTOUHBIM COCTMHEHUSAM, KOTOPBIEC TIOJIE3HBI
MIpU YKa3aHHOM ITOJIYYCHHH. 3aMelleHHBIC MPOU3-
BOJHBIE XPOMAaHOJIA, KOTOPHIE TOJY4alOT B COOT-
BETCTBUU C HACTOSAIIUM H300pETEHUEM, MU3BECTHBI
[my6nukanus mexayHapoanoit 3aseku PCT Ne WO
96/11925 (omy6aukoBana 25 ampens 1996 r.); my6-
nmukanus MexayHaponuoid 3asBku PCT Ne WO
96/11920 (omy6aukoBana 25 ampens 1996 r.); my6-
nmukanms MexayHaponHoid 3asBku PCT Ne WO
93/15066 (ony6aukosana 5 aBrycra 1993 r.)]. Co-
JIep’)KaHHuEe BCEX BBIMICYMOMSIHYTBIX MEXKIyHApO.I-
HeIX 3assBOK PCT BKIIOYEHO 311€Ch ITOCPEICTBOM
CCBIJIKH.

Ussecten (WO 96/11925) crioco6 monydeHust
coenuHeHUsT GOpMYITBI X

WIIM DHAHTHOMEPA YKa3aHHOTO COCIAUHCHHMS, TS R,
R? u R® umeror 3HAYCHUs, OTIpeIeTICHHbIC HUXKE,
[P KOTOPOM COCITUHEHHE (POPMYIIBI

XXy

WM HAHTHOMED YKa3aHHOTO COeTUHEHHS (hopmy-
a1 XXV, roe Rl, R’y R® TaKkue, Kak ONpeJeIeHO
BBINIe, 00pabaThIBAIOT W30BITKOM METHIIMOAHIIA C
MOCJICIYIONUM OMBUICHUEM TOJIYYCHHOW UMHHUE-
BOM COJM IIEJIOYBI0 B BOJC MM B CMECH BOJLI U
CMEIIIUBAOIIETOCS C HE COPACTBOPUTEIIS.

B 3amavy HacTOSIIEro M300pETEHUS BXOIUIO
CO3/IaHHE HOBOTO aJbTEPHATHBHOTO CIIOCO0a MOy-
YCHHsI M3BECTHBIX MPOU3BOJIHBIX XPOMAaHOJA C HUC-
MOJIb30BAHMEM HOBBIX TMPOMEKYTOUHBIX COCIHUHE-
HUH.

3amelnIeHHbIe TIPOU3BOIHBIE XPOMAaHONA, KO-
TOpBIE TOYYal0T B COOTBETCTBUW C JTAHHBIM H30-
OperenueM, HHrHOUpyIoT neiicteue LTB, (sefikor-
pucna B,), Kak 3TO pacKphITO B 3asBKE HA MATCHT
CHIA cepuiinbiii HOMep 08/295827, ymomsiHyToi
Beilie. B kauectBe antaronuctoB LTB, 3amemen-
HBIC MIPOM3BOIHBIC XPOMAHOJA, KOTOPHIC MOTYYArOT
B COOTBETCTBHHU C IAHHBIM H300PETCHUEM, ITOJIC3HBI
OpU JICUCHUHM 3a00JIeBaHUI, KOTOPHIC BBI3BIBACT
LTB,4, Takux Kak BOCHAJIWTENBbHBIE HAPYIICHUS,
BKIIIOYasi PEBMATOMIHBIN apTpUT, OCTEOApTPHT,
BOCTIAJIEHUE KHUIICYHUKA, IICOpHa3, dK3eMy, dpPHUTeE-
My, 3y, BOCIAJCHHE CalbHBIX dJXKeJe3, WHCYJIbT,
OTTOpP)KEHHUE TpaHCIUIAaHTaTa, ayTOMMMYHHBIE 3200-
JIEBAHUS U aCTMY.

CymHocTs H300peTeHus

JlanHOoe M300peTeHNe OTHOCUTCS K CIIOCO0Y

MOJYYCHUS COCAMHEHUS (DOPMYJTBI
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WIN SHAHTHOMEPA YKA3aHHOTO COCJUHEHUs, Te B
yKa3aHHOM COerHeHUH (POpMyIibl X IPYIIHPOBKA
R3-3aMeleHHoi GeH30HHOI KHCIOTHI MpUcoeaHe-
Ha MO aroMam yriiepoja 6 u 7 XpOMaHOBOTO KOJIb-
ua;

R MpeICTaBIsAET CO00M -(CHz)qCHR5R6, roe
g sBasietrcst unciiom ot 0 1o 4,

KaXK (I R?> u R® mesaBucumo BBIOpaH U3
rpyImIbl, KOTopyo cocraBisitoT H, ¢rTopo, xiopo,
(C1-Cg)ankmn, (C1-Cg)ankokcu, (GpeHUICYIbOUHII,
denmncynapdornn u -S(O),((C1-Ce)ankumn), rme n
sBasiercst unciioM ot O 10 2 u rae ykaszaHHas ai-
KWJIbHASI TPYIIA, alKUIIbHAs TPYIIUPOBKA YKa3aH-
HbIX rpymnin ankoked U -S(O)n((Ci-Ce)ankun) u de-
HUJIbHASL TPYIIHUPOBKA YKA3aHHBIX (HEHUICYIb(u-
HUJIBHOM U (heHUICYIb()OHMITBHON TPYIIT BO3MOXK-
HO 3aMelIeHbl proprpymnmnamu 9uciom ot 1 1o 3;

R® npencrasisier co6oii H, (Cq-Ce)alkmm wim
R?-3aMeIeHHbII (eHNIT;

R® mpencraBmsier coboit H, (Cp-Ce)ankmm,
(Cs-Co)umkmoankui, (eHwt, Ha(TUI, THPUIAI,
Gbypui, THEHWI, W30XUHOIMI, MHPUMHUIUHUIT HIH
MUPA3HHWI, TJ€ TOCIeIHHE BOCEMb TPYII BO3-
MOYHO 3aMEIEHbl OJHUM WA JABYMS 3aMeCTHUTE-
JISIMH, HE3aBUCHUMO BHIOpaHHBIMHU U3 (peHmIa, R’ u
(eHnIIa, 3aMEIEHHOT0 OXHUM Wi ABYMs R

[PU KOTOPOM COEIMHEHHE (POPMYJIBI

CO,R* g2 oM

Rl

WIN DHAHTHOMEP YKa3aHHOTO COEAMHEHUs GopMmy-
abl |X B citydae mosrydeHUsl SHAaHTHOMEpa yKa3aH-
HOTO COeIMHEHUs (GopMynsl X, Tae Rl, R2u R®
TaKWe, Kak ompeneneHo Beime, R mpexcrasiser
coboit (Ci-Cg)ankuin, a OeH30aTHas IPYIIIHMPOBKA
MPUCOEIMHEHA B MOJOXKEHHH 6 min 7 XpOMaHOBOTO
KOJIbITa, 00pabaThIBAIOT OCHOBAHUEM.

B yka3aHHOM croco0e TOJIydeHHUs] CoeluHe-
Hust popmynsl X coexanHenue Gopmynsl | X npen-
MOYTUTEIBHO 00pabaThIBAIOT BOAHBIM T'MAPOKCHUI-
HEIM OCHOBaHHeM, R IIPEOUTHTENBHO PECTaB-
nsier coboit  Oenswi, 4-¢rTopOensmn, 4-¢peHui-
oeH3wi, 4-(4-dpTopdennn)-Oen3mn win GeHITHI, R?
MPEANOYTUTENHHO TPEICTaBIIsIET COO00M BOAOPO.
Wi ¢ropo, R® MPEANOYTHTENBHO MPENCTABISLET
co00it (hTOopo, XJIOPO WM METHIJ, BO3MOXHO 3aMe-
IICHHBIA aToMamu (hTopa B KojmdecTBe oT 1 110 3, a
R* mpeamouTHTENBHO MPEACTABISET COGOH OTHI
i 2,2-puMerwinponmt. Hawbosee mpeamnodru-
TEJILHO yKa3aHHOe coefinHeHue Gpopmyssl | X obpa-
0aTHIBAIOT OCHOBaHMEM, COJEPKallUM BOJHBIH
THIPOKCU/ HATpusi, yKa3aHHOe coemauHeHue op-
Myiabl | X mpencraBiser coOOH STHIOBBIA 3dup
(3S4R)-2-(3-6eH3MI1-4-THAPOKCUXPOMAH-7-1T)-4-
TpUPTOPMETHIOCH30{HOW KHCIOTHI M YKa3aHHOE
coenuHeHne GopMynbl X TpeAcTaBiseT coboit



(3S,4R)-2-(3-6eH3U-4-rHAPOKCUXPOMAH-7 -HJ1)-4-
TPUPTOPMETIIIOCH3OMHYIO KUCIIOTY.

CornacHo ele OJHOMY acleKTy HACTOSILIEro
M300peTeHns ykazaHHOe coennHeHue GpopMyisl | X
VITH SHAHTHOMEp YKa3aHHOTO CoemuHeHus, rae R’
RZ, RPu R Takue, Kak OMpPEJIEIICHO BBIIIE, IOJTY-
4aroT 00paboTKOM coennHEHNsT (POPMYITBI

OH
R %

(HD),B

WM SHaHTHOMEpa YKa3aHHOTrO coeiuHeHus Qop-
mynbsl VI B ciydae monydeHus >HaHTHOMEpa CO-
emunenns popmyinsr 1X, rae R' 1 R? Takme, kak
OIIPENIeNICHO BBIIE, a TPYNIUPOBKAa OOPOHOBOH
KUCJIOTHI IIPUCOEIMHEHAa B IIOJOXCHHH 6 w7
XPOMaHOBOTO KOJIbLa, COSMHEHUEM (HOPMYJIbI

CO,R*
7 VI
R3
rie R® u R* takue, xak ompenesieHo Beime, a Z
npejacTaBisier  coboit  ramoreHo  win  (C1-Cy)

nepPTopaTKIWICYIb()OHAT, B IPUCYTCTBUH OCHOBA-
HUSL WK coi (PTOPOBOAOPOHOM KHUCIOTHI H Mall-
JIaJUeBOTO KaTaJIu3aTopa.

B ykazaHHOM crioco0e Mmoy4eHus IPOU3BOJI-
cTBa coemuHeHUs Gopmyinsl | X wim sHaHTHOMEpA
YKa3aHHOTO COCTUHCHUS MPEANOYTHTCIBHBIC 3a-
MECTHUTEIIH IS Rl, Rz, R® u R* sastorcs Takumu
e, Kak 0003HaYCHO BBIIIE VISl YKa3aHHOI'O CIIOCO-
0a npousBojicTBa coenuHeHus Gopmynsl X. B npy-
TOM TIPECAMOYTHTEITHLHOM BOIUIONICHUU Z TIPE/ICTaB-
JsieT co00i TalloreHo, OCHOBAHHE WIH COJIb PTOPO-
BOJOPOHONW KUCJIOTHI BHIOpAHBI W3 KapOoHaTa Ha-
TpHs, TPUATUIIAMHUHA, OMKapOOHaTa HATPHs, KapOo-
HaTa 1e3us, oprodocdara kamus, Gropuma Kajws,
¢dTopuaa 1e3us, THAPOKCHIA HATPHS, THAPOKCHIA
Oapus u GTopuaa TeTpabyTHIAMMOHWS, MMajuIaIue-
BBIH  KaranM3aTop  BbIOpaH W3  TETPaKHUC
(tpudenundochun)namnangus  (0), auxmopOHc-
(Tpudenmndochun)namnanus (I11), auerata namia-
mus  (I1), nmumepa xyopuma — alTMINAIUIAINS,
Tpuc(nubensmwmuaeHaneron)aunamianus (0) u 10%
nayragus Ha yriepoxe. Hawmbomee mpenmodrtu-
TEJEHO OCHOBaHWE WM COJb (PTOPOBOJOPOIHOM
KHCIIOTHI MPEACTABISET COO0H (BTOPUI Kaus, maj-
JIaIUEeBBIA KaTaau3aTop npencrasisier coboi 10%
naJuIagvii Ha yriiepoje, coenunenne Gopmyist VIl
MIpPEeCTaBIsICT coboit (3S,4R)-(3-0en3mn-4-
TUIPOKCUXPOMAH-7-HJ)-00pOHOBYIO  KHCIIOTY, a
coenunenue ¢popmyinsl VI npencrasnser coboit 2-
Hoxn-4-tpudropmeTHIOEH30aT.

CoryacHO eIe OJHOMY acleKTy 3TOro H30-
Operenust coenunenne ¢opmyasl VI wnm sHan-
THOMEp yKa3aHHOTro coeauueHus, rae RT u R? Ta-
KHE, KaK OIPEJENICHO BbIIIE, MOJY4alT o0pador-
KOH coeTMHEHMST (POPMYITBI
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VI

WIA SHAHTHOMEpa YKa3aHHOTO COCOMHEHUs ¢op-
mynbl VI B ciydae modydeHHs SHaAaHTHOMEpa CO-
enunenns popmynst VI, rze R' n R? takue, kak
OTIPEJICIICHO BhIMIE, a X MpeCcTaBisieT co0oi rayo-
TeHHU]l ¥ MPUCOEIUHEH B MOJOXEHUH 6 wiu 7 Xpo-
maHoBoro kousbna, (1) (C;-Cp)ankwmiutuem u (2)
OOPUPYIOIIMM arcHTOM.

B ykazanHoM criocoGe TpOW3BOJCTBA COCAHU-
HeHust popmyasl V1| wim sHaHTHOMEpa yKa3aHHOTO
COCAMHEHUS MPEANIOYTUTEIbHBIE 3aMECTHTENH IS
R' u R? SBISIOTCS TAKUMH, KaK 0003HAYCHO BBILIC
IUTA YKa3aHHOTO CIIoco0a MPOW3BOJCTBA COEAHMHE-
Hus Gopmynsl X. B apyrom mpeanouTUTebHOM
BOIUIOMICHHH X TPEACTABIIAECT COOOW OpoMO HITH
1omo, a ykazanHoe coeauHenue popmymnsl VI 06-
pabarsiBaroT (1) MeTwutheM, (2) OyTHILINTHEM U
(3) ykasaHHBIM OGOPHMPYIOIIUM AreHTOM, KOTODBIM
BBIOMpaloT n3 GopaHTeTparnapodypaHOBOTO KOM-
IUIeKCa, TPUHM3OMponuiIdopara U TpUMETHIOOpara.
Hanbonee mpennodtuTensHO coeauHEHHE (GopMy-
el VI mpencrasnser co6oit (3S,4R)-3-6en3min-7-
OpomMxpomaH-4-011, @ yKa3aHHBIH OOPUPYIIUHA areHT
MpEeACTaBIsAeT co0ol  OopaHTeTparuapodypano-
BBII KOMILIEKC.

CoriacHo emie OJHOMY acIeKTy 3TOTO H30-
Operenus coequHenune Gopmynsl VI nmm sHaHTHO-
Mep YKa3aHHOTO COSAMHCHHUS, TIe Rl, R?u X Ta-
KHe, KaK OIpEeNeIeHO BBIIIe, TMOIydaroT o0padboT-
KO# coemHeHust (POpMYJIbI

OH

WIN JHAHTHOMEpa YKa3aHHOTO COeAMHEHUs: Qop-
MyJbl V B cilydae TMOJIydeHHUs] JHAHTHOMEpPa COC/IH-
Henus popmynsr VI, rae Rl, R?u X TakHe, Kak
OTPE/ICIICHO BHINIC, W X IPUCOCIAMHCH B ITOJIOXKE-
HUM 4 win 5 GeHUITBHOTO KOJbIa, a Y MpeIcTaBIis-
eT co00#l raJoreHO WM HHUTPOTPYIITY, OCHOBAHU-
€M, BO3MOXHO B IIPUCYTCTBUU JOOABICHHBIX COJICH
ME/IH.

B ykazaHHoM crocobe TpOU3BOJCTBA COCIHU-
HeHust popmyisl VI UM 3HaHTHOMEpa yKa3aHHOTO
COCIMHEHUS MPEANOYTUTEIbHBIC 3aMECTHTENH IS
Rl, R?u X sBnsioTcs TaKMMU, KaK 0003HAYEHO BBI-
1Ie JUisi YKa3aHHOTO Croco0a MPOU3BOJICTBA COCIH-
venust popmynsr VII. B apyrom mpeamodrurens-
HOM BOIUIOIICHUH Y MPEICTaBIsACT COOOM raiore-
HO, a YKa3aHHOC OCHOBAaHHWC MPEACTaBISICT COOOM
TPET-OyTOKCUA Kaus, OHC(TPUMCTHIICHIIIII)aMU]
HATpUsl, OUC(TPUMETHIICIMI)aMUA Kaus, KapOo-
HAT Ie3usl WK ruapun Hatpus. HamOomee mpen-
MOYTUTEIBHO YKa3aHHOE OCHOBAHUE MPEICTABISIET
c0o00H TpeT-OyTOKCHI Kajws, a COeOUHEHHE (op-
mysbl V nipeacraBisieT coboit (1R,2S)-2-6ensu-1-
(4-6pom-2-pTopdenmn)-nponan-1,3-auom.



CornacHo eme OJHOMY AacCIEKTy 3TOr0 H30-
Operenust coenruenue GopMysbl V WM €ro dHaH-
THOMED, T Rl, Rz, X u Y Takue, Kak OINpeaesieHO
BBINIE, IMONYYaroT 00paboTkoi coemuHeHus Qop-
MYJIBI

WM SHAHTHOMEpa YKa3aHHOTO COEOMHEHUs ¢op-
Mynbel |V B cinydae momydeHus] dHaAHTHOMEpa CO-
enuHeHus Gopmyiel V, e Rl, RZ, X u Y Takwe,
KaK OIIpeNleJIeHO BhIIIe, U X MPUCOCIMHEH B IOJIO-
JKeHUW 4 uiu 5 GeHWIBHOTO KOJbIla, a X Mpel-
craBisieT coboit (R)-4-OeH3mI-2-0KCa30IHIUHOH,
(S)-4-6en3un-2-okcazonuaunon, (4R,5S)-4-meTui-
5-benunokcazonmuaun-2-on wim (4S,5R)-4-metmi-
5-(heHnI0KCa30UINH-2-0H, TPUCOCIMHEHHBIA O
aTOMY a30Ta OKCa30JUINH-2-0HOBOTO KOJIBIA, THI-
PHUIHBIM BOCCTAaHABIIUBAIOIINM arcHTOM.

B yxazanHOM cmoco0e MpOHM3BOACTBA COEIH-
HeHus: Gopmynsl V wim 3HaHTHOMEpPa YKa3aHHOTO
COCIMHEHUS MPEANOYTUTENFHBIE 3aMECTUTENH IS
Rl, Rz, X u Y SABISIOTCSA TaKMMH, KaKk 0003HAY€HO
BBIIIIE /IS YKa3aHHOTO CIIOocO0a MPOM3BOICTBA CO-
enunenust ¢opmynsl VI. B apyrom npeamnourn-
TEJILHOM BOIUIOLICHUU YKa3aHHBIM BOCCTaHABIIHU-
BAIONIMM arcHTOM SIBIIICTCS OOPTHIPUI JIUTHS,
ATFOMOTUAPUJ JTUTHS, OOPTHIAPUI HATPHSI WK OOp-
ruapu  Kanelnus. Hawbonee mNpennoOYTHTEIHEHO
coenuHenue Gopmynsl |V mpencrasnser coboit 1-
METHII-2-TTUPPOTHTAHOHOBBIH COJIbBAT [4R-
[3(2R,3R)]]-4-0en3mn-3-[2-6eH31-3-(4-6pom-2-
(dbropdennn)-3-ruaApoKCUTIPOTTHOHMIT |-OKCA30ITH-
quH-2-oHa  win  [4R-[3(2R,3R)]]-4-0enszmin-3-[2-
6en3mi-3-(4-6poM-2-hropdernn)-3-ruAPOKCUTIPO-
TMHOHII|-OKCa30JUANH-2-0H, & YKa3aHHBIH BOCCTa-
HABJIMBAIONINIA arcHT MpeACTaBIsAeT co0oi Oopru-
Y TATHSL.

CornacHo eme OJHOMY AacCIEKTy 3TOr0 H30-
Operenust coenuHenue ¢popmyinst |V uim sHaHTHO-
Mep YKa3aHHOI'O COeIMHEHUs, T1e Rl, RZ, X, XcuY
TaKue, KaK OMPEICICHO BBIIIC, MOJIYYal0T 00padoT-
Koit coexuuenmst Gopmyis R-CH,C(0)-X,, rae R
u X, Takue, Kak onpejeneHo Beie, (1) kucaoToi
JIptouca, (2) ocnoBanueM u (3) coeauHenueM ¢Gop-
MYJIBI

rae R?, X u Y Takue, Kak onpesencHo Bbime, u X
MIPUCOEANHEH B TOJIOKEHUU 4 Wi 5 peHumpHOoTro
KOJIbLIA.

B ykazanHOM crioco0e MpOU3BOJCTBA COE/N-
HeHust Gopmyasl |V umm sHaHTHOMEpa yKa3aHHOTO
COCIMHEHUs NPEANOYTUTEIIbHbIC 3aMECTHTEIH IS
Rl, Rz, X, X, 1 Y SBIAIOTCS TaKMMH, Kak 0003Ha-
YCHO BBIIIC JUI YKa3aHHOTO CIIOCO0a MPOU3BOJICT-
Ba coenuHeHus Gopmynel V. B npyrom mpenmou-
TUTEILHOM  BOIUIOIICHUM  yKa3aHHas  KHCJIOTa
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Jlbronca mpexacraBnsieT CcOOOHM TaJOTEHHMI WIH
cynmboHaT Oopa, a yKa3aHHOE€ OCHOBaHHE TMPEI-
CTaBJsIeT COOOM TPUATUIIAMHH HITH JIUHA3OTPOIIHI-
TuamuH. Haunbosee mpeamnouTHTeNbHO YKa3aHHOE
coemunuenne opmynsr R-CH,C(O)-X. npexncras-
nsiet coboit (R)-4-6en3ui-3-(3-QpeHUIIpOITHOHII)-
OKCa30JIMINH-2-0H, YKa3aHHOE COeTuHEHHe ¢op-
myasl |l mpencraBmser  coboit  4-Opom-2-
¢bropbeH3anpaerun, ykasaHHas kucinora Jlprouca
npeAcTaBsieT codboi anbyTminooprpudar, a yka-
3aHHOE OCHOBaHHE MPEJICTABIIET COOOH TpHUAITHIIA-
MUH.

CorylacHO emie OJHOMY acHEKTy 3TOTO H30-
Operenus coequHenne Gopmynsl |V wmm sHaHTHO-
Mep YKa3aHHOTO COCIMHEHUS, TIIe Rl, Rz, X, X.nY
TaKue, Kak ONpeIesieHO BBIIIE, TOTyJatoT 00padoT-
Koit coenuuenmst Gpopmyisr R-CH,C(0)-X,, rae R
u X, Takue, KaK onpejeseHo Beie, (1) rajgoreHu-
mom tutana (1V), (2) ocHoBaHHMEM, BO3MOXKHO C
nocneayooneid 00padoTKoi TOHOPHBIM JIUTaHIOM,
u (3) coemuneHneM GopMyIIbI

RE

111
¥
rae R%, X u Y Takue, Kak ONpeIeNeHo Bbime, 0 X
MPHUCOCIUHEH B IMOJIOKEHUH 4 Win 5 (eHUIBHOTO
KOJIBLIA.

B ykazaHHOM crioco0Oe MPOU3BOJCTBA COCHH-
HeHust popmyisl |V nnm sHaHTHOMEpa yKa3aHHOTO
COCITUHEHUS MPEIIMOYTHTEIFHBIC 3aMECTUTEITH IS
Rl, RZ, X, X, 1 Y SBISIOTCS TaKMMH, KaKk 0003Ha-
YEHO BBILIC ISl YKA3aHHOI'O CIoco0a MpPOU3BOJCT-
Ba coenuHeHUs: Gpopmynsl V. B npyrom mpemmod-
TUTEJBHOM BOIUIOIIECHUN YKa3aHHbBIA TralOreHun
tutana (IV) sBIsSeTCS TeTpaxJOpWAOM THTaHA, a
YKa3aHHOE OCHOBAHHUE SIBJISETCS TPETUYHBIM aMHH-
HBIM WJIHA TPETUYHBIM JHAMUHHBEIM OCHOBaHUEeM. B
JIPYTOM TIPEAMOYTHTEIHHOM BOIUIOIICHUM YKa3aH-
HOC OCHOBAaHHUC SBJSICTCS TPHUATHIAMHHOM IIH
N,N,N',N'-TreTpamMeTimITHICHIUAMIHOM, a 3a yKa-
3aHHOU 00pabOTKOW YKa3aHHBIM OCHOBaHUEM ClIe-
nyer oOpaboTka MTOHOPHBIM JIMTAHIOM, KOTOPBIi
BBIOpaH M3 |-METHUI-2-TTMPPOTUANHOHA, TUMETHII-
dbopmamua, 1,3-mumernn-3,4,5,6-teTparuapo-
2(1H)-nupumuarHoHa, TpHdTHIPochaTa u 2,2-
munupuania. Hamboniee NpeamouTHTENBHO —yKa-
sanHOe coemmHenne Qopmyiast  R-CH,C(O)-X
npeacraBimsier  coboit  (R)-4-6en3min-3-(3-pennn-
MIPOIMOHII)-OKCa30IUINH-2-0H, yKa3aHHOE CO-
ennHenue ¢opmynsl |l mpencrasnser coboii 4-
OpoM-2-(hTopOeH3aNBICTH, YKa3aHHOE OCHOBAHHE
npencrasiusier coboit  N,N,N',N'-retpamernnstu-
JICHTUAMUFH, a YKa3aHHBIH TOHOPHBIN JTUTaHJ MPE]I-
cTaBisieT co00i 1-MeTHI-2-nupposTuIoH.

CoryacHO ellie OJHOMY acCHeKTy 3TOr0 H30-
OpeTreHus ykazaHHOe coenuHeHue Gopmysl | X wmm
SHAHTHOMEDP YKa3aHHOTO COCTUHCHWS, TJIe Rl, RZ,
R® 1 R® Takme, KaKk ONpPENCICHO BBIIIE, MONYYAOT
COYCTAHUEM COCTUHCHUS (POPMYITBI



VI

WIM SHAHTHOMEpa YKa3aHHOTO COCAMHCHHS B CIIy-
Yae MOJIydCHHs SHAHTHOMEpA COCOMHEHUs (opMy-
usl | X, Toe R'u R? TaKue, KaK ONpeAesieHO BHIIIE, a
X', KOTOpBIH MPUCOCAUHECH B MOJIOKCHUU 6 i 7
XPOMaHOBOTO KOJIbLIA, TPEACTaBiIsieT co0oil raio-
redo i (C;-Cy)uepdropankuncynbdoHar, ¢ co-

eIMHeHUueM (OpMYJIbI

0 OR*

B(OH),
X1V

RJ
rae R® u R® Takue, kak OmpeiesieHO BhINIE, B TIPH-
CYTCTBUHM OCHOBAHUS WJIH COJH (DTOPOBOIOPOIHOM
KUCJIOTBI ¥ NAJUIA/INEBOTO KAaTalIU3aTopa.

B crnocobe mpousBozicTBa coemuHeHUs Qop-
MyJbl | X Wiu SHaHTHOMEpa YKa3aHHOTO COEIUHe-
HHS, KaK M3JI0KEHO HEIOCPEACTBEHHO BBIIIE,
MPEAMOYTHTELHBIC 3aMECTUTENN IS Rl, RZ, R u
R* sSBISIOTCSA TAKMMH, KaK 0G03HAYCHO BBIIIE UL
criocoba noiydeHus: coeauHeHus: ¢opmynsl X. B
JPYroM IPEANIOYTUTEIHHOM BorutonieHnn X' npea-
MOYTUTENBHO TpeNCTaBiIsieT coboit Opomo, iomo
Wi TpuTOPMETAHCYTH(POHAT, MAJUIAIUEBBIA Ka-
TalM3aTOp NPEANOYTUTEIBHO BBHIOpaH W3 TeTpa-
kuc(tpudpenunpochun)namiagus  (0), muxiop-
ouc(tpudpenmidochun)namnanus  (II), amerara
namwtaaus (1), auMepa xiopuaa ajuTdINaIagns,
Tpuc(aubensmwuaeHaneron)aunamanus (0) u 10%
najulaidsl Ha Yriiepoje, a OCHOBaHWE WIIH COJIb
(TOPOBOIOPOTHOM KHCIOTHI BHIOPAaHBI U3 KapOoHa-
Ta HATpHS, TPUITHIAMHHA, OWMKapOOHATa HATpU,
kapOoHarta me3usi, oprodochara kamms, ¢ropuna
Kanusi, Gropuaa 1e3us, THIPOKCHAA HATpHs, THI-
pokcuza Oapust u (TopHAa TETpadyTHIAMMOHMUSL.
Hawubonee mpennoututensHo coequHeHHe (opMy-
mel VI mpencrasisier coboit (3S,4R)-3-6en3nn-7-
Opomxpoman-4-om, coeguHeHue Gopmyasl X1V
nmpencraBiasieT coboit  2-(2,2-AMMETHIPOOKCH-
KapOOHMI)-5-TpU()TOPMETHIOEH30I00POHOBYIO
KUCIIOTY, OCHOBaHHE WM COJb (PTOPBOAOPOIHOI
KHCIIOTHI TIPEACTaBIIsIeT co00i kapOoHAT HATPHS, a
NaJUIaINeBBIN  KaTalu3aTop IIPENCTaBIsIeT Cco0OM
terpakuc(rpudpenmndochun)namiaauii (0).

CornacHo eIe OJHOMY acleKTy 3TOro H30-
6perenns coemuuenne hopmyst X1V, roe R®u R?
TaKue, KaK ONPE/IEICHO BBILIE, OIYYaroT IHAPOIIH-
30M COETMHEHUS (OPMYITBI

0 oR*
o (S 8
Booome MRy
O~cchy),

R3

rIe R®u R Takue, KaKk ONpeAesIeHO BBIINIE, IMyHK-
TUPHAs JIMHUS 0003HAYACT CBSI3b WIIM OTCYTCTBHUE
cBs3M Mexxay atomMamu B u N, n ¥ M He3aBHCHMO
sBysEOTCS uncsiom ot 2 10 5, a R® MpeCTaBiIsIeT
coboit H mnn (Cy-Cg)ankun. IIpeanoutureinHo R?
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npeacraeiser coboir H, a mpeamouruTensHble 3a-
mecturern mist RS u R? Takve, Kak 0003HA4YeHO
BBIIIE [T YKA3aHHOTO CIT0c00a TOIYYEeHUS COeNIu-
HeHUsT GOPMYIIBI X.

IlpenmouTuTeNnbHO  YKa3aHHBIH  THUAPOIU3
OCYILIECTBIISIIOT C UCTIONB30BAaHMEM KUCIIOTHI, TAKOH
KaK COJISTHAas KHCJIOTa, a N U M KAl paBeH 2.
Hawnbonee npeanodTHTeNsHO yKa3aHHOE COeIUHe-
nue Qopmynst XVI mpencranser coboi 2,2-
TUMETHINPOMWIOBEIH 3dup 2-[1,3,6,2]-muokcaza-
6opokaH-2-ni-4-TpuTopMeTHIOCH30HHOW  KHCIIO0-
THI.

CorylacHO emie OZHOMY acCHEKTy 3TOTO H30-
6pererns coemunerne popmynsl XV, rae R, R u
R® Takue, KaKk ONpeNeNeHO BHIIIE, TMOTYYAI0T B3aH-
MoelcTBHeM coennHeHus: popmyisl X1V, roe Riu
R® Takne, KaKk OMpeeCHO BBIINIE, C COEIMHEHHEM
dopmyasr HO(CH,)m-N(R®)-(CH,).OH (dopmyma
XV), roe n, mu [~& Takue, KaK OMpe/Ie/ICHO BhIIIE.
B ykazaHHOM croco0e MoOJy4eHHs COEAMHECHUS
¢dopmyner XVI| mpennodTuTeNbHBIC 3aMECTHTEIH
wis R® u R* susiiotess TakuMmu, Kak 0GO3HAYEHO
BBIIIIC JUTSI YKA3aHHOTO IPOLECCa IMPHUTOTOBICHHS
coenuHenus: popmynsr X. HanbGosee mpeamnoutu-
TEebHO YyKa3aHHBIM coenuHeHue Qopmynsr X1V
MpeacTaBisieT cobod  2-(2,2-TUMETHIITPOIIOKCH-
KapOOHU )-5-TpUPTOPMETHIOECH30JI00POHOBYIO
KHCIIOTY, a YKa3aHHOe coemuHeHue Gopmynsr XV
MIPEICTaBIIET COOOH TNITAHOIAMHUH.

CoriacHo emie OJHOMY acIEeKTy 3TOTO H30-
6perenns coenunenne Gopmyst X1V, roe R® u R?
TaKHe, KaK OMPEJIEIICHO BHIIIE, TOJTYYal0T THIPOIIHU-
30M COEAMHEHUs (POPMYIIBI

0 oR*

BCOR™),
X111

e R®u R* Takue, Kak OTPEJIeJICHO BBINIE, a R’
npexacraBisier coboit (Ci-Ce)ankmn. I[peamouru-
TEIBHO YKa3aHHBIA THUAPOJIH3 OCYIMICCTBISIOT C
UCTOJIB30BAHUECM KHCIIOTBI, TaKOW KakK COJISHas
kuciora. IlpeamournrensHbie 3amMecTuTenn 1 R
u R* sBisiIOTCS TaKMMH, Kak 0G03HAYCHO BBILIE IS
YKa3aHHOTO IIPOLIECCA HM3TOTOBJICHUS COCIMHCHHUS
dhopmyiter X.

CoryacHo eIrie OJHOMY acleKTy 3TOTO H30-
6pererns coemuuerne dopmynsl X1, rae R, R* u
R’ Takue, Kak OIPENCICHO BBILIE, [OMYYa0T 00pa-

00TKOH coequHEeHHS (POPMYIIBI
oR*

Q3 X11
e R®u R* Takue, KaK OINpeIesieHO BBIIIe, METall-
JIAMUJTHBIM OCHOBaHWEM B TpucyTcTBUH TpHU((C1-
Ce)ankun)bopara.

B ykazaHHOM crioco0O¢ MPOU3BOJCTBA COCIH-
nHenust popmynsr Xl mpennoururensHble 3amec-
turemn s R® u R sBusorest Takumu, kak 06o-
3HAYCHO BBINIC IS YKa3aHHOTO cIiocoba Mmpous-



BOJICTBa coeauHeHus popmyisl X. B apyrom mpen-
MOYTUTEILHOM BOIUIOIICHHH YKa3aHHOE MeTallia-
MHHOE OCHOBaHHE, BBHIOPAHO W3 JAUU3OIPOINMIIA-
MHIA JIMTHS, JudTHWIaMuaa aartus, 2,2,6,6-
TeTpaMEeTUINHUNECpUANHA JuTHA W 0muc(2,2,6,6-
TEeTpaMEeTHINUICPUINHO)MATHHS, & YKa3aHHBIN
Tpu-((C1-Ce)ankun)oopar BbIOpaH M3 TPUH3OIPO-
nuinbopara, TpuITHIOOpaTa M TpUMETHIOOpara.
Haubonee npennouturensHo coequHeHne (Gopmy-
ae1 X1l mpencraBisier coboit  2,2-muMeTHIIIPO-
nwiIoBeld 3dup 4-TpudTOopMETHIIOCH30MHON  KH-
CJIOTBI, YyKa3aHHOE METaJUIaMHIHOE OCHOBaHHUE
MPEJCTAaBIsICT COO0M MUU3OMPOMMIAMHU JTUTHS, a
ykazaHubiil TpH-((C1-Cg)ankuia)0opaT HpeacTaBiis-
eT co00ii TPUHU30IIPONHIIOOPAT.

CornacHo eie OJHOMY acleKTy 3TOro H30-
Operenust coequHeHne (GOopMyibl X WIH dHAHTHO-
Mep yKa3aHHOTO COCTUHEHWS, TIe Rl, R? u R® Ta-
KHe, KaK OMpEeJeNIeHO BBILIE, MOABEPraloT B3auMO-
JICCTBUIO CO BTOPUYHBIM aMHUHOM (POPMYJIBI
NHRSRG, rue R°u R® TaKkHhe, KaKk ONpEeJIeJIeHO BbI-
e, ¢ oOpazoBaHueM KapOoKcuiaTta aMMOHuUs (op-
MYJTBI

RSROH,N*

"o

C0" g2

II i 0
R3

WIA DHAHTHOMEpPA YKa3aHHOTO COEIUHEHUs (¢op-
mynsl XVII, roe Rl, Rz, RS, R°u R® Takue, KakK OIl-
peneneHo Beie. [IpeqnoYTUTEILHBIC 3aMECTUTEIN
IS Rl, R? u R® apnstores TaKUMH, KaK 0003HAYEHO
BBIIIIC JIISl YKa3aHHOTO CIIOCO0a MPOM3BOJICTBA CO-
equHenns Gopmyisl X. TIpennodTuTeNbHO B yKa-
3aHHOM BTOpHYHOM amuHe R° 1 R® kasmprit mpen-
cTaBisieT co0oif muKIorekcwit. Hanboree nmpeamnod-
TUTENBHO yKa3zaHHOe coeamHenne popmynsr XVII
npejacTaBiaser  coboit  (3S,4R)-auiuKIorekcu-
aMMOHWMIA-2-(3-0eH31I-4-THAPOKCUXPOMaH-7 1)~
4-TpudTopMeTHIIOEH30aT.

H300peTeHne TakkKe OTHOCHTCS K CIIOCOOY

MOoJy4YeHUSA COCANHCHUSA (bOpMyJ'ILI
OH 0

H
R1 XVI1I

X1X
WITH SHAHTHOMEpA yKA3aHHOTO COeXMHeHus, rae R*
u X, Takue, Kak ONPeeICHO BBIIIE [ YKa3aHHOTO
crocoba TomydeHus] coequHeHust GopMynsl V, a
RY™ mpencraBmsier coGoit  (Ci-Co)amkmm, (Cp-
Co)ankeHun wid HeHu1, 3aMeLIeHHbIN rpynmoi Y B
[OJ0KEHUH 2, X B IONOXKEHUH 4 unn 5 u R% s oJl-
HOM U3 OCTAIbHBIX TOJIOKECHUH (DECHUILHON TpyII-
mupoBky, npudeM Y, X u R? Takue, Kak onpeee-
HO BBIIIE JUIS YKa3aHHOTO CIOco0a MOydeHus Co-
enuHeHus GopMyitel V mmyTeM o0pabOTKH COoequHe-
aust popmyisr R-CH,C(0)-X, rne R u X, Takwue,
Kak ompeneneHo Beimie, (1) raaoreHHIOM TUTaHA
(IV), (2) ocnoBaHueM, BO3MOXHO € IOCIIEAYIOMIEH
006paboTKO# JOHOPHBIM JIMIaHAOM, H (3) MeHee ueM
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JIByMSI OJKBUBAJICHTAMH, MPEIMOYTHTEIILHO TPH-
MEpHO OJIHUM SKBUBAJICHTOM, COCIHHEHUST POpMY-
nei RM-C(O)H, rne R Takoif, kak ompemelneHo
BBIIII€, OTHOCUTEIBHO KOJMYECTBA YKa3aHHOTO CO-
enunenns Gopmyisr R-CH,C(0)-X.. [peamourn-
TEJIbHBIE 3aMECTHUTENN M PEareHThl Ul YKa3aHHOTO
croco0a MoydYeHus YKa3aHHOTO COSTUHEHUs Qop-
Mysbl XIX nnm sHaHTHOMEpa YKa3aHHOTO COEIH-
HEHUS SBJISIOTCS TAKUMH, KaK 0003HAYEHO BBIIIE
JUL YKa3aHHOTO Croco0a MOSyYeHUs] COCIMHEHHUS
¢dopmysel |V ¢ Bcmonp30BaHUEM YKa3aHHOTO Talio-
renuaa tutana (1V).

U300peTeHne Takke OTHOCHTCS K COCAUHE-
HUIO HOPMYJIBI

U K DHAHTHOMEPY YKa3aHHOTO COCIMHCHHUS, TIC R,
Rz, X u Y takue, kKak 0003HAYCHO BBIIIC YIS yKa-
3aHHOTO CIOCO0a MOJIYYCHUS COCIUHCHHS (POpPMY-
iISAVAR

B ykazanHoMm coemuHenuu ¢Gopmyiel V u B
SHAHTHOMEPE YKAa3aHHOTO COCAMHCHHS MPEIIOYTH-
TENBHBIE 3aMECTHTEIN IS Rl, RZ, X u Y Takwue,
Kak 00O3HAYEHO BBINIE IJIs YKa3aHHOTO CIOoco0a
nostydaeHust coenuHenust ¢opmynel V1. HamGonee
MPEANOYTUTEIIFHO YKa3aHHOE COeAnHEHHE (opMy-
el V npencrasisier coboit (1R,2S)-2-6en3mn-1-(4-
6pom-2-¢ropdenwn)-nponan-1,3-1uom.

N300peTeHne TakKe OTHOCUTCS K COCIUHE-
HUIO (OPMYJIBI

VI

¥ K SHAHTHOMEpY yKa3aHHOTO COSIMHEeHHs, rae R'
u R? akue, Kak 0603HAYCHO BBIIIE [Is YKA3AHHOTO
coeauHenus Gopmyinsl V, a X' npencrasiser co0oi
ranoreHo win (C;-Cy)nepdropaikmwicynbpoHar u
NIPUCOEIMHEH B MOJOXXEHUN 6 MK 7 XpOMaHOBOTO
KOJIbLIA.

B ykazannom coeamHennu Gopmyasl VI u B
SHAHTHOMEPE YKa3aHHOTO COCTMHEHUS IPEINOYTH-
TenbHbIe 3aMecTuTenn aia RT n R? Takue xe, Kak
0003HaYeHO BHIIIE U YKAa3aHHOTO COCIUHEHHS
dbopmyier V, a X' IpeANOYTHTEIBHO TPEICTABISIET
coboit Opomo, oo wim TpudropmMeraHcyIbpoHaT.
Hawubonee npennodTuTeNsHO yKa3aHHOE COeIUHe-
uue popmynsl VI mpencrasnsier coboit (35,4R)-3-
OeH3mI1-7-0poMXpoMaH-4-0J1.

Nzo0pereHne Takke OTHOCHUTCS K COEIUHE-
HUIO (POPMYJIBI

(HO),B
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¥ K SHAHTHOMEpY YKa3aHHOIO COeIMHEeHHs, rae R
1 R? Takue, Kak 0003HAYEHO BBIIIE IS YKA3AHHOTO
coenuHeHUs popmyisl V1.

B ykazanHoM coeamaennn ¢hopmynsl VI u B
9HATHOMEpE YKA3aHHOTO COCIHHEHHsS MPEINOYTH-
TenpHbIe 3amecturenn st R u R? Takue, Kak 000-
3HAYEHO BBIIIE JUIS YKA3aHHOTO coequHeHus (op-
mynsl VI. Haubonee mpeamnoyTutenbHO ykazaHHOE
coenunenue ¢opmynsl VIl mpencrasisier co6oit
(3S,4R)-3-6eH3u-4-TUAPOKCUXPOMAH-7-1IT)-60pO-
HOBYIO KHCJIOTY.

N3o0peTenne Takke OTHOCUTCS K COEIHMHE-
HUIO (POPMYJIIBI

¥ K SHAHTHOMEPY yKa3aHHOTO coexuHenns, rae R’
RZ, RiuR* TaKue, KaK 0003HAYCHO BBIIIC TS YKa-
3aHHOTO CIOCO0a MONYYCHUS COCAUHCHHS (OopMy-
nbl X, a OCH30aTHAs IPYNNHAPOBKA MPUCOCIUHCHA B
MOJIOKECHUU 6 WK 7/ XPOMaHOBOTO KOJIBIIA.

B ykazannoMm coenunennu ¢opmyinsl X u B
SHAHTHOMEpPE YKAa3aHHOTO COCAMHEHUS MPEIIIOuTH-
TENBLHBIE 3aMECTHUTEIH IS Rl, RZ, R®u R TaKHe,
Kak 00O03HAYEHO BBINIE IJIsI YKa3aHHOTO CIocoda
MoJTydeHust coenuHeHus: ¢opmynsl X. Hamboree
MIPENMOYTHUTENBHO coearnHenne hopMyisl | X npen-
craBisgeT co0oit stunoBelii d¢up (3S,4R)-2-(3-
OeH3mI-4-rHIPOKCUXpOMaH-7-ui)-4-Tpud Topme-
THUJIOCH30MHON KUCITOTHL.

U300peTeHne TakkKe OTHOCUTCA K COCIMHE-
HUIO ()OPMYJIBI
oR*

BC(OR),
X111

R
rue RS, R'u R’ TaKue, Kak 0003HAYEHO BBIIIC IS
YKa3aHHOTO CIIOCc00a TOJIYy4YEHUs] COeTUHECHUs Bop-
mynsl XIV ¢ ucmons3oBanueM coenuHeHHs (Gop-
mymst XI11.

B ykazanHom coemunennn Qopmynsr Xl
MIPEAMOYTHUTENBHBIE 3aMECTHTEIN TSI R7, RuR
SIBJISIFOTCSI TAKUMHE K€, KaK 0003HAYEHO BBILIE LIS
YKa3aHHOTO CI0c00a MOJIYIEeHUsI COSTUHEHUS Pop-
mynel XIV ¢ ucnonms3oBaHneM coenuHeHUS Qop-
myutet XII1.

H300peTeHne TakkKe OTHOCUTCSA K COCIMHE-
HUIO (POPMYJIIBI
oR*

B(OH),
R3 X1V
rIe Ru R Takue, Kak 0003HAYEHO BBIIIE JJIS YKa-
3aHHOTO coenuHeHust popmyisl XII1.

B ykazanHoM coemunennn ¢dopmynsr XIV
penouTHTENbHbIE 3aMecTuTen i R° u R* sB-
JSIIOTCSL TaKUMHM, Kak 00O3HAYEHO BBIILE JUIS yKa-
3aHHoro coenunenus ¢opmynsl XlIl. Hauboxnee
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MPEIOYTUTEIIFHO YKa3aHHOE COCIMHEHHE (PopMy-
aer XIV  npencraBmser coboit 2-(2,2-muMeTHII-
MIPOITOKCUKAPOOHMIT)-S-TPUPTOPMETHIOCH30I00PO-
HOBYIO KHCIIOTY.

H300peTeHne Takke OTHOCHUTCS K COeIUHe-
HUIO HOPMYJIBI

0 oR*
«0/(%2)"9
5'.('] """" NRY wvi
~(CH,,
R

IJic MyHKTUPHAs JTUHUS 0003HAYAeT CBS3b HIIH OT-
CyTCTBHE CBsi3M Mexay aroMamu B u N, n u m He-
3aBUCUMO SIBIIAIOTCS YUCIOM OT 2 10 5, RuR
Takue, Kak 0003HAYCHO BBIIIE ISl YKa3aHHOTO CO-
enunenns popmyist X1V, a R® npencrasuser co-
601t H nin (C1-Cg)ankmi.
B ykazannom coeaunenun gopmynst XVI nu
M KaXXABIA MPEAMOYTHTEIBHO PaBEH 2, MPEINOYTH-
TenbHbIe 3amMecTrTenn s R° u R* takue, kak 06o-
3HAYCHO BBINIC I YKAa3aHHOTO COSAMHCHHS (op-
mymst X1V, a R® mpeanourutensuo mpeacrasmser
co0oii H. Hanbosnee npeAnodTHTEIbHO COCAMHCHHIE
dopmynmer  XVI  mpencraBmsier  cobou  2,2-
JUMETWIIPOTIHIOBBIA 3¢pup 2-[1,3,6,2]-nnokcasza-
00pOoKaH-2-HI-TPUPTOPMETHIOEH30HHON KHCIIOTHI.
MN3o0peTeHne TakXke OTHOCHTCS K aMMOHHH-
KapOOKCHIIATHOMY COSITUHEHHIO (POPMYJIIBI
RIRLOH,N* I;_)H
XVII

Rl

WIN K SHAHTHOMEPY YKA3aHHOTO COCIHHEHHs, e
Rl, RZ, R3, R°u R° TaKkHe, KaKk 0003HAYEHO BBIIIE
JUIS YKa3aHHOTO croco0a TMOJYYeHHUs COCAMHCHUS
¢dopmysbr X. [IpennoyTHTENEHBIC 3aMECTUTEIH IS
R', R® 1 R® sBisifoTcs TakuMu, Kak YKa3aHO BBILIE
JUIS YKa3aHHOTO croco0a MOJYYeHHUS COCAMHCHUS
dopmymst X. B ammonnesoii rpymnmuposke R i R®
KXl MPEIIOYTHTEIIEHO SBISCTCS ITUKIOTCKCHU-
nom. Haubonee mpeamouTHTENIbHO yKa3aHHOE CO-
equHenre Gopmynel XVl mpencrasmsier coboit
(3S,4R)-munuKaorekcuiIaMMOoHuii-2-(3-0eH3mn-4-
THIPOKCUXPOMAH-7-1)-4-TpUPTOPMETHIIOCH30AT.

Hacrosiiee n300pereHne Takke OTHOCHUTCS K
COeANHEHUIO (hOpMYITBI

H 0

enetith O

RE

Y
¥ K DHAHTHOMEPY YKA3aHHOTO COeAMHeHHs, rae R,
Rz, X, Y u X, Takue, KaKk ONpPEACICHO BBIIIEC IS
YKa3aHHOTO CII0c00a MOIYYCHUs] COenUHCHHs (op-
Mmyasl V. Hacrosiee n300peTeHre Tak:Ke OTHOCHT-
Cs K COJbBaTaM YKa3aHHOTO COCTUHCHUS (POpMYIIBI
IV 1 sHaHTHOMEpa YKa3aHHOTO COCTUHEHHS (op-
myJsbl V. TIpennodTuTe bHBIMU COJbBATAMU YKa-
3aHHOTO coenuHeHus Gopmynsl |V 1 sHaHTHOMEpPA
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YKa3aHHOTO COEIMHEHMS SIBIISIIOTCS COJIBBATHI C
JIOHOPHBIM JIMTaHJOM, BBIODaHHBIM U3 |-MeTHI-2-
MUPPOJIMINHOHE, AuMeTHiadopMamuna, 1,3-mume-
t™1n-3,4,5,6-trerparuapo-2(1 H)-mupumunrHona,
TpudTUAGOochara u 2,2'-munupunnna. [Ipenmoarn-
TelapbHOE coenuHenune (opmynsl |V mpencraBiseT
coboit  [4R-[3(2R,3R)]]-4-6en3un-3-[2-0en3uin-3-
(4-6pom-2-dpropdheHn)-3-ruapOoKCUNPOTUOHII] -
OKCa30JMIUH-2-0H, a MPEIMOYTHTEILHBIA COJIbBAT
YKa3aHHOTO COEIUHEHHS IpeAcTaBisieT coboi 1-
METHII-2-APP O THHOHOBEIH COJIbBAT [4R-
[3(2R,3R)]]-4-6en3m-3-[2-6eH311-3-(4-0pom-2-
¢dropdhennT)-3-ruIpOKCHIIPONTMOHIII | -OKCa30IIH-
IINH-2-0HA.

Tepmur '"ramoreHo" TmpH  yMOTpeOICHUH
3[1eCh, €CIM 3TO HE OTOBOPEHO HHAYe, O3HAYACT
¢dropo, xI0po, OpoMo WK HOIO.

Tepmun "ankwn" mpu ynoTpeOIeHUU 37eCh,
€CJI 3TO HE OTOBOPEHO HMHAYe, BKIIOYAET B ceds
HacChIIIEHHBIE OJHOBAJICHTHBIC YTIIEBOJOPOIHBIE
paauKabl, UMCIONIUEC HOPMAJbHBIC, pPa3BETBICH-
HBIC WM IUKJINYECKUE TPYIITUPOBKU MU UX KOM-
OHMHAIHH.

Tepmun "ankokcn" npHu ynoTpeOJICHUN 3/1€Ch
BKItouaeT O-aJKWIbHBIE TPy, Tae "amkmin" Ta-
KO, KaK OTPE/ICTICHO BHIIIIE.

Tepmunr "apun" npu ynotpeOiIeHWH 37eCh,
€CJIi 3TO HE OTOBOPEHO HMHAYe, BKIIOYAET B cebs
OpraHWYECKHH pajuKai, oOpa30BaHHBIN W3 apoMa-
THYECKOTO YTIIEBOAOPO/AA YAAJICHHEM OIHOTO BO-
Jopoja, Kak, HarpuMep, HeHIT WiIu HaQTHII.

Tepmun '"rerepoapun” mpu ynorpebieHUH
3]IeCh, €CIIM ATO HE OTOBOPEHO WHaye, BKIIOYAET B
ce0s1 OpraHMyYecKMi paauKall, oOpa3oBaHHBIA W3
apOMaTHYECKOTO I'eTePOLUKINIECKOTO COSANHEHUS
yIaJICHHEM OJIHOTO BOAOPOJia, KaK, HapUMep, MH-
punmn, Gypui, THEHWI, W30XWHOJWI, THPUMUIU-
HIUT ¥ IHPA3HHAI.

Tepmur "sHaHTHOMEp" TIpPH YIOTPEOICHUH
3/1eCh B OTHOILICHUH COCIMHEHUS (popMyIsr X
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O3HaYaeT CoeIMHEHUE (POPMYJIBI
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CO,RY e OH
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Tepmun "sHaHTHOMEpP" TPH YHNOTPEOICHUU

3/1eCh B OTHOIICHUHU coenuHeHus popmyisl VI
OH

O3Ha4aeT CoeANMHEHUE (HOPMYJIBI

ce O
\\R1
(H0),B
0

Tepmun "sHaHTHOMEp" TIpH YIOTpEOICHUH
371ech B OTHOUIEHUH coeinHenust popmyist VI
RZ 0

VI

O3Ha4yaeT CoeAMHEHUE (HOPMYJIBI
RZ OH
\Rl

X
0
Tepmun "dHaHTHOMEp" TpH YIOTpeOICHUH
3/1eCh B OTHOIICHUH COeTUHEHUS PopMyIIsl V
0
R %

Y
O3Ha4aeT CoeANHEHUE (HOPMYJIBI

OH
RE
€
X
Rl
Y

Tepmun "sHaHTHOMEp" TpH YIOTpeOICHUH
3/1eCh B OTHOIICHUHU coequHeHUs popmys |V
0 0

e
n
i

Y

Tepmun "sHaHTHOMEp" TpH YIOTPEOICHUH
3/1eCh B OTHONICHUHU coequHeHus popmyisl X V|
RSR®H,N* €0,” OH

R2

Rl XVII
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O3HaYaeT CoeIMHEHUE (POPMYJIBI
RSROHN®  CO,” e

O

R3
Tepmun "sHaHTHOMEP" NHpHU yNOTPEOICHUU

3/1ech B OTHOLLICHUH coeanHeHus Gopmyssr X1X R3
OH 0

.,‘.\\\R t

6 Z VI

-]

XIX
O3Ha4YaeT CoeqUHEHNE (HOPMYIIBI
OH 0

Rll

Rl
IMoapo6Hoe onucaHne N300peTeHnst

Crioco6 1Mo HacTosIeMy U300pEeTEHUIO U TI0-
JNYy4YCHUEC COCIMHCHHMU MO HACTOsIIEMYy H300pere-
HUIO TPOWUTIOCTPUPOBAHBI  HUXKECIICTYFOLTUMHU ) aconn,
cxeMaMH. B Hmkecienyoommx cxemax W Ioclie- —_ 2
JyIoIeM 00CYXICHUN Rl, RZ, RS, R4, R5, Re, R7, R R R
R, RY, Y, Z, X, X, u X' SABISIOTCS TaKMMH, KaK ! x” i
OTIpEeNIeNICHO BHIIIE, €CIIM 3TO HE OrOBOPEHO MHAYE.
Hwmxkecnenyronie cxemMsl U MOCIeAyIomee 00Cyx-
JICHUE OIMCHIBAIOT TONYyYE€HHE COeNWHEHHH (op-
myn [-XIX. Hwmwkecnemyronme cxemMbl W TIOCTe-
IyIolliee ONHCaHWe TaKXe MPUMEHHMBI K SHAaHTHO-
MepaMm coenuHeHHH dopmyn |-XIX, toe TepmuH , O Bcom,
"sHaHTHOMEp" TaKOW, KaK ONPEIEICHO BHIIIE. ’ @ 0

Cxema 1

OH OR* or*

|
7

Cxema 3
(S8 v RS
0R*
HO=-(CH2),=N-(CH,),-0H
3 B(OH),
=
XV
R? OH RY XIV
: v 0KV Jl
X él
Y
0 4
4 0/(‘:’32)"
________ —p8
BO /N R® w1
~(CHp),
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Cxema 4

XVITI

it

XIX

B 1menom mnocnemoBaTesbHOCT peakuMid B
CHHTe3e Ha cxeMme 1 BKiIo4aeT B ce0si mpucoeuHe-
HHME BCIIOMOTATEIFHOTO XHMPAJBHOIO areHta X. K
coJiepKaIeMy R! coemunenuto | (cramus 1), acum-
METPHUYECKYIO aIbI0JIBHYI0 KOHACHCAINIO C ajbJe-
rugoMm Il (cragust 2 wiom 2'), BOCCTaHOBHUTEIHLHOE
yIaJeHHe BCIOMOTATEIBHOTO XHPAJHHOTO areHTa
u3 ansaos |V (cragus 3), onocpeIoBaHHYI0 OCHO-
BaHMEM HUKIM3aIuio auona V (cragus 4), IuThu-
poBaHWe W OopupoBaHWE TajoreHoxpomManona VI
(cragus 5), coueranue GoponoBor kucaoTel VIl ¢
apwirajoreHuoM wiu  apwicynbdonatom VIII
(cragus 6) u ruaponus adupa |X (cTagus 7).

Ha ctagun 1 cxemsl 1 BcriomorarenbHbBIH Xu-
panbHblii areHT HX, mpeBpamaroT B COOTBETCT-
BYIOIIMH aHHOH 00pabOTKOM 1OCTATOYHO CHIIBHBIM
OCHOBAHHEM, TaKUM KaK aJHKIUIUTHEBOE OCHOBA-
HHUE, TPEANOYTUTEIHFHO OYTHIUINTHEM, B alpOTOH-
HOM pacTBOpHUTENE, TAKOM KaK d(UPHBIA PacTBOPH-
TeJb, MPEANOUTUTENEHO TeTparuapodypan (TT'D),
npu Temreparype npumepHo ot -80 go 0°C, mpen-
HOYTUTENBHO OT -78 10 -55°C, B TeueHHe BpeMEHU
ot okosto 20 MUH JI0 OJTHOTO Yaca. 3aMecTHUTeNb X,
SIBJISIETCS. BCIIOMOTATEJIbHBIM XUPAJIBHBIM areHTOM,
KOTOPBIM IMOJXOIUT JJIsl PETYINPOBAHUS OTHOCH-
TENBHOM M aOCOJIOTHOW CTEPEOXUMHH B aCHMMET-
pUdecKuX ambAONbHBIX peakuuax. Ilpumepsr HX
BKIITOUatoT B cebs (R)-4-0eH3MII-2-0KCa30 M ANHOH,
(S)-4-6en3un-2-okcazanuaunaoH, (4R,5S)-4-meTwi-
5-pennnokcazommaui-2-o0 u (4S,5R)-4-meTmin-5-
(hennnokcazomuanH-2-0oH.  [lodydeHHBI  aHHUOH
00pabaThIBAIOT AIMIMPYIOIIMM areHToM |, B KOTO-
pom tpymma W mpencraBisier coOOW TaJIOTSHHI,
MPEINOYTHTENBHO XIOpH, a R' TaKoii, KaK ompe-
JICTICHO BBIILIE, B TOM )K€ PaCTBOPUTENIEC TIPH TEMIIe-
parype npumepHo ot -80 no 0°C, mpeanoyTHuTes-
HO mpuMepHo -75°C, B TeueHHE IPUMEPHO OAHOTO
yaca, a 3aTeM HarpeBaroT 0 TeMIeparyphl INpH-
MepHo oT -20 mo 20°C, mpeamourutenpHo n0 0°C
nepen BOAHOH 00pabOTKOM, KOTOPYIO MPEIOUTH-
TEJIHHO TPOBOIIT 0OpPaOOTKOH BOIHBIM OWKapOO-
HATOM HATPHUA C TOJIYYCHHEM AaIMINPOBAHHOTO
BCITOMOTATEILHOTO XUpaJIbHOTO arenTa 1.
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Cragus 2 Ha cxeme 1 mpezacraBiseT coOoit
ANBIOTBHYIO PEAKINI0 JBaHCA, KOTOPYIO MPOBOIAT
B YCIIOBHSX, aHAJIOTHYHBIX yCJIOBHUSM, M3BECTHBIM
mo paboram Evans, D.A.; Bartoli, J.; Shih, T.L, J.
Am. Chem. Soc. 1981, 103, 2127 u Gage, JR,;
Evans, D.A., Org. Syn. 1989, 68, 83, npuuem obe
BKJIIOUEHBI 3/1€Ch CCBUIKOM. B wacTHOCTH, Ha cTa-
U 2 cXeMBbI 1 alIupoBaHHBIH BCIOMOTATEIIBHBIN
xupaibpHeld areHT |l oOpabaTbIBaroT KHCIOTOM
JIpronca, OCHOBaHUEM W 3aMCUICHHBIM OCH3aJbJIc-
rugoMm |l ¢ momyuenmem cnmpra |V c BbICOKOH
CTEIICHBIO CTepeoceeKTUBHOCTH. bersampaerun |11
3aMEIIAT OpTO-3aMecTuTeNieM Y, KOTOPBIH ciy-
JKUT OTUIEIUUIIEMOM TpYNIoOW MpH UUKIA3alUU Ha
craguu 4, rpymmoi X (wmm X' Ha cxeme 2, B 4act-
HOCTH, Ha CTaJMu coueTanus 4 Ha cxeme 2), KOTO-
pYIO 3aMENIaloT apWIbHON OOKOBOW IEMBIO IPH
peakuuy coueTaHus Ha craauu 6 U 3aMecTuTeseM
R®, KOTOpBIH SBISETCS TAKMM, KAK OMpPEICICHO
Beite. 3amecturenb X (unu X' Ha cxeme 2) mpu-
COCAMHSIOT B TOJIOKeHUM 4 mnn 5 ¢eHmnbHON
rpynnupoBku  Oensanpraeruna |1, Otmemnnsemas
rpymnna Y B TUIUYHOM CIydae SIBJISCTCS TajOreHO
WM HUTPOTPYHIOH, a X gBIsfeTcs raJoreHuIoM (1,
Ha cxeme 2, X' sBimsercs ramorenugom win (Ci-
Ceg)iepbropankmwicyiasporarom). Jis monydeHus
apI0BbHOTO TpoaykTa |V anuinpoBaHHBIN BCIO-
MOTaTeIbHBIA XUpanbHbId areHT || oOpabaTeiBaroT
TaJIOTEHUJIOM WK cyib(oHaToM Oopa, TaKUM Kak
cynmboHAaTOM JHATKUIOOpa, TPEANOYTHUTEIHHO
TprudnaToM nUOyTHIOOpA, B aPOTOHHOM PpacTBO-
puTtesne, TaKOM Kak AUXJIOPMETaH, 1,2-IUXIIOpITaH,
TOITYOJI WM NUATHIOBBIA 3(Up, MPENTOYTHTEITEHO
B JMXJIOPMETAHE, MPH TEeMIepaType MPUMEPHO OT
-78 no 40°C, mpennoututenbHo -5°C, B TedeHHE
npumepro 20 MHH C mociexylomeil o0paboTKoiH
OCHOBaHHEM, TPEACTABISAIONIIM COOOW TPETUIHBII
aMUH, TaKUM KaK TPHATHIAMHUH WIH JAHA3OIPOIIHU-
JATAIAMUH, TPEANOYTHTEIBHO TPUITWIAMUH, TPU
TeMIiepatrype npuMmepHo ot -78 mo 40°C, mpenmod-
TATENBHO OT -5 1o 5°C, B Teuenune npumepHo 1 4.
DTy cMech 00pabaThIBAIOT 3aMEIICHHBIM OCH3alb-
nerupoM |l mpu  Temmepatype mnpuMmepHO OT
-100 mo 0°C, mpemmoututensHo okojo -70°C, B
TeueHue npuMepHo 30 MUH. DTOM CMecH JAroT Ha-
TpeThCsl 7O TEMIIEPaTypsl mpuMmepHo OT -20 10
25°C, mpeamnourutensHo okoio -10°C, B TeueHHe
MIPUMEPHO OJHOTO Yaca, MocIie Yero 00padaThIBalOT
MIPOTOHHBIM OKHCIHTEIBHBIM TaCHTEIEM PEaKIINH,
MPEONOYTUTENIFHO IyTeM MOCIeJOBATEIFHOTO M0-
Oasnenus 0ydepHoro pacteopa ¢ pH 7, MmeTaHoma u
BOJIHOW MEPEKHCH BOAOPOAA IpU TeMIIepaType HHU-
e mpumepHo 15°C, ¢ momydenuem cnupra V.

Cramgus 2' cxembl 1 sBISIETCS anbTepPHATHB-
HBIM U MPEAMOYTHTEIEHBIM CIIOCOOOM TONTyYCHHUS
crmupta |V ¢ ucmonp3oBaHUEM COAepIKalleld TUTaH
kucioThl JIptouca. Ha cramgum 2' cxemsr 1 anmmupo-
BaHHBI BCIIOMOTATEIbHBIN XHUPANBHBIN arcHT 00-
pabateiBatoT ranoreHunom turana (IV), mpenmou-
TUTENBFHO TETPAXJIOPHIOM THTaHA, B AalPOTOHHOM
pactBopuTene, TaKOM Kak guxiopmerad, 1,2-
IUXJIOPITaH WM TOJYOJ, HPEATIOYTHUTEIHHO IH-
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XJIOpMETaH, IpU TeMIrepaType npuMepHo ot -80 1o
0°C, npeamnourutensHo ot -80 10 -70°C, B TeueHue
npumMepHo 30 MHMH C JOMOJHUTEIBHBIM MIEPEMEIIH-
BaHHEM B TedyeHHe mpuMepHO 30 MHUH M C TOCIIe-
Iyromield oO0paOOTKOH TPEeTHYHBIM AMHHHBIM HITH
TPETHYHBIM TUAMHUHHBIM OCHOBaHHEM, TaKUM Kak
tpmatunamMud Wi N,N,N'N'-teTpaMeTninaTu-
nenauaMmuH, npeanodtureabHo N,N,N'N'-teTpa-
METHJIITWICHINAMUH, TIPU TEMIEpaType MPUMEPHO
o1 -80 mo 0°C, mpeanoururensHo ot -80 po -65°C,
B TeueHUe npuMepHo 30 MUH. 3a STHM BO3MOXKHO H
MPEIOYTUTEIIFHO ClieAyeT 00paboTKa JOHOPHBIM
JUTaHIOM, TaKUM Kak |-METHI-2-MUPPOTUINHOH,
mametwihopmamun,  1,3-gumernn-3,4,5,6-TeTpa-
ruapo-2(1H)-mupumuamaoH, TpudTHiadochar wmm
2,2-nUnupuani, OPeAIOYTHTEBHO  1-MeTh-2-
MUPPOJUINHOH, MPHU TEMIIEPAType MPUMEPHO OT
-80 no 0°C, mpeanouturensHo ot -80 mo -65°C, ¢
MOCJIEYIOUINM TIePEeMENIMBAHIEM B TEUCHUE IPHU-
mepHo 30 MuH. DTy cMmech 00pabaThIBarOT 3ame-
nmieHHsIM Oen3anmpaerunom |l mpu Temmepatype
npumepHo oT -100 mo 0°C, mpeAnouTHTENbHO OT
-80 1o -65°C, B Teuenne npumepHo 30 MUH U 1AIOT
HATPeThCS JI0 TEMIIEpaTypsl mpuMepHO OT -30 1o
30°C, mpemnourutensao oT 0 mo 25°C, B TeueHHUe
BPEMEHH MIPUMEPHO OT 1 10 24 4, MpeanouTUTEIIb-
HO OKOJI0 4 4. DTy cMech 00padaThIBalOT MPOTOH-
HBIM TaCHUTENeM PEakiHH, MPEIIOYTUTEILHO BOJI-
HBIM XJIOPHUIOM aMMOHHS, MPU TEMIIEpaType OT
-30 mo 30°C, mpenmouturenpro ot O mo 25°C, ¢
noiyuenneM crimpra V. Io 3aBepmenun oopabort-
KA JOHOPHBIM JuraHmoM crmuptT |V B HEKOTOpBIX
CllydasiX TMONy4aroT B BHJAC KPHUCTALUTHYECKOTO
CONbBAaTa C JIUTAHAOM, WIPAIONIMM pPOJIb JOHOpA.
IlepememnBanue MorameHHOW PeakUUOHHON cMe-
CH ¢ TBepabIM HocuteneM, TakuMm kak Celite®, B
TeueHHne MpuMepHo 12 4 mpu TemrepaType OKOJO
20°C ynygmaeT GUIBTPALUIO PEAKIIHOHHOW CMECH
JUISL yIJIeHHsI TOOOYHBIX THTAHOBBIX MPOIYKTOB.
YcnoBus TUTAHOBOM alib/IOJIBHOW peakly Ha
cramuu 2' cxembl 1 peArmoYTHTEIbHEH U BO3MOYKHO
MpOIIC B BBIOJHCHUU, YEM YCIIOBHUS TPOBEICHHUS
OOpHO¥1 aNBIONBHONW PEaKIMK HAa CTAAHH 2 CXEMBI
1, mo To¥ MpUYMHE, YTO OHH MO3BOJSIIOT U30CKAThH
UCIIOJIB30BaHUs MUPO(OPHOTO pearcHra - TpuoOy-
TWIOOpaHa, KOPPO3UPVIOIIETO pearcHTa - TpHUd-
TOPMETAHCYIb(OHOBOH KHCIOTHI, U MX 3K30TCPMHU-
YeCKOi KOMOUHAIMH MTPU MPUTOTOBICHUU KUCIOTHI
JIstonca mubytundoprpudnara. Jlanee, B oTimuue
OT THTAHOBBIX AIIBJOJIBHBIX PEAKIMH, M3BECTHBIX
o myoaMKanusM, TakuMm kak Evans, D.A.; Rieger,
D.L; Bilodeau, M.T.; Urpi, F., J. Am. Chem. Soc.
1991, 113, 1047, ycnoBusi THTAHOBOW ajbI0JbHOMI
peakiyn Ha ctaguu 2' cxeMbl 1 00ecIeYnBarT BbI-
COKYIO CEJICKTUBHOCTh C WCIIOJIb30BAaHHEM MEHEE
4yeM ABYX dKBUBaneHTOB ampaeruna |l1. Tpemmou-
TUTEIHHO HA ATON CTaJIMU UCHOJB3YIOT OKOJIO OJI-
HOTro SKBHBaJIeHTa anbiaeruzaa lll. ®paza "oxono
OJTHOTO JKBHBAJICHTA" IMpH yMOTPeOJICHUU 3/1eCh B
oTHOImeHNH anpaeruna |l wmm coemuuenus Qop-
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mymsr R™MC(O)H (kax ommcano B hopmyie u300pe-
TEHUs) O3Ha4YaeT MeHee 1,5 SKBUBAJICHTOB yKa3aH-
HOTO coeIuHeHHs. B BbIIEyNOMSHYTOW CTaThe
Evans et al. coobmaercs, 4yTo Il TUTAHOBOM allb-
OJIBHOM PEaKIii, aHAJOIMYHON CTamuu 2' CXEMBbI
1, motpeboBanoch ABa SKBUBAICHTA aJIbJICTHIA.

B nmomonmHeHne X TOMy, 9TO YCIOBHS THTAHO-
BO# aNBJOJNIBHONW peakiuu Ha cTaguu 2 CXeMbl 1
MOJIC3HBI JUISI TOJMYYCHUS TEPAIeBTUYCCKUAX arcH-
TOB (GopMynbl X, OHH MOJE3HBI YIS TIONTYYCHUS
COCITMHEHUH ¢ aKTUBHOCTHIO HHTUOUTOPA TIPOTEa3bI
BHpyca HMMYHOJC(QUIMTA YEIOBEKa, KOTOPHIC
ONMHCaHBl B 3as(BKC HAa MATCHT BenmkoOpuTaHUM
nomep 2270914 (ony6imkoana 30 maprta 1994 r.)
u B cratbe B.D. Dorsey et a., Tetrahedron Letters
1993, 34(12), 1851. Cxema 4 WILIIOCTPUPYET IPH-
MEHEHHUE TUTAHOBOH aJIbJJ0JIbHOM peakluy K ajpJe-
rugy XVIII, B8 xoropom R™ mpencrasmsier coGoii
(C1-Cg)ankmn, (Co-Co)ankenun wim (eHu, 3ame-
LIEHHBIH rpynmol Y B mojioxeHuu 2, X B MOJIOXKe-
Hun 4 win 5 1 R? B 0HOM M3 OCTAJIbHBIX II0JIOXKE-
Huil heHHnbHON rpymmupoBkH, rae Y, X u R? ta-
KHE, KaK ONPE/CICHO BBIIIC. Y CIIOBUS PEAKIHH IS
CXeMbI 4 Takue ke, KaK OIMUCAHO BBIIIC JUTS CTAIHH
2' cxemsbl 1. Anbnerun XV oxBaTeiBaeT anbiaeru
Il u3 cxemsr 1, a cimpt X1 X oxBareiBaeT cimpt |V
co cxembl 1. Peakumio cxeMbl 4 MOYKHO HCIIONB30-
BaTh JJIS TIOJIYYEHHS] COCTUHEHUIH C aKTHBHOCTBHIO
MHTHOUTOpa TPOTEa3bl BHUPYyCa UMMYHOICHHUITUTA
YeN0BeKa, KOTOPBIE OIMMCAHBI B BBHIIICYNOMSHYTOH
3asBKC HAa TMATCHT BenukoOpUTaHUM  HOMEp
2270914, e RY npezacrasisier coboit  (Cs-
Co)ankun win (Cy-Cg)alKeHMII, MPEANOYTUTETHHO
3-IUKJIOT eKCHIITIPOTICHHIIL.

HwxenpuBeneHnass Ta0imna WLTIOCTPUPYET
TO, KaK MPOJYKT cXeMbl 4 mimu ctaguu 2' cxemsl 1
MOJKET BapbUPOBaTh B 3aBUCHMOCTHU OT MCTIONb3Ye-
MBIX YCIOBHI peakIi W, B YaCTHOCTH, KaK BO3-
pacTaeT IUacTepeOCEICKTHBHOCTh C YBEIHUYECHUEM
kommuectBa TMOJIA ot 1,2 10 3 5KBMBAJIECHTOB | C
nobGaBneHneM IBYX dkBUBaieHTOB MII. B Tabmume
ucnosb3oBad 1,0 skeBuBamenTt ambnernma RCHO
JUTS KQKIOH peakiuu, X ¥ Y MPeJCTaBIIIOT OO0
YHCIIO SKBUBAJICHTOB OCHOBaHUS U MII, cooTBeTCT-
BeHHO, MII o3Havaer 1-mMeTHUI-2-NUPPOIUIUHOH,
TMOJA  oznagaer  N,N,N'N'-teTpaMeTuinstu-
nenuamud, JUIIDA o3HavaeT AUM30MPONMIITU-
JIAMHH, COOTHOIICHHE TUACTEPEOM30MEPOB OIpe-
JIeTSUTA ¢ TIOMOTIBIO BBICOKOI(DPEKTUBHON KHUIIKO-
ctHOM xpomatorpadun (BOXX). M3oMepsr ambmo-
Jel OBUTM WISHTU(UIIUPOBAHBI pa3ieleHUEM |
MIpEeBpalIeHIeM B HM3BECTHBIE HM30MEpHl KapOOHO-
BBIX KHCJIOT THIPONU30M C WCIIOJB30BaHUEM
LiOH/H,0, B coOTBEeTCTBUH C MPOLEAYPO, KOTO-
pas aHAJOTHUYHA MPOLEAYpPE, KOTOPYIO OIHUCAIU
Van Draanen, N.A.; Arseniyadis, S.; Crimmins,
M.T.; Heathcock, C.H., J. Org. Chem. 1991, 56,
2499 u Gage, JR.; Evans, D.A., Org. Syn. 1989,
68, 83. llemeBble wn30MeEpHl yKa3aHBl >KHUPHBIM
mpudTom.
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Cxema 1151 TaOIHILBI
g 0
1.1 TiCl, 1.0
~ //\N)ko ; :a;e )]\H NH,ClCaq)
8—/ CHaCla -78 to 0°C Celite ®
Ph
o 0 0
R/’\E/U\N/IKU
Ph
Tab6muma
RCHO | X OcHoBanus y MIT | Temnepatypa eHonu3zauuu | CooTHOLIEHHE AUACTEPEOMEPOB AJIbA0IS
1,2TUTIDA 0 MII 0°C 33:-:2:26
(cHH:aHTH:CHH:aHTH)

" 1,2 TMBOJA 0 MII 0°C 22:-:55:23
" 1,2 JUIIDA 0 MII -78°C 29:-:10:62
" 1,2 TMBOJA 0 MII -78°C 16:-:57:28
" 2TMBJA 0 MII -78°C 2:-:86:11
" 3TMBJA 0 MII -78°C 2:-94:5
" 3TMBJA 2MII -78°C 1:-:99:-

1,2 TMDJA 0 MII -78°C -:-:111:89

(aHTH:aHTH:CHH:CHH)

" 3TMBJA 2MII -78°C -:--:100

1,2 TMBJA 0 MII -78°C 28:39:33:-
" 3TMBJA 2MII -78°C 4:92:3:2

1,2 TMBJA 0 MII -78°C 18:40:42:-
" 3TMBJA 2MII -78°C 2:96:2:-

Ha cragun 3 cxemsl 1 BcioMorareiabHbIA XU-
paNBHBIN areHT YAASIOT (M BO3MOXKHO BBIACTISIOT
JUTsl TOBTOPHOTO KMCIOJIB30BaHUS Ha mare 1) u cre-
MICHb OKHCJICeHUs coenuHenus |V (ypoBeHb KHCIOT-
HOCTH) CHIDKAIOT IO IleJieBoro cmupra V B COOT-
BETCTBHM C TMPOIEIYypOH, KOTOpas aHAIOTHYHA
npoueaype, omucaHHoi B pabore Penning, T.D.;
Djuric, SW.; Haack, R.A.; Kalish, V.J.; Miyashiro,
JM.; Rowell, B.W.; Yu, S.S., Syn. Commun. 1990,
20, 307, xoropas BKJIIOYEHA 31I€Ch CCHUIKOW. B
ToM criocode crupT |V 00pabaThIBalOT THIPHI-
HBIM BOCCTAaHABIMBAIOIIMM areHTOM, TaKUM Kak
OoOpruIpuI JTUTHS, ATIOMOTHIPHUI JUTHS, OOPTHI-
PYA HATpUS WA OOPTUAPUN KaTBIWS, MPEIIOYTH-
TEJNEHO OOPTHIPU JIUTHUS, B 3PUPHOM PACTBOPHTE-
ne, TakoM Kak TT'®, mumzonpomnunoBeiid 3¢up nmm
METHI-TPET-OYTHIOBBIH 3(Up, MPEITOYTHTEIHEHO
TI'®, B TUOMYHOM ciy4yae COAEpIKalleM MPOTOH-
HBIA PAaCcTBOPHUTENb, TAKOW KaK BOJA, TAHON WIH
W30TIPOIIAHOJ, TPH TeMIepaType NIpPUMEpPHO OT
-78°C mo Temmeparypsl 0OOpa3oBaHHS (IICTMBI,
npennoutuTeibHo oT 0°C 1o TeMIeparypbl OKpy-
skatoreit cpenst (20-25°C). Ioce mepuona BpemMe-
HU OT 1 10 24 4, B TUnNMYHOM citydae 12 9, peak-
IIUIO TacsAT BOJOW C BO3MOKHBIM MOCIETYIOUTIM
Jo0aBIIeHUEM TIEPEKUCH BoJopoa. BemomoraTens-
HBI XupanbHbeld areHT HX,. MOXXHO BBIIENHUTH ISt
MOBTOPHOI'O HCIOJB30BaHUS Ha cTaauu 1 TMyTeMm
CEJICKTUBHOTO OCaXKICHHs WM dKcTpakimu HX B
BOJIHYIO KHUCIIOTY, HPEAMOYTUTEIHHO COJITHYIO KH-

CJIOTY, U3 pacTBopa auosia V B OpraHMYecKOM pac-
TBOpHUTENE, TaKOM KaK IUH3O0MPOMIIOBEIN 3¢dup
WIA CMECh ITHJIANIETATa M TCKCaHa, C MOCICAYIO-
el HelTpanu3auue KUCIbIX BOJHBIX SKCTPAKTOB
ocHOBaHMeM U 3KkcTpakuueil HX, B oprannueckuii
PacTBOPHUTEITb.

Cragus 4 cxembl 1 mpencraBisier coOoit
BHYTPHMOJICKYJIIPHOE apOMAaTUYCCKOE 3aMEIICHUE,
MTOCPENICTBOM KOTOPOTO TEPBUYHBIA THAPOKCHI B
nuoiie V BBITECHSET OTHICTUIIEMYIO opTorpymry Y
¢ oOpa3oBaHHEM XPOMaHOJBHOW KOJBIIEBOUW CHCTE-
MBI popmyaiel V1. B wactrHOCTH, ot V, B KOTOpOM
oTIeruIsieMas rpymma Y MpencTaBiseT coOon rajo-
TCHO WM HUTPOTPYIILY, HPEAMOYTUTEIHHO (TOp-
rpymiy, o0pabaTBIBAIOT OCHOBAaHHEM, TaKUM Kak
TPET-OYTOKCUA Kaus, OHC(TPUMETHIICHIIIII)aMHU]
HATpUsl, OUC(TPUMETWIICHIIMI)aMU Kaus, KapOo-
HAT NE3Us WIH TUAPUJA HATPHSA, MPEIMOYTHTEIBHO
TPEeT-OyTOKCHU Kallusi, B allpOTOHHOM DPacTBOPHTE-
ne, TakoM kak TI'®, aumeruncynbhorcua uiu 1-
METHII-2-TIHPPOJMINHOH, TpeanodYTuTeabHo TI O,
BO3MOXKHO B MPHCYTCTBUH JOOABIICHHBIX COJEH
MeIW, TpU TeMIIepaType MEXIy TeMIIepaTypou
okpyxaromiei cpeabl u 130°C, mpeamoYTHTEBHO
okojyio 70°C, B TeyeHue BpeMeHH OT 1 10 24 4, B
TUIUYHOM Clydae OKollo 4 4, ¢ oOpa3oBaHHEM
xpomanona VI. B xpomanone VI 3amecturens X
(umm X' Ha cXeme 2) MPUCOCAWHEH B MOJOKCHUH 6
win 7 XpOMaHOBOTO KOJIBIIA.
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Ha craguu 5 cxemsr 1 3amectutens X B Xpo-
MaHoJsie V| mpeBpamaroT B JINTUH, a 3aTeM B TpyII-
Ty, TIPEJCTABIIAIONIYIO0 cO00H OOPOHOBYIO KHCIOTY.
Jnst mutumpoBanus XxpomaHon VI mpeanoyTuTens-
HO 00pabaThIBAIOT CHAayYaja METHJUIUTHEM ¢ obOpa-
30BaHUEM aJKOKCHJIA JINTHS, & 3aTeM OyTHUIUIUTHEM
¢ oOpa3oBaHMeM apWUTHTHA. B 3TOM cmocobe xpo-
manon VI, B kotopom X npencrasiser codoi rajo-
TCHU]I, TPEAMIOYTHTEIBHO OpOMUA WU Hoaun, o0-
pabaTeIBalOT IBYMS SKBHUBAJICHTAMH AJKWILIHTHA,
MPEIIOYTUTEIIFHO CHAYalla OJHHM SKBHBaJCHTOM
METHJUIATHSI, @ TIOTOM OJHHM SKBHUBaJICHTOM OY-
TWUIATHA, B SQUPHOM PAaCTBOPHUTENE, MPEIIOYTH-
tenpHO TI'®, mpu Temmepatype ot -78 mo 0°C,
npennouTuTeibio ot -70 mo -65°C, B TedeHwme
npuMepHo | 4, ¢ mocaenyromieir o6paboTkoit 6opu-
PYIOIIUM  areHToM, TakuM  Kak  OopaH-
TeTparuapodypaHOBbIil KOMIUIEKC, TPUU3OMPOIIHI-
OopaT Wi TpUMETHIOOpAT, MPEANOYTUTENHHO 60-
panTeTparuapodypaHOBBIA KOMIUIEKC, IPHU TEMIIC-
patype oT -78 no 0°C, npeanoyturensHo ot -70 10
-65°C, B Teuenne npumepHo 30 MHH, ¢ TTOCIEIYIO-
IIMM TallICHUEM BOJOH WM BO3MOXKHO BOJHOU KH-
CIIOTOH IpH Temmeparype IpumepHo ot -65°C 1o
TEeMIIepaTypbl OKPYXKAIOIeH Cpenbl, MPeInoyuTH-
TeapHO okosio 0°C, ¢ momydeHrneM OOpPOHOBOH KH-
ciotel VII, B xoTOpoli TrpynmupoBKa OOPOHOBOWM
KUCIIOTH TIPUCOEJNHEeHA B MOJOXKeHHUH 6 wmnm 7
XPOMaHOBOTO KOJIBIIA.

Cragus 6 cxemsl 1 mpenacraBiser coboii pe-
akiuio couetanuss Cy3yku Mexay OOpOHOBOH Ku-
cioroit VIl u coenqunennem VIl ¢ obpasoBannem
OmapmipHOU cBs3u coeamueHus | X. B coenuneHnn
VIl Z mpencraBnsger co0oil TaJOreHUA WU CYIib-
(hoHAT, TPEAMOYTUTECIHFHO OpPOMUN, WOAWI WIH
tpudropmerancybdonar, R* mpencrasser coboii
(C1-Cg)anku, a R® Takoif, Kak ONpeIeIcHO BBILIE.
Ora mpouenypa aHaJOTHYHA MPOLEAype, OMHCAaH-
Hol B pabore Miyara, N.; Suzuki, A., Chem. Rev.
1995, 95, 2457, koTopast BKIFOUEHA 31€Ch CCBHIIKOM.
Ota mporeaypa Oojiee MPEeANOYTHTEIbHA, YEM CO-
YeTaHWe C COCJMHEHUSIMH, KOTOpBIE CO/EpXKar
OUHK WIA OJIOBO, H3-32 TPYTHOCTH MOJNYYCHHUS
[UHKOPTaHUYECKUX COCIMHCHUI B OOJBIINX KO-
YeCTBaX M TOKCHYHOCTH OJIOBOOPTAHHYECKUX CO-
enuHeHui. B aToM cnocobe cmeck OOpOHOBOM KH-
ciotel VI, apena VIII, mammagueBoro karamusaro-
pa, Takoro Kak Terpakuc(tpudenunpochuH)
nawaguii ~ (0),  guxnopouc(tpuderundochun)
namtaauit (II), anerar mamtagus (1), xumep xjo-
pUIa AJUTWIIIAIUTAINS, TPUC(IUOCH3MITHICHAIICTOH )
munamtaauid (0) win 10% namnaguii Ha yriepone,
npeamnourutensHo 10% mammamuii Ha yriepone, u
OCHOBAHUS WJIN COJH (PTOPOBOJOPOTHON KHCIIOTEHI,
TaKWX Kak KapOOHAT HATPUS, TPUITHIAMHUH, OUKAp-
Oonar Harpws, KapOoHar nesus, oprodocdar ka-
s, GTopua Kamus, GTOpuA Le3usi, Wiu (GpTopHI
TETpaOyTHJIAMMOHUS, TPEAIOYTUTEIEHO (PTOPUL
KaJus, B paCTBOPHUTENE, TAKOM KaK 3TaHOJ, JHUMe-
TOKCHATaH WJIHM TOJYOJ, BO3MOXKHO COJEpKaIleM
BOJY, MPEANOYTHTEILHO B ATAHOJE, MepeMelInBa-
0T TIPH TEMIIEPaType MEKAY TEMIIEPaTypoil OKpy-
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xkaromieit cpensl 1 130°C, mpeanoyTUTENbHO MPU
TeMIieparype oOpa3oBaHus (IIerMBbI, B TEUCHHUE
BPEMEHH MPUMEPHO OT 1 10 24 4, MpeanoYTUTEIIb-
HO OKOJIO 3 4, ¢ mosydeHueM Ouapmia | X, B koTo-
POM TPYIIHPOBKA, MPEACTaBIsIomas coooi OeH3n-
JIOBBIH 3(up, MpUCOeANHEHA B MOJOXKCHUU 6 min 7
XPOMaHOBOTO KOJIBIIA.

Ha cramuu 7 cxemsr 1 a¢pup |1X obpabarsisa-
IOT BOJHBIM THAPOKCHIHBEIM OCHOBAaHHEM, TaKHM
KaK BOJIHBIN THAPOKCHI HATPUS, B CIIUPTOBOM pac-
TBOpPHUTEIIE, TAKOM KaK M30MPOMUIOBEIN CIHUPT, MPU
temriepatype Mexay 40°C u temmepaTtypoil obpa-
30BaHUs ()JIETMBI, MPEIIOYTUTEIFHO IPU TeMIIepa-
Type 00pa3oBaHUsS (UIETMBI, B TCUEHHE BpPEMEHH
npuMepHO OT 1 10 24 u, npeamouTUTEIHHO OKOJI0 6
4. PeaknnonHyo cMech OXJIaKAAI0OT JI0 TEMIIepaTy-
PBI OKpY’KalOIIeH Cpelsl M PacIpeieisIIoT MEXIy
BOJHBIM OCHOBaHHMEM W OPTaHHYECKHM PacTBOPH-
TeJeM, TAKIM KaK CMeCh TeKCaHa M M30IPOMIIIOBO-
ro 3¢upa. BomHbIl pacTBOp MOJKUCIISAIOT, U KOHEY-
HOE coeiuHeHHEe X 3KCTPArupyroT B OpraHUYeCKHH
PACTBOPHUTENB, TAKOHM KaK 3THIANCTAT. DTOT METO]
9KCTPATHPOBAHUS COCIUHCHHUS X OPraHMYCCKUMHU
PACTBOPHUTENIAMU yJalseT HEUTpPalbHBIC MPHMECH,
YTO CO3AAeT 0COOBIE MPEUMYIIECTBA Ha MOCICTHEH
CTaJIu¥ 3TOT'O CHHTE3A.

Yt0o0BI 00JIETYnTh OOpalIeHne ¢ KapOOHOBOM
KHCIIOTOH X, 3TO COEIWHEHUE MOXHO 00paboTaTh
sropuussiM amuaoM dopmyast NHRPR®, rae R® u
R® Takme, KaKk ONpeeeHo BBINIE, B PACTBOPHTEIE,
TaKOM KaK TOJIyOJI, C 00pa3oBaHUEM KapOOKCHiiaTa
aMMOHUS (POPMYJIBI

SREH,N"
RIR™He XVII

rae Rl, Rz, R3, R u R Takue, Kak OIpeaesieHO
Beime. Kap6okcunar ammonunst XVII moxHo o0pa-
60TaTh BOJHOW KHCJIOTOHM, TAKOM KaK COJISTHAs KH-
CJIOTA WK CEPHasi KUCIIOTA, MPEINOYTHTENHLHO CO-
JITHOW KUCJIOTOM, B pacTBOpPUTEJIE, TAKOM KaK ATHII-
arerar, TOJYoJl MM METWICHXJIOPHI, MPEANOYTH-
TEJIHO ATUNALCTAT, PU TeMIeparype B Ipelesax
ot 0°C mo TemmepaTyphl OKpYyKaomehd cCpeasl B
Tedenne BpeMeHn oT 30 MMH 10 3 9, MPeanoyuTH-
TenpHO 1 4, ¢ moiydyeHHeM KapOOHOBOM KHCIIOTHI
X.

CxemMa 2 WUIIOCTPUPYET aJbTCPHATHUBY IIO-
CJIeJIOBATEIILHOCTH PEaKIUi COYCTAHUS HA CTaTUAX
5u 6 cxemsl 1. Crioco0 cxembl 2 IPeIIOUTUTEIICH.
Craaus 1 cxembl 2 MpeacTaBisieT coboit arepudu-
Karurio KapOoHOBOM KUCIOTHI X| cimpToM R4OH, B
kotopsix R® 1 R* Takme, Kak OmpejeseHo BHILIE, ¢
nosryaenneM d¢dupa Xl1. B aTom ciocobe kapboHO-
Byto kuciory X| obpaGarsiBaror crmprom R'OH,
NPEANOYTUTEIBHO MHEePBUYHBIM MM BTOPUYHBIM
CIIUPTOM, TaKUM KakK 2,2-AMUMETHIIPONHIOBBINA
CIIUPT, W KUCJIOTOH, TaKOM Kak cepHas KHCIOTa,
CONsTHAsl KHCJIOTa, METaHCYJIh(OHOBAas KHCIIOTA,
TOJIYOJICYJIL(OHOBAs KHUCIIOTA WK Kampopcynbo-
HOBasi KHCJIOTA, MPEIIOYTUTEIFHO CEPHOW KHCIO-
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TOW, B PACTBOPHUTEIIC, TAKOM KaK TOJIYOJ, JAUXIIOP-
MeTaH WM JUXJIOPITaH, MPEANOYTHTEIHHO B TO-
nyose, npu temmneparype ot 0°C mo temmeparypbl
obpazoBanus (GyerMpl, MPEAMOYTHTEIHHO TIPH TEM-
neparype obpa3oBaHus (pierMbl, B TCUCHHE BpeMe-
HU 0T 1 10 24 4, B TUIHYHOM ciy4ae 4 4, ¢ mojy-
genuem d¢dupa XII.

Ha cragun 2 cxemsr 2 a¢pup Xl obpadatsr-
BalOT OCHOBAaHUEM, U TOJTYYCHHBIC TIPOU3BOIHEIC C
METaJUIaMU B OPTO-TIOJIOKCHHUU YJIABITUBAIOT TPH-
AIKWIOOPAaTOM € MOJIyYeHHeM OOpOHATHOTO d¢upa
XI1I1. Ha craguu 3 cxemsl 2 6oponatuslii a¢up XlI|
THIPOJIM3YIOT 1O COOTBETCTBYIOIIEH OOpOHOBOH
kucaoTel XIV ¢ HCIIOAB30BaHHEM CIIOCOOOB, M3-
BECTHBIX crienuanucraMm. Ha cragusax 2 u 3 cxeMbl
2 3¢up XI| 006pabaTeBalOT METAITAMUAIHBIM OCHO-
BaHHEM, TaKMM KakK IMWU3OMPOINMUIAMHUI JIUTHS, JU-
METWIaMHJ, JTUTHs, 2,2,6,6-TeTpaMeTHIHIICPUIITH
matus Wi 6uc(2,2,6,6-TeTpaMeTHITTUIIEPUIINHO )
MarHuii, TPEANOYTUTECIHHO TUH3OMPOMIIAMHUIOM
autus, B npucytctBun Tpu((Ci-Cj)ankmin)bopara,
TAKOTO0 KakK TPHUH3OMPONHIOOpAT, TPUITUIOOpAT
WIA TPUMETWIOOpAT, MPEAMOYTHTEIBHO TPHUU30-
nponmidopata, B 3(QUPHOM pacTBOPUTEIE, TAKOM
kak TI'®, num3onponunoBeiii 23GUp, AMOKCAH HITH
METHII-TPET-OyTHUIIOBEIN 3(pHp, MPEANOITHTEIHHO B
TI'®, B TeMnepaTypHOM [uara3oHe OT MPUMEPHO
-78°C mo Temmeparypbl OKpysKaromiei cpeabl (20-
25°C), mpeamoururenbHo okosio 0°C. Ilocme me-
puoaa Bpemenu ot 10 muH 10 5 9, B THIHYHOM
ciydae 1 4, peakUuio racsT BOJHOW KHCIOTOH C
noydyeHneM 00poHOBOH kuciotel X1V,

UroObl 00JIeryuTh OOpalieHue ¢ OOPOHOBOM
kucnoroit XIV mepen nepexonom k craguu 4 cxe-
MBI 2, 60poHOBYIO KuciaoTy XI|V MokHO mozisepr-
HYTh B3aWMOJICHCTBHIO C aMHUHOJHUOJIOM, KaK Mpo-
WILTIOCTPUpOBaHO Ha cxeme 3. Ha cxeme 3 6opowo-
ByI0 kucIoTy XIV moaBepraroT B3auMOJIEHCTBUIO C
amuHOAMOIOM XV, e RS, M ¥ n Takue, KaK orpe-
JICTICHO BBIIIIE, B PACTBOPHUTEIE, TAKOM KaK H30MPO-
MAHOJI, 3TAHOJ, METAHOJI, CMECh T'€KCAHOB, TOJYOJ
WX KOMOWHAIMS BBIIICHA3BAHHBIX PACTBOPUTEIICH,
MPEIIOYTUTEIFHO B M30IMPONAHOJIE, IPU TeMIepa-
Type B auanazone ot 0°C mo temnepaTypsl 00pa3o-
BaHUs (HJIETMBI, IPESIIOYTHTEIEHO PU TEMIICpaTy-
pe OKpYy’KaloIlel cpelibl, B TCUCHUE BpeMeHu oT 15
muH 10 10 4, mpeanourutensHo 10 9, ¢ mony4yeHu-
eM amMuHHOTO KoMmIutekca XVI. UtoOwl mepeiitn k
cramuu 4 cxemsl 2, aMuHHBIN koMmIuieke XVI rua-
ponm3yloT 10 6opoHoBoW KucioTel XIV cormacHo
croco0am, KOTOpble M3BECTHBI crienuanucTam. Ta-
K€ CIocoOBl BKIIOYAIOT B ce0sl HCIOIB30BaHUE
BOZHOM KUCJIOTBI, TAKOM KaK COJIIHAs KUCJIOTa.

Cragus 4 cxembl 2 TpeacTaBisieT co0oi pe-
akiuto codetanus Cy3yku Mexay OOpOHOBOW KH-
cioroit X| u xpomanoiom VI ¢ obpazoBanuem Oua-
puna ¢opmyiast IX. B atom crocobe mosydaror
CMeCh, COJIepXKalylo O0poHOBYH kuciory XIV,
xpomanon VI, mammagweBBI KaTanam3aTop, TaKoi
kak Terpakuc(tpudenunpochun)namnanuii  (0),
nmuxiopouc(tpudpenmidochun)namnaamii (II), ame-
tar nayutaaus (1), muMep XIopuaa amiminaniagms,
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Tpuc(aubeH3mwIuAeHaeToH ) aunaiaauid  (0) wmu
10% mnamwraguss Ha yriaepoae, IPEANOYTHTEIBHO
terpakuc(tpudpenmndochun)nammaamii (0), OCHO-
BaHUE WM COJNb (PTOPOBOJOPOTHON KHCIIOTHI, Ta-
K€ Kak KapOoHAT HaTpwsi, TPUITWIAMHUH, OWKap-
OoHaT HATpHs, KapOoOHAT 1e3us, oprodocdar Ka-
must, Gropun Kamus, (QTOpHI [e3us, THAPOKCHI
HaTpHsl, THAPOKCUA Oapus nim Gropuz TeTpadyTH-
JAMMOHUS, MPEIIOYTUTEIIFHO KapOOHAT HATPUS, U
PACTBOPHUTENb, TAKOW KaK TOJYOJ, ITAHOJ, JHMe-
TOKCHATaH, BO3MOXXHO COJEpKallluii BOAY, Ipen-
MOYTUTEIBHO TONYOJI, CojepXammi Boay. B xpo-
MaHoJje VI, KoTOpBIi MOTYYar0T B COOTBETCTBHH CO
cxemoii 1, X', KOTOPBIN MIPUCOETNHEH B TIOJOKECHUH
6 wim 7 XpOMaHOBOTO KOJIbIIA, MPEACTABIICT COOOM
rajgoreauy wik (Cy-Cy)nephropaikuicyibpoHar,
MIPEATIOYTUTENBHO OpOMHUI, HOA U WUIH TPUPTOP-
MeTaHCYIb(hoHAT. DTy CMECh NMEPEMEIINBAIOT MPH
TeMIIepaType MeXAy TEMIIepaTypol OKpyKarouiei
cpemsl 10 TeMIepaTrypsl 00pa3oBaHUS (IICTMEI,
MPEIIOYTUTEIFHO TIPH TEMIIEpaType 00pa3oBaHUS
¢urermsbl, B TeueHne BpeMeHH npumepHo ot 10 MuH
o 6 u, mpeamouyTHTeNbHO 1 9, ¢ MOMyYeHHEeM Oua-
puna IX.

Ha craguu 5 cxemsr 2 a¢up 1X ruapoausyror
C TIOMyYeHUEeM KapOOHOBOH KHCJIOTHI X, KaK OIH-
CaHO BBIIIE I CTaInH / CXeMBI 1.

HacTtosmee n3o0pereHne MpoMUTIOCTPHPOBA-
HO HIDKECIIEAYIONTMMH MIPUMEpaMHy, HO HE OTpaHu-
YeHO WX JeTalsiMH. B Hmkeciaexyrommx mpumepax
TEPMHUH "TeMIepaTrypa OKpy>Karomen cpeasl" o3Ha-
YaeT TEeMIIEpaTypy B AUAna3oHe OT mpuMepHo 20 1o
npumepHo 25°C.

[pumep 1. (R)-4-Bensun-3-(3-penuanponuo-
HUT)-OKCa30JIUINH-2-0H.

K pacrBopy (R)-(+)-4-6en3mi-2-okca3omnn-
muaona (910 r; 5,14 wmone) m 500 mr 2.2'-
TUNHAPHAMIA B Ka4eCTBE WHAWKATOpA B TETParwi-
podypane (9 1) npu -78°C H00aBISIM B TEUEHHE
30 mMun 2,5M pacTBOp OYTHILIHUTHS B CMECH I'eKca-
noB (2,03 1; 5,14 mons). Bo Bpems moGaBieHus
TEMIEpaTypy PCaKIMOHHONH CMECH IOAICPKIBATU
Hmke -55°C. PeaklmOHHYI0O CMeCh OXJIaXIalu J0
-75°C u B TeueHHe 5 MUH MOOABIISLIN THAPOIIMHHA-
monHmxaopun (950 r; 5,63 moip). PeakimoHHOM
cMecH JaBajiy Harperscst 10 Temmneparypsl 0°C, mo
JIOCTHXXEHUH KOTOPOH CYJIHIIN O 3aBEPLICHUH peaK-
UM TIO0 pe3ysibTaTaM TOHKOCJIOWHOM Xpomarorpa-
¢un (cMech TeKcaHoOB M dTmianerara, 2:1). Peak-
o racuiau godasiaeHrneMm 10% BomHoro 6ukap6o-
nara Hatpus (3,6 ;1) u Boas! (3,6 ). Boanyro ¢asy
OTJEISUTA U DKCTparupoBany stuianeraroM (3 1).
OObenMHEHHBIE OPTraHWYEeCKUE CJIOW TPOMBIBATIH
5% BoaHbIM KapOoHaToM Hatpus (3,6 1) U Hackl-
[Iand BOJAHBIM XJIOpUAOM Hatpus (2 J1), CymIuiu
HaJ Cynb(paToM MarHus W KOHIICHTPUPOBAIU B Ba-
KyyMe /10 IPUMEpHO 2 JI BSI3KOW JKENITOH CyCIeH-
3UH. DTy CYCIICH3UIO PACTBOPSIM B dTHaneTaTe (3
J), KOHIEHTPUPOBAIM IO TBEPJAOTO COCTOSHUS U
pactBopsimu B aTrianerare mpu 5S0°C. Jlo6aBisn
cMech rexcanoB (10 J1) ¥ MeIJIEHHO OXJIAXKIAIHN Ty
cMech 1o 10°C, monmyyast B ocajike TBepIble Belle-
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cTBa, Kotopsle nepememmnBany npu 10°C 30 muH.
OTH TBEpHbIE BEMIECTBA COOMpANU (UIbTpPAIUCH,
MIPOMBIBAIA CMECHIO TEKCAaHOB W CYIIWIA Ha BO3MY-
Xe IPHU TeMIIepaType OKPYXKaromiei cpesl ¢ Momy-
yenneM 1,4 kr (88%) (R)-4-0Gensui-3-(3-¢penn-
MIPOITMOHMIT)-0KCa30JUINH-2-0Ha B BHUIE OJeIHO-
xenteix urm: “H-SIMP (300 MHz, CDCly) & 7.14-
7.33 (m, 10H), 4.66 (m, 1H), 4.17 (t, J=3.4 Hz, 2H),
3.26 (m, 3H), 3.03 (t, =7 Hz, 2H), 2.75 (dd, J=9.5,
14.3 Hz, 1H); UK 1787, 1761, 1699, 1390, 1375,
1308, 1208, 1203, 746, 699 cm'*, T.ru1. 102-104°C.

IMpumep 2. [4R-[3(2R,3R)]]-4-bensui-3-[2-
6en3mi-3-(4-6pom-2-pTopdheHn)-3-ruIpoKCHIIPO-
MUOHMII | -OKCA30IUINH-2-0H.

K pactBopy (R)-4-6en3un-3-(3-dpenmimpo-
MTHOHMIT)-0Kca3onuauH-2-oxHa (1064 r; 3,44 mons) B
nquxsopmerane (5,6 ) npu -5°C no6aBisin 1udy-
tunooprpudaar (1133 r; 4,13 moins) B Teuenune 20
MHUH, TOcCie 4Yero poGasisud TpudThHiamud (719
M, 5,16 MoJb), MOAAEPIKUBAs TEMIIEPATypy peak-
UOHHON cMecH Hiwke 5°C. DTy cMech OXJIaXKIamu
10 -70°C u Ha npotsokeHnn 30 MUH T00aBSUTH K
Hell pacTBOp 4-0pom-2-dropbensanbaeruga (699 r;
3,44 monp) B auxiopmeTaHe (2 m). DToi cMecH B
TEYCHHUC Yaca JaBaJll HATrPeBaThCS O TEMIICPaTy-
pel -10°C, mo AOCTHXEHHMU KOTOPOH CyIWIu O 3a-
BEPILICHUH PEaKIMHU MO Pe3ylbTaTaM TOHKOCIOW-
HOH xpomatopraduu (CMech TeKCaHOB W dTHIIAIlE-
tara, 2:1). Peakiuro racuid g00aBICHHEM B Tede-
wue 30 mun 3,5 1 Oydepa ¢ pH 7, cocrosiero us
OJTHOOCHOBHOTO (ochara Kamus ¥ THAPOKCHIA Ha-
Tpus, a 3areM 1,8 1 metanona u 1,8 1 35% BoaHO#
TePEKUCH BOJOpOaa B TeueHne 1,5 4, moaaepruBas
TeMIepaTypy peaknuoHHOH cmecu Hmxe 15°C.
Opranudeckuil cioil oTaeNnsii, TPOMBIBAIA HACKI-
LICHHBIM BOJHBIM OukapOoHaToM Hatpus (6,7 1) u
pas3bapisiin Oe3BoAHBIM 3TaHONOM (4 1) u 25%
BOJHBIM OHCyTbGUTOM HaTpus. OpraHudecKuit
CIIOM OTHENSIN, POMBIBAIM BOIOH (4 1), Cymmin
HaJ cyab(paToM MarHUs W KOHIICHTPUPOBAIH B Ba-
KyyMe ¢ nonyuenrem 1818 r (103% mo macce He-
OYHIIEHHOTO MPOJYKTA) [4R-[3(2R,3R)]]-4-
6en3min-3-[2-6en3un-3-(4-opom-2-propdenmn)-3-
THUIPOKCUTIPOITUOHMII |-OKCA30IMINH-2-0Ha B BHIE
O4YEHb BS3KOIO0 Macja SHTAPHOIO IIBETa: 'H-sIMP
(400 MHz, CDCl3) & 7.46 (t, J=8,0 Hz, 1H), 7.16-
7.32 (m, 10H), 6.94-6.96 (m, 2H), 5.35 (d, J=4.7
Hz, 1H), 4.92-5.29 (m, 1H), 4.45-451 (m, 1H),
3.92 (m, 2H), 3.01-3.14 (m, 3H), 2.83 (dd, J=3.1,
13.6 Hz, 1H), 2.05 (dd, J=10.0, 13.5 Hz, 1H); UK
3460 (br), 1780, 1696, 1483, 1388, 1350, 1209,
1106, 1068, 877, 760, 747, 701, 583,512,486 cm'™.

I[Mpumep 3. 1-MeTun-2-nuppoSMINHOHOBBIN
conbBaT [4R-[3(2R,3R)]]-4-0en3mi-3-[2-0en3ui-3-
(4-6pom-2-dpropdeHn)-3-ruapOKCUIPOITHOHMI ] -
OKCa30JININH-2-0Ha.

K pactBopy (R)-4-6en3mi-3-(3-henunmponu-
onun)-okcazonunun-2-ona (12,0 kr; 38,8 mons) B
nuxiopmetane (180 i) mpu Temmeparype ot -70 10
-80°C B Teuenue 30 MUH MOOABISIIN TETPAXIOPHU]
tutaHa (8,8 kr; 46,6 Mob) ¢ MONMyYCHHEM TYCTOMH
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CyCIICH3UH, KOTOpYIo mnepememuBany eme 30 MuH
mpu Ttemreparype ot -70 mo -80°C. N,N,N',N'-
TerpamermmTuienanamud (17,6 1; 116,4 Mous)
nmobaristin B TeucHre 30 MUH C HOJTy4eHHeM Ooiree
KUAKOW peaknnoHHON cMecH. Jlo6asismu 1 MmeThi-
2-nmuppoauaunoH (7,6 kr; 16,4 MOJIb) U EpeMENIH-
BaJlM peaknuoHHy0 cMech 30 MUH, BCEe 3TO BpeMs
MOJJIEpKMBasl TEMIIEpaTypy PEaKkLHOHHOM cMech
Hmwke -65°C. B teuenne 30 MuH mobaBisutu pac-
TBOp 4-6pom-2-propbensansaeruna (7,9 xr; 38,8
MoJb) B auxyopMerane (38 1), moanepikuBas TeM-
MepaTypy PeakIMOHHOW CMECH HWDKE WM PaBHOW
-68°C. PeakunoHHOM cMecH JaBaau HarpeBaThcs B
teuenne 8 u mo Temmepatypsl 20°C, Mo moCTHKE-
HUY KOTOpoi ee oxnaxaanmu 1o 10°C u racumm pac-
tBopoM 5,0 Kr xs1opraa aMmMouus B 11 J1 BOJIBI, UTO
BBI3BIBAIO 0Opa3oBaHUe OEIOro ocajuka W dK30Tep-
MHYECKOe TOBBIIIEHHE TeMIiepatypsl 1o 28°C. Jlo-
Gaysin Celite® (12 kr) u nepeMeInuBaii peaKiu-
oHHyto cMmechk 12 1 ipu 20°C. PeakunoHHyI0 cCMech
(GWIFTPOBAN, KOHIICHTPUPOBAIX IIpu aTtMmocdep-
HOM JaBJIEHHHM 1O Macja, o0pabaThIBAIN CMECHIO
rekcanoB (120 i), KOHUEHTPUPOBATIH O MPUMEPHO
50 i, memnenno oxnaxaanu g0 0°C u rpaHyIupo-
Baqu B TeucHHe 24 4. HeouwiueHHBIA MPOIYKT
(24,3 xr) otmensiu (uibTpanye, oObEIUHAINA C
CBIPBIMH TMIPOJYKTAMH JIByX CXOJHBIM 00pa3om
npoBeaeHHbIx peaknuii B 110 1 mmxmopmerana,
obpabarsiBanu cMechio rekcanoB (320 J1), KOHIEH-
TPUPOBAJIH TMPH aTMOCHEPHOM [aBICHUU O KO-
HeyHoro oObema mpumepHo 250 5 (Temmepatypa
muctriuiaTa 65°C), mobaBisiy 3aTpaBKy HCTUHHO-
ro IPOJYKTa M MEIJIEHHO OXJIaKAalIu ¢ oOpa3osa-
HHeM rpaHyn B Teuenue 18 4 npu 20°C. Ounbrpa-
uus gana 67,4 kr (94%) 1-metun-2-nuppornu-
nuHOHOBOro conbBata [4R-[3(2R,3R)]]-4-6en3uwi-
3-[2-6en3uin-3-(4-6pom-2-propdenmn)-3-ruapok-
CHTIPOITHOHIJI |-OKCa30JMINH-2-0Ha B BHJIE CBETIIO-
PBDKEBATO-KOPUYHEBATOTO TBEPJOrO KpUCTAIIHYE-
ckoro Bemectsa: "H-SIMP (400 MHz, CDCl3) &
7.46 (t, 8.0 Hz, 1H), 7.15-7.29 (m, 10H), 6.94
(dd, J=1.9, 7.2 Hz, 2H), 5.34 (d, J=4.8 Hz, 1H),
4.91-4.96 (m, 1H), 4.44-4.49 (m, 1H), 3.90-3.95
(m, 2H), 3.55 (bs, 1H), 3.37 (dd, J=7.2 Hz, 2H),
3.00-3.13 (m, 2H), 2.83 (s, 3H), 2.82 (dd, J=3, 13.3
Hz, 1H), 2.26 (dd, J8.2, 8.2 Hz, 2H), 1.97-2.06
(m, 3H); UK 3150 (br), 1776, 1695, 1652, 1600,
1221, 1050, 996, 953, 875 cm™; T.1mu1. 80-83°C.

Ipumep 4. (1R,2S)-2-Bensun-1-(4-6pom-2-
¢dbropdhennn)-npomnan-1,3-auod.

2M pactBop OOpruapuaa JUTHS B TETPATHI-
podypane (1,7 1; 3,4 MoJIb) pa3baBIsIId TETPAru-
podypanom (1,7 1) ¥ OCTOPOKHO 0OpabaTHIBAIIA
Bomoi (61 mu; 3,4 monb) B Tedenue 15 muu. D1y
CMech NepeMeIIMBallM TPH TEMIIEPaType OKpy-
XKaloIIeH cpezbl 0 NPEeKpamieHus BBIICICHHS BO-
mopona (ot 0,5 mo 1 4), a 3areM moOaBILIN ee K
pactBopy [4R-[3(2R,3R)]]-4-6en3un-3-[2-6eH3u-
3-(4-6pom-2-hropdeHtun)-3 -TuAPOKCUTTPOTTHOHII] -
okcazonuaun-2-ona (1,75 kr; 3,4 monb) B TeTpa-
ruapodypare (8,75 1) B Teuenne 30 MUH TIPH TEM-
neparype 0°C. IlomydeHHONH MOJIOYHO-O€NoH cyc-
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MICH3UM JaBalid B TeueHUe 12 4 HArpeThes 10 TeM-
mepaTypsl OKpYyKaromed Ccpensl, MO IOCTIDKCHUH
KOTOPOH O €€ 3aBepIICHHH pPEaKIUH CYIWIN II0
pe3yibTaTaM  TOHKOCIOWHOW  XpomaTtorpaduu
(cMech rekcaHoB M dTHIaleTaTa, 2:1). DTy peakuu-
OHHYIO cMech oxyaxaanu o 15°C u racwim Bomoi
(5,25 n) B Teuenne 15 MHUH U IEepEMEIIUBAIH €IIIE
10 muH nepen modasieHueM 35% BOJHOW MEpEKH-
cu Bozopoaa (2,6 1) B Teuenne 20 MuH. DTy peak-
MUOHHYIO CMech mepememuBanu 15 mMuH, a 3aTem
pasbasisiun stunanerarom (5,3 ) u Bogoit (4 ).
Opranudeckuil Cioil OTIeNsii U NMPOMBIBAJIH BO-
noit (5,3 m), 5% BoAHBIM OHCYTbOUTOM HATPUS
(5,25 1) u 50% HaCHIMIEHHBIM BOJHBIM XJIOPUIOM
Harpus (7,5 7). B opranndgeckoM ObLIH 0OHApyKe-
HBI TIEPOKCHIBI, TOITOMY €r0 MPOMBIBAIN JAJbIIC
5% BoaueiM Gucynspurom Hatpus (5 1) m 50%
HACBIICHHBIM BOJHBIM XyopuaoM Hatpusi (6 ).
OpraHudecKuil CJI0Oi KOHIICHTPUPOBAIH B BaKyyMe
J0 Maclna, pa30aBisutd dTunanetatoM (4 1) U cMe-
cpto rekcaHoB (13 n) u mpombiBamu 1H. BOJHOU
cosiHOM kucnoToit (6 pa3, 17 n) no ynanenus (R)-
(+)-4-6eH3un-2-okcazonuanHoHa.  OpraHu4ecKuit
CJIO¥ TIPOMBIBAIA HACKHIIICHHBEIM BOJHBIM OHKap0o-
nHaroM Hatpus (5,3 1), pazbasisuin ToayosoM (2 1)
U KOHIICHTPHPOBAIM B BaKyyMe C IIOJy4CHHEM
1138 r (98%) (1R,2S)-2-6ensuin-1-(4-6pom-2-
¢dbropdennn)-npornan-1,3-muona B BHUIAE MAaCISHU-
croro Bemecra: 'H-SIMP (400 MHz, CDCly)
0 7.74-7.51 (m, 1H), 7.33 (dd, J=1.9, 83 Hz, 1H),
7.15-7.25 (m, 4H), 7.04-7.06 (m, 2H), 5.39 (d,
J=2.6 Hz, 1H), 3.77 (dd, J=3.0, 10.7 Hz, 1H), 3.64
(dd, J=5.0, 10.8 Hz, 1H), 3.44 (bs, 1H), 2.68 (dd,
J=11.0, 13.8 Hz, 1H), 2.59 (dd, J4.1, 13.9 Hz,
1H), 2.15-2.20 (m, 1H), 2.01 (bs, 1H); MK 3370
(br), 3269 (br), 1485, 1406, 1213, 1033, 1021, 850,
700 cm™.

Ipumep 5. (3S,4R)-3-bensui-7-6poMxpomaH-
4-om.

1M pacTBOp OHMC(TPUMETHIICHIIMII)aMHIa Ha-
Tpus B Terparuapodypane (6,55 1; 6,55 mois) mo-
Oasysi B Teuenne 20 muH K pactBopy (1R,25)-2-
oenswmi-1-(4-6pom-2-hropdennn)-mpomnan-1,3-
qwona (1975 r; 5,82 moib) B tUMeTHICYITBGOKCH IE
(9,88 n) mpu TemmepaType OKpY)KAarowieil Cpesl.
Oty cMech MemieHHO HarpeBanu g0 60°C mop Ba-
KyyMOM OT BOJOCTPYHHOTO Hacoca Ul yAaJeHUs
TeTparuapodypaHa U3 peakIMOHHOH CMecH, a 3a-
TeM HarpeBalu npu temmneparype ot 60 o 65°C B
TE4YeHHE 5 9 MoJ BaKyyMOM OT BOJOCTPYHHOTO Ha-
coca, TOoCJe Yero CyAWIH O 3aBEpUICHUH PEaKIHH
M0 pe3ysbTaTaM TOHKOCIOHHOW XpomaTorpaduu
(cMech rekcaHoB M dTHIaleTaTa, 2:1). DTy peakuu-
OHHYIO CMECh OXJIAKIAU 10 TEeMIepaTypbl OKpY-
Karoniel cpebl U racuiu nobasnenuneM Bojsl (10
1), a 3ateM 1H. comstHo# Kucnotsl (10 ). [Tonyden-
HYIO PBDKEBATO-KOPHYHEBYIO CYCIICH3UIO (HIBTPO-
BaJIM, MPOMBIBaIM BOaoW (2 1) M pacTBOPSUIH B
stwnanerate (12 ;). DTOT pacTBOp HPOMBIBAIU
BOJIOW (mBaxapl mo 12 J1), KOHICHTPUPOBAIHU IO
Manoro o0BEeMa, PacTBOPSIIM B H3OTPOIHIOBOM
s¢upe (4 1) U KOHIEHTPUPOBAIU IO aTMocdep-
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HBIM JaBlIeHHEM Ipu TemmepaType oT 50 go 60°C
1m0 1,0 51, o JOCTM)KEHHM Yero HauyMHAaId OCaxk-
JIaThCsl TBepZble BellecTBa. [lonydeHHYIO CycrieH-
3UI0 OXJIAXIAIU JI0 TEeMIEpaTypbl OKpYXKaromiei
cpenpl, nepeMeniBany 12 4, KOHIEHTPUPOBAIH JI0
MOJIOBHHBI ¢ 00beMa, OXJIAXKIAIH IO TeMIePaTypbl
ot 0 no 5°C u ¢uasTpoBanu ¢ nonxyueHuem 916 r
(49%) (3S4R)-3-6eH3ma-7-OpoMxpomMaH-4-oia B
BUjc OEIOro TBEpJOro BemecTBa. DMIBTpAT KOH-
LEeHTpHupoBain 10 TemHoro Macia (906 r), pactBo-
psti B u3onpomnwioBom ddupe (1,5 m) npu Temme-
patype oOpa3zoBaHus (HICTMBI, OXJIAKIATN 10 TEM-
MepaTypsl OKPYKAIOLICH Cpebl, MEPEMCIIUBAIN H
(GUIBTPOBAIK C TOJyYCHHEM MOIOIHUATEIBHBIX 82
I TBepaoro BeulecTBa. OUIbTpAT KOHICHTPUPOBA-
M B XpomarorpaupoBanu Ha cunukarene (60-230
MeIII), 3JFOUPYS CMEChIO0 TEKCAHOB C ATHIIALETATOM
3:1. OGoramieHHbIe TPOAYKTOM (PAKIHUK KOHIICH-
TPUPOBAJIH U TMEPEKPHCTAIUIN3OBBIBAIM U3 H30IPO-
MUJIOBOTO 3(Hpa ¢ MONyYCHHEM JIOTIOTHUTEIBHBIX
82 r tBepnoro BemectBa. Q6w Beixo/ (3S,4R)-3-
OeH3mwi-7-0pomxpoman-4-oma coctaBmwi 1080 r
(58%): *H-SIMP (400 MHz, CDClg) & 7.29-7.33 (m,
2H), 7.21-7.25 (m, 1H), 7.15-7.19 (m, 3H), 7.06-
7.09 (m, 2H), 4.44 (bs, 1H), 2.41 (dd, J=2.6, 11.3
Hz, 1H), 3.97 (dd, J4.5, 11.3 Hz, 1H), 2.68 (dd,
J=6.5, 13.8 Hz, 1H), 2.51 (dd, J=9.1, 13.8 Hz, 1H),
2.18-2.23 (m, 1H), 1.85 (d, 4.3 Hz, 1H); UK
3274 (br), 3181 (br), 1598, 1573, 1493, 1480, 1410,
1219, 1070, 1052, 1023, 859, 700 cm*; T.1mn. 143.5-
144.0 °C.

Ipumep 6. (3S,4R)-3-bensmi-7-6poMxpomMaH-
4-om.

K pactBopy (1R,2S)-2-0en3min-1-(4-0pom-2-
¢dropdennn)-npomnan-1,3-nuona (monyden uz 33,5
kr (54,8 monp) 1-MeTHI-2-MUPPOIUAUHOHOBOTO
conpBata [4R-[3(2R,3R)]]-4-0en3ui-3-[2-0eH3ui-
3-(4-6pom-2-dpropdenu)-3-ruApOKCUTTPOTHOHILI |-
KCa30JMINH-2-0Ha, 6e3 BblesieHus) B 185 i tetpa-
ruapodypana nodasism 12,9 kr (115 mois) Tepr-
OyTokcu/a Kanusl. PeaklMOHHYIO CMeCh HarpeBalu
¢ 00paTHBIM XOJOAWIHHUKOM B T€U4eHHUE 4 U, Tocie
4ero yOeJalKch B 3aBEPUICHUH PEaKIMU C MOMO-
IIBI0 TOHKOCJOWHOW XpoMartorpaduu (CMech T'eK-
caHoB ¢ stwianeTatoM, 3:1). PeaknuoHHyIO cMeCh
OXJTAXIAJTH JI0 TEMICPaTyPhl OKPYKAIOIICH CPEebl,
racunu 170 i1 Bojiel, pa3basisutu atunamerarom (83
n) u nmoakucimsu 10 pH 5,3 (BoaHsId cnoit) 7,5 1
KOHILEHTPUPOBAHHON COJITHOM KuCnOThl. OpraHu-
YECKHI CJIOM KOHICHTPUPOBAIH MO/ BAKYYMOM JI0
MOJIyYeHHST IPUMEPHO 38 J1 CyCIeH3UH, pa30aBIsiu
H30MPONMIOBEIM ddupoM (76 1), HarpeBaam 0
pacTBOPEHUsI TBEPIBIX BEILECTB, MEIJIEHHO OXJIax-
namu a0 0°C u rpanynmupoBamu pu 0°C B TeueHue
12 4. (3S,4R)-3-Bensun-7-0pomxpoMan-4-011 B BH-
e Oemoro TBEpIOTro BemlecTBa, 5,1 Kr, BBIIACISIH
¢mwibTpoBaHHEM. MaTOYHYIO KHIKOCTH MPOMEIBA-
JI HACBIIIEHHBIM BOJHBIM XJIOpUIOM Hatpus (4 1),
KOHIICHTPHUPOBAIH 10 KOHEYHOTO o0Bema 57 1 m
rpanynupoBaimu npu 0°C B teuenue 12 v ¢ momyde-
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wuem 4,3 kr Bropoit moprun (3S,4R)-3-6eH3mn-7-
Opomxpoman-4-oina.

Bropyio HACHTHYHYIO DPEaKIMOHHYIO CMECh
racuiiv, pa30aBIsUTd STHIALETATOM U TOAKUCIISIIN
KaK OmHUcaHo BhImie. OpraHNYecCKUN CIOW CYIIHIN
Hax 10 xr cynapdara Maraus, KOHIICHTPHPOBAIH
npu arMochepHOM AaBiaeHHH a0 mpuMmepHO 30 I
CYCIEH3UH, pa30aBIsuIN M3ONPOIMIOBBIM 3(prpoM
(38 1), KOHLECHTPUPOBAIX 0 IPUMEpHO 57 1, Mes-
JICHHO OXJIQXKIAJIM M TPaHyJINPOBAJIH IIPH TEMIIepa-
type ot 0 no 10°C B Teuenme 12 u. (3S4R)-3-
Benzun-7-6pomxpoman-4-o1 B KoimdectBe 8,7 Kr
BBIICISUTN (DMIIBTpOBaHHEM. MaTOYHYIO JKHJIKOCTD
O0BEAVHUIN C MATOYHOW KHUAKOCTHIO OT BTOPOM
MOPIMH, TIOJYYCHHOW OT NEPBOM peakluu, KOHIEH-
TPUPOBAJIHM IO Maclia, OTBEPXKIAU MyTEeM OXJIax-
JICHUSI, TPaHy/lIUpoBal B 6 J1 H30MPOMHUIOBOTO
a¢upa npu 20°C B Teyenne 12 4 u mpu 0°C B Teue-
HHC 2 94 W (QUIBTPOBAIM C MOJydeHHeM 6,3 Kr
(3S,4R)-3-6en3un-7-6poMxpomMan-4-oia nocre
MPOMBIBaHHS XOJOJHBIM H30MPOIHIOBBIM 3(HPOM.
OOBbeMHEHHBIE TOPIMHM KOHEYHOTO IPOAYKTa OT
obenx peakumii cymmau c momydenuem 20,8 kr
(59%) (3S,4R)-3-6eH3m1-7-0poMxpomMaH-4-oa.

Ipumep 7. (3S,4R)-(3-bensun-4-ruapoxcu-
XpoMaH-7-11)-00pOHOBAsT KUCIIOTA.

K pactBopy (3S,4R)-3-6eH3m11-7-0pOMXpO-
man-4-oma (377 r; 1,18 monp) B TeTparuapo-
¢dypane (5,6 n) npu -75°C nobasmsm 1,48M pac-
TBOp MetwumTHs B 3¢upe (1,6 1; 2,37 Mons) B
TeueHne 45 MHH, IOJUIePXKHUBasi TEMIIEpaTypy HIDKE
-65°C. DTy peakLMOHHYIO CMECh MepeMelInBaIl
npu Temnepartype MeHee -65°C B TedeHue yaca, a
3ateM pobamisiin 2,5M pactBop OyTWIIIHMTHS B
cmecu rekcaHoB (440 mur; 1,3 Mons) B TeueHue 15
MHH. DTy pEaKIMOHHYIO CMECh ITepEeMENINBAIN IPU
TeMIieparype Hmxke -65°C B TeueHHe Jaca, a 3aTeM
Ha mporsukeHnd 30 muH no6asms 1,0M pactBop
O6opanTeTparuIpoGypaHoBOTO KOMIUIEKCA B TETpa-
rugpodypane (5,9 i1; 5,9 Moib). DTy peakIHOHHYIO
cMech HarpeBamm a0 0°C, racunm noOaBieHHEM
Bozb! (4,4 1), noBomunu 10 pH 2 ¢ momoinpio 1H.
BOJIHOHM COJISIHO# KHCIOTHI (4 1) M 3KCTparupoBain
U30MPOIMIOBEIM ddupoM (4 ). BoaHslii cioid 3Kc-
TPardpoBaik H3OMPOMHIOBEIM 3dupoM (4 1) u
00bEMHEHHBIE OPraHUYECKHE CJIOW IPOMBIBAIIN
0,51, BoaHBIM THIPOKCHIAOM Hatpus (7,2 ). Boa-
HBIN ci10# noBomwn 10 pH 3 ¢ momomsio 1H. BOI-
HOHM constHOM KmcnoTel (5,5 11) M dKCTparupoBain
srunaneratom (5,4 1 u 2,7 1). OGbeauHEHHBIE
ATUNALCTATHBIC CIIOW CYLIMJIHN HaJ Cyab(paToM Mar-
HHSI ¥ KOHIIEHTPUPOBAJIHU O]l BAKYYMOM C IOJIy4e-
ameM 3045 1 (91%) (3S,4R)-(3-0enszui-4-
THJPOKCHXPOMaH-7-1i1)-00pOHOBOH ~ KHCIOTHl B
BHze kerToil mensr: "H-SIMP (300 MHz, CDCl3) &
7.35-7.00 (m, 8H), 442 (d, J=4.1, 1H), 4.19 (d,
J=11 Hz, 1H), 3.90 (m, 1H), 2.68 (dd, J=6.2, 13,8
Hz, 1H), 2.47 (m, 1H), 2.15 (m, 1H); UK 3330 (br),
1413, 1348, 1320, 1211, 1025, 479, 730, 700 cm™.

Ipumep 8. Drtunossiit 3¢pup (3S4R)-2-(3-
OeH3WIT-4-TUAPOKCUXPOMAH-7-1i)-4-TpudTopMe-
THUIOCH30HHON KHUCIIOTHL.
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Cmechb atun-2-Hon-4-tpudropmeTniioeH3zoarta
(723 r; 2,1 moins), (3S,4R)-(3-6eH31I-4-THAPOKCH-
XpoMaH-7-ui)-00poHoBoit  kuciotel (627 T; 2,2
MoJB), ¢Gropuma kamus (366 r; 6,3 moms), 10%
namwtaaus Ha yriepoae (157 r; 50% yBnaxkHeHue
BOJIOM) 1 Ge3BOAHOTO dTaHoNa (6,26 J1) HarpeBaHn ¢
00paTHBIM XOJOAMIBHUKOM B TE€YEHHE 3 U, MOCIe
4ero yoexJaluch B 3aBEPUICHHH PEaKIUU ¢ MOMO-
IIBI0  TOHKOCJOHHOW  Xxpomartorpadum  (Touy-
on/ykcycHas Kuciota, 5:1). DTy peakuHOHHYIO
CcMech pa30aBIsUTH U30NPOMIIOBEIM 3dupom (8 1),
¢unptpoBanu uepe3 Celite® u npombiBamun 10%
BOJHBIM Oukapbonarom Hatpus (1,5 m). Bomubrid
CJIOH OTAEJSAIMN U SKCTPArupOBAIH W30MPOIHIOBHIM
s¢pupom (3 1). O0beIMHEHHBIE OPTAaHUYECKUE CIIOU
NpOMBIBajIK Boaou (6 J), Ccymmimm Hax CyibhaTom
MarHust ¥ oopabareiBanu mocpeacrsom Darco® G-
60 (1,0 xr) u cunmukarenem (1 xr, 70-230 mern) npu
TEMIIEpaType OKpyKamlled cpeapl. DTy cMech
¢unpTpoBamu uepe3 cioit cunmkarens (70-230
MeIll) U KOHIEHTPUPOBAIM B Bakyyme g0 922 r
TEMHOTO Macia.

310 Macno pazbasisim stiIaneratoM (1 1) u
GuIbTpOBAK Yepe3 KONOHKY ¢ cuinkareiaem (2
KT'), SJIIOUPYS STHIALETATOM, C MOJYYeHHEM CBET-
JIO-SIHTAPHOTO PAcTBOpPa, KOTOPBIH KOHIEHTPUPO-
Bayu ¢ noxyuernem 897 r (92%) stumosoro s¢hupa
(35,4R)-2-(3-0en3mn-4-rugpoKCHXpOMaH-7-11)-4-
TpUPTOPMETHIIOCH30MHON KUCIIOTHI B BUJIE CBETIIO-
suTapuoro macia: ‘H-SIMP (400 MHz, CDCls) &
7.89 (d, 8.1 Hz, 1H), 7.63-7.67 (m, 2H), 7.18-
7.38 (m, 6H), 6.91 (dd, J=1.8, 7.8 Hz, 1H), 6.68 (d,
J=1.7 Hz, 1H), 4.55 (bs, 1H), 4.25 (dd, J=2.7, 11.2
Hz, 1H), 4.17 (g, J=7.1 Hz, 2H), 4.00 (ddd, J=1.0,
4.5, 11.2 Hz, 1H), 2.75 (dd, J=6.4, 13.9 Hz, 1H),
2.56 (dd, J=9.3, 13.8 Hz, H), 2.26 (m, 1H), 1.93 (d,
J=4.3 Hz, 1H), 1.09 (t, J=7.2 Hz, 3H); UK 3307
(br), 3216 (br), 1734, 1339, 1298, 1247, 1191,
1175, 1118, 1097, 1050 cm™*

Ipumep 9. (3S,4R)-2-(3-bensun-4-ruipoKcu-
XpoMaH-7-m1)-4-Tpu TOpMEeTUIOCH30MHAST  KUCITO-
Ta.

Cmecy  otmioBoro  s¢dupa  (3S4R)-2-(3-
OeH3mI1-4-ruapoKcuxpoman-7-ui)-4-rpud ropme-
Tuben3oiHoi kucnote! (897 1, 1,93 moins) u 10%
BojHOTO ruapokcuaa Hatpus (980 mi, 2,72 MoJib) B
u3onponuioBoM crmpte (9 11) HarpeBaiau ¢ 0Opat-
HBIM XOJIONWJIPHHUKOM B TeYeHHE 6 U, OXJaxIalu
JI0 TeMIIepaTypbl OKpY)KaloIieil cpeasl M mepeme-
mmBaak 12 4. PeaknnoHHYIO CMeCh pa30aBILsiIu
Bomoi (13,5 1), cMechio rekcaHoB (9 1) U M30Mpo-
muIoBeIM d¢upoM (4,5 ). BoaHsli ciioit oTaensm
M DKCTPAarupoBajd CMEChi0 rekcaHoB (9 ) u m30-
nponuitoBbM d¢upom (4,5 1), noBoammu 10 pH 2 ¢
TIOMOIIBIO 2H. BOJTHOM COJITHOI KHCIIOTHI M 3KCTpa-
rupoBanu 3tuianeraroM (8 m u 4 ). O0beanHeH-
HBIE THJIALIETaTHbIE KCTPAKTHI MPOMBIBAIIM BOJOM
(6 n), cyumnu Hajg cyabhaToM MarHus M KOHLCH-
TPHUPOBAJIM B BaKyyMe JI0 TEMHO-SIHTApHOTO Macia,
KOTOpO€ pa30aBIsLIH TOJXYOJIOM (2 J) U CHOBA KOH-
LHEHTPUPOBAJIH 10 Macya. TO Macio PacTBOPSIIA B
toiyoie (4,2 ) npu 60°C u 106aBIsAIN CMECH T'eK-
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caHoB (8,8 ;1) co CKOPOCTBIO, MO3BOJISABILICH MOA-
JepkuBath Temmeparypy Bbime 50°C. PepkeBarto-
KOPHYHEBEIE TBEPIbIE BEIIECTBA, KOTOPBIE OCAXIa-
JIMCh TIPY MEIUICHHOM OXJIAKICHUH IO TeMIepaTy-
PBl OKpY)Karomel cpeaspl B TEUCHHE HECKOJIBKHX
4acoB, OT(QMIBTPOBBIBAIIM U INPOMBIBAIH CMECHIO
rekcaHoB W Tojyosa 2:1 (2 ). Dtu TBepable Bele-
cTBa pactBopsiu B Toayoune (5 m) mpu 60°C, obpa-
OateiBamu mocpenctBoM Darco® G-60, ¢umbtpo-
BQJIM, MPOMBIBAJIM TOJYOJOM M KOHLIEHTPHPOBAIH
MOJ BaKyyMOM JI0 HpuUMepHO 4 1. DTy cMech Ha-
rpeBas 10 50-60°C, mo xamiasiM oOpadarsiBanu
CMeChI0 TekcaHoB (8,6 1), oXmaxxaanu ¥ TpaHyH-
poBaiu mpu 5°C B TeyeHue BpeMmeHu ot 1 1o 2 4.
INomy4yeHHbIe TBepIble BELIECTBA OT(HIBTPOBLIBA-
JIM, IPOMBIBAJIM CMECBHIO TeKCAaHOB ¢ ToyosioM 2:1
(2 m) m BIaXHYIO MacCy IEpEeMELINBAINA B CMECH
rekcaHoB (4 1) mpu TeMmmeparype oOpa3oBaHHSA
(nermsl B TeueHne 30 MUH. DTy CMECh OXJIaXKIaJIH
JI0 TEMIIepaTypsl OKPYXKAIOIIEH CpeJibl, TpaHyIpo-
BaJIM B TCUCHHUE Yaca, GUIbTPOBAIH M MOJTyIECHHBIE
TBEpAbIC BELIECTBA CYIIMIN MO BAKYyMOM B Tede-
Hue Houw ¢ nonydenueM 450 r (55%) (354R)-2-(3-
OeH3mII-4-ruIpOoKCUXpOMaH-7-ui)-4-TpudTopme-

TUIOCH30MHOM KHUCIIOTHI B BHJE OEIOBAaTOTO TBEP-
noro BemecTsa: “H-SIMP (400 MHz, CDCl5) & 7.99
(d, 8.1 Hz, 1H), 7.66 (dd, J=1.1, 8.1 Hz, 1H),
7.63 (s, 1H), 7.15-7.32 (m, 6H), 6.89 (dd, J=8.1 Hz,
1H), 6.85 (d, J=1.7 Hz, 1H), 6.1 (bs, 2H), 4.50 (d,
J=4.3 Hz, 1H), 4.18 (dd, J=2.7, 11.2 Hz, 1H), 3.94
(dd, J=4.6, 11.0 Hz, 1H), 2.74 (dd, J=6.1, 13.8 Hz,
1H), 2.51 (dd, J=9.4, 13.8 Hz, 1H), 2.22 (m, 1H);
UK 3454, 3218 (br), 1699, 1431, 1337, 1299, 1275,
1258, 1191, 1178, 135, 1123, 70 cm™; .. 142°C.

[Mpumep 10. 2,2-JuMeTHIINPONMIOBEIA dup
4-TpudTOpMEeTUIIOEH30HHON KUCIOTHI.

K cycnensun 4-tpudropmernnOeH30HHOM
kuciotel (75,0 r; 394 MMonb) W 2,2-TUMETHII-
npomuiosoro crupra (70,5 r; 800 MMoJIB) B TONIYO-
ae (500 mi1) moGaBISIIM KOHIIEHTPHPOBAHHYIO CEP-
ayto kuciory (3,0 mi). CMech nepeMeInnBain Ipu
TeMIieparype oopazoBaHus (Giermsl 4 9, oxJaxmua-
JM 10 KOMHaTHOH TeMIepaTyphl, BIMBAJIM B HACHI-
IICHHBI BOAHBIA KapOoHaT HaTpus (250 mu) u
pasgensnu cinou. OpraHudeckuil cioil mpoMbIBaIu
HACBIILICHHBIM BOAHBIM KapOoHatoM HaTpus (250
M) U paccoioM (100 mMi1) M KOHLEHTPUPOBAIH C
HOJy4eHHEM 2,2-TUMETHIIPONIIOBOr0 ddupa 4-
TpudTopmeTunOeH3oitHoi kucnotsl (102 r, BBIXOA
99%) B Buze xenroii xuakoctu: Ry 0,66 (cMech
sTHIaleTaTa M rekcaHoB 25/75); IR 2932, 1727,
1327, 1280, 1133, 1066, 862, 775, 704, cm'™*; ‘H-
SIMP (400 MHz, CDCl3) 6 8.16 (d, J=7.9 Hz, 2H),
7.70 (d, J=8.1 Hz, 2H), 4.04 (s, 2H), 1.04 (s, 9);
BC-SIMP (100 MHz, CDCls) & 26.51, 31.61, 74.72,
123.63 (g, J=272.7 Hz), 125.4, 129.9, 133.7, 134.35
(0, J=31.7 Hz), 165.35.

MMpumep 11. 2-(2,2-JluMeTHINIPONIOKCHKAP-
00HMI)-5-TpuTOPMETHIOCH30JI00POHOBAsT  KUCIIO-
Ta.
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K pactBopy 2,2-1uMeTHIIPONHIOBOTO 3¢hupa
4-tpudropmerunOensoiHoil  kucimotel (4.225 T,
16,23 mmoiis) B TeTparuapodypane (40 mir) gobas-
nsmd Tpunsonpormicopar (9,00 min; 39,0 MMois).
DT0T pacTBOp oxnaxaanu 1o -78°C 1 Ha MPOTsIKe-
HUW 5 MUH 100aBISUTH 10 KaIlUIsIM JHUH3O0TPOIIHJIA-
mup st (12,0 mor 2,0M pactBopa B TETparuapo-
¢dypane/renrane, 24,0 MMOIIB). DTOT KpacHBIH pac-
TBOp mepeMeninBany B TedeHue 30 MUH, HarpeBalu
mo 0°C m racunmm MeIUICeHHBIM J00aBiIcHHEM 1H.
comstrort kucnotel (50 mur). DToil cMecu maBanu
HarpeTbesi O KOMHATHOM TeMIlepaTypsl, Iepeme-
mmBany ee 30 MUH 1 TOOABIISITM K CMECH TEKCAHOB
(200 ma). Cnou pas3fensid U OpraHMYEeCKUi CIIOH
MPOMBIBAJIM TTOCIE0BATEIBHO 2H. COJSIHOW KHCIIO-
toit (mBaxkapl mo 100 mu), Bogoit (100 mir) u pacco-
goMm (50 mur). OpraHudecKre SKCTPAKThl CYIIHIH
HajJ cynbpaToM Maraus, (GUIBTPOBAIH M KOHIICH-
TpUpoBaJIM 10 Macia. HeouuiieHHbIH NPOIYKT
KPUCTAJUTN30BanK U3 rentana (40 Mi) ¢ moxydeHu-
eM 2-(2,2-mIMeTHIIIPONIOKCUKapOOHNMI)-5-TpH-
dropmeTrnoeH30n60poHoBoi  kucnothl (3,037 T
BeIX0J 62%) B BHIe Oenoro TBEpAOro BEILIECTBA!
1.1w1.=159-160°C; UK 3377 (br), 2963, 1703, 1371,
1308, 1171, 1131, 794, 709 cm™; *H-SIMP (400
MHz, DMSO/D,0) 6 8.05 (d, J=8.1 Hz, 1H), 7.78
(d, J3=8.3, 1H), 7.66 (s, 1H), 3.94 (s, 2H), 0.95 (s,
9H); *C-SIMP (100 MHz, DMSO/D,0) & 26.69,
31.69, 74.91, 125.29, 125.75, 128.30, 129.62,
131.98 (q, J=31.8 Hz), 138.28, 142.68, 166.90.

Ipumep 12. 2,2-JIMMETHIIPONAIOBEIA PHP
(3S,4R)-2-(3-0eH3mI-4-rHAPOKCUXPOMAH-7-1J1)-4-
TPUPTOP-METHIOCH30MHON KHUCIIOTHI.

HByxdazueiit pactBop 2-(2,2-1UMETHIIPO-
MIOKCUKapOOHMIT)-5-TpUPTOPMETHIIOEH30100pOHO-
Boii kucnotel (1,72 1; 5,66 Mwmons), (3S4R)-3-
6en3mi-7-6pomxpoman-4-ona (1,80 r; 5,63 mmoib),
kapOonara Hatpus (1,82 r; 17,2 mMoip) U TeTpa-
kuc(tpudennnpochun)nammaaus (0) (12 mr; 0,19
Mons%) B Tomyoste (15 mir) n Boge (9 mi) mepeme-
[TUBAJIA TIPH TeMIIepaType oOpa3oBaHus GerMbl B
teuenre 100 MuH. DTy peakIMOHHYIO CMECh OXJia-
KA O KOMHATHOH TEMIepaTypbl, BBUIMBAIN B
Boxy (40 MuI) W DKCTPardpoBad JHH3OIPOIHIO-
BbIM 3¢dupom (75 mur). OpraHuveckue 3KCTPAKThI
npombiBain paccosnoM (50 mir), o6pabaTsiBain mo-
cpeactBoM Darco® G-50, cymmmm Hax cynbhaTom
Mmaraus, ¢uiptpoBamu uepe3 Celite® u xoHueH-
TpupoBamy. HeEOYHINEHHBIH OPOAYKT OYHILAIH
Xpomarorpaduell Ha cuIHKarene (CMech JTHIIalle-
tata W rexcanoB 20/80) ¢ moayueHmem 2,2-
JTUMETHIPOonIoBoro 3dupa (3S,4R)-2-(3-6en3ui-
4-ruapokcuxpoman-7-wui)-4-Tpu TopMeTHIOCH-
30MHOM KUCIIOTHI B BUje Oenoii nensl (2,25 r; BbI-
xox 84%): Ry: 0,32 (cMech dTHIaNeTaTa U TeKCaHOB
25/75); UK 3407 (br), 2961, 1721, 1336, 1292,
1172, 1134, 1110, 1022, 848, 749 cm™; 'H-AMP
(400 MHz, CDCl3) 6 7.90 (d, J=8.1 Hz, 1H), 7.66
(d, J=8.1 Hz, 1H), 7,63 (s, 1H), 7.19-7.37 (m, 6H),
6.88-6.93 (m, 2H), 4.53 (t, J=4.4 Hz, 1H), 4.22 (dd,
J11.2, 25 Hz, 1H), 3.99 (dd, J=11.2, 3.3 Hz, 1H),
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3.38 (s, 2H), 2.73 (dd, J=13.8, 6.3 Hz, 1H), 2.54
(dd, J=13.6, 9.4 Hz, 1H), 2.20-2.80 (m, 1H), 1.81
(d, 5.2 Hz, 1H), 0.74 (s, 9H); *C NMR (100
MHz, CDCl;) & 26.64, 30.96, 34.62, 41.53, 64.76,
76.42, 75.33, 116.77, 121.07, 122.97, 124.13,
126.44, 127.50, 127.54, 128.45, 128.60, 128.92,
129.11, 130.25, 130.31, 139.08, 141.69, 142.03,
154.4, 168.14.

Ipumep 13. (3S4R)-2-(3-bensun-4-ruapox-

CUXpOMaH-7-uin)-4-TpuTopMeTHIOCH30HHAs ~ KH-
CIIOTA.
PactBop  2,2-muMeTHimpornuioBoro  agupa

(35,4R)-2-(3-6eH3UM-4-THAPOKCUXPOMAH-7 -HJT)-4-
TpudTopMeTUnOeH30iHON KucnoTel (2,34 T; 4,69
MMOJIb) B H30IPONMIOBOM criupte (23 Mir) o6pada-
teiBain 10% BOAHBIM THAPOKCHAOM Harpus (2,3
M, 6,4 MMOJIb) M HarpeBajiM ¢ OOPATHBIM XOJIO-
IUIBHUKOM B TedeHHe 3 4. PeakumoHHylo cMech
OXJIAXKIATH O TEMIEPATYPhl OKPYXKAIOWEeH Cpesl,
BJIMBAIIK B BOAY (34 MII) M 9KCTParupoBajid CMECHIO
rekcanoB (23 M) ¥ u30omponuioBsM 3¢dupom (13
MJ). BogHbld cnoif OTAENSINM M 3KCTParupoBaiu
CMECBIO TeKCaHOB (23 MIT) M H30MPOIIIOBBIM 3(hH-
pom (13 mur), noBoguiu g0 pH 2 ¢ nmomorikio 6H.
BOJIHOH COJISTHOM KHCIIOTBHI M 9KCTPAarkpOBaJIN 3THII-
aneratoM (mBaxkabl o 40 mi). OObeAWHCHHEIC
STUJIALIETaTHBIE DKCTPAKTHl MPOMBIBAH PacCOIOM
(40 mu), cymman Hax Cyinb(haToM MarHus, QUIbT-
POBAJIM ¥ KOHLIEHTPUPOBAIH 10 OeNoH MeHBI, KOTO-
PYIO IePEKPHCTAIUIM30BBIBAIN U3 CMECH TOJIyoJIa U
rekcaHoB. IlomydyeHHBIe TBepAble BeIIECTBA OT-
(GUIBTPOBBIBAI U NPOMBIBAJIM CMECHIO I'€KCaHOB,
M BIQXHYIO IUIOTHYIO Maccy IE€peMElINBaIN CO
cMecblo rekcaHoB (20 mu) B Teuenue 1 4. Oty
cMech (DWIBTPOBAIN W TOJTYYEHHBIE TBEpIbIC Be-
IIECTBa CYIIMJIU TI0Jl BAaKyyMoM ¢ mosmydenuem 1,01
r (BBIXOT 50%) (35,4R)-2-(3-0en3mn-4-
TUAPOKCUXPOMAH-7 -1 )-4-TpUPTOPMETHIIOCH3O-
HOI KHCJIOTHI B BHAE 0EJIOro TBEpPAOrO BEIECTBA!
'H-SIMP (400 MHz, CDCl3) & 8.00 (d, J=8.1 Hz,
1H), 7.67 (d, J=8.1 Hz, 1H), 7.64 (s, 1H), 7.18-7.36
(m, 6H), 6.91 (dd, J=7.9, 1.7 Hz, 1H), 6.86 (d,
J=1.7 Hz, 1H), 4.53 (d, J=4.2 Hz, 1H), 4.24 (dd,
J=11.2, 2.7 Hz, 1H), 3.93 (dd, J=11.0, 4.0 Hz, 1H),
2.76 (dd, J=13.9, 6.4 Hz, 1H), 2.53 (dd, J=13.7, 9.3
Hz, 1H), 2.24-2.26 (m, 1H).

[Mpumep 14. 2,2-JIMMeTHINPONUIOBEIA dup
2-[1,3,6,2]-nnokcazadbopoxan-2-mi-4-tpudrop-
METWIOEH30HHON KHCIOTHI.

K pactBopy 2,2-1UMEeTHINPONHIOBOTO dhHpa
4-tpudropmerniioensoiinoi kucnotsl (35,8 r; 138
MMOJIb) B TeTparuapodypane (250 mir) moGasisiin
tpuuzonponunoopar (73,0 mir; 316 MMoib). DTOT
pacTtBop oxnaxaanu 1o 0°C, k HEMy MO KaruisiM B
teuenne 20 MuH 00ABILIM AUH3OIPONUIAMUL
mutast (73,0 mir 2,0M pactBopa B TeTparuapodypa-
He/rentane, 146 MMOIIb), ¥ KpacHBIH pacTBOp Iie-
pememmBany enie 30 MuH. [l00aBisiaM cMech rek-
caHoB (200 mu), a 3ateM 1H. COJSHYIO KHCIIOTY
(200 mi). D1y cMmech nepemernBaid 10 MUH U BBI-
nuBanu B cMech rekcanoB (200 mur). Opranuyeckuii
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cioit mpoMbIBan 1H. CONITHOW KHCIOTOM (IBaXIIbI
mo 150 mur) u paccomom (100 mur). Opranuyeckue
9KCTPAKThl CYIIWJIM Haja CynbharoM MarHus,
GUIBTPOBAIM M KOHLEHTPUPOBAIH [0 HPHUMEPHO
200 mur. JloGapnsutd m3onpomnuioseiii crupt (100
i) u audtadonamub (15,95 r; 151,7 mMmoins) u
MepeMeIInBalld 3Ty CMECh NPH KOMHATHO# Temrie-
parype 10 4. TBepasle BemecTBa OTQUIBTPOBHIBA-
JIM ¥ TIPOMBIBAJI CMECHIO U30IPOINMIOBOTO CIIHPTa
(15 mn) u rexcanoe (30 mi) ¢ momydeHueMm 2,2-
JAMETHIPOIIUIOBOTO a¢upa 2-[1,3,6,2]-
JIMOKCca3abopoKaH-2-1iI-4-TpuTopMe THIIOEH30M -
Hoit kucnots! (37,83 1; Beixon 74%) B BHAE Oenoro
TBepmoro BemiectBa. T.mw1.=233-234°C; UK 3077,
2963, 2862, 1722, 1480, 1467, 1371, 1331, 1298,
1290, 1279, 1254, 1161, 1117, 1108, 1087, 1074,
995, 952, 862 cm™; 'H-SIMP (400 MHz, CDClg) &
8.23 (s, 1H), 7.72 (d, J7.9 Hz, 1H), 7.52 (dd,
J=7.9, 1.3 Hz, 1H), 6.33 (brs, 1H), 4.08-4.14 (m,
2H), 3.98 (s, 2H), 3.93-3.98 (m, 2H), 3.42-3.50 (m,
2H), 2.88-2.94 (m, 2H), 1.02 (s, 9H); C NMR
(100 MHz, CDCl3) 26.51, 31.69, 50.92, 63.33,
74.72, 123.94, 128,59, 132.06, 139.61, 171.56.

Mpumep 15. (3S4R)-AunukiorekcuiaMmo-
HUH-2-(3-0eH3MI1-4-THIPOKCUXPOMaH- 7 -1 )-4 -
TpUPTOPMETUIIOCH30aT.

Cmech 2,2-TUMETHIIPONIAIOBOTO dupa 2-
[1,3,6,2]-mnokca3abopokan-2-uia-4-tpudTopmMeTHI-
OensoiiHoi kucaoTsl (7,04 r; 18,9 MMoIIb) B TONIyO-
ne (45 mu) u 1,50, consuoi kucinotel (45 M) me-
peMeImMBany TMPU KOMHATHOW Temrieparype 45
MuH. Bogubii croit ynansum u go6aBimsum kapbo-
mar Harpus (2,73 r1; 25,8 mmons), (3S4R)-3-
6en3uin-7-6pomxpoman-4-on (5,47 r; 17,1 mmons),
terpakuc(rpudenundochun)namauit  (0) (24,0
mr, 20,8 Mkmoip) u Boay (20 mu). JIByxda3oBbrlii
pacTBOp HepeMelInBaIl IpU TeMIeparype oopa3o-
Bauus paermel B TeueHne 100 MuH, OXJIaXmand 10
KOMHATHOM TeMIiepaTypsl U BbumHBaIH B Boxy (50
). Crion pa3fessiii ¥ OpraHUdecKuil cioi obpa-
6arsiBamn Darco® G-60, ¢uapTpoBaiM ¥ KOHICH-
TpupoBaidu. HeouywmmeHHBIH 2GUp pacTBOPSUIA B
usonpormiosoM crmpre (80 mir) u gobasisum 10%
BOJHBIN ruapokcu Hatpus (8,0 mir). DToT pacTBop
HarpeBaJli ¢ OOpaTHBIM XOJOAWIBHHKOM 3 4, OX-
JIaXK1aJI1 10 KOMHATHOW TeMIepaTypbl, BEUIMBAIH B
Boay (120 Mi1) U 3KCTPAarupoBall CMECHIO TEKCAHOB
(80 m1) u u3ompomunoBbM ddupom (40 m). Boa-
HBIH CIIOW MPOMBIBATIHM cMechio rekcanoB (80 mu) u
H30MPOIMIOBEIM d¢upoM (40 mi), moBoawiu 10 pH
2 ¢ MOMOIIIBIO BH. COJITHON KHCIIOTHI H 3KCTParupo-
Balll METHJI-TPET-TEPTOYTHUIIOBEIM 3PHUpOM (JIBaXK-
el o 75 mur). OpraHudeckue dKCTPAKThl CYIIHIN
Haj cynbaToM Maraus, (GUILTPOBATH M KOHIICH-
TpupoBaiau. HeounmeHHsIi IpOIYKT pacTBOPSUIA B
MeTHI-TpeT-0yTriioBoM 3¢upe (40 M) u godasis-
mu gunuktorekcuiaamua (4,10 mir; 20,6 mMmob).
DTy cMech IlepeMelInBalli B TeUeHHE HOYH U TBEp-
JIble BellecTBa OT(UIBTPOBBIBAIM ¥ HPOMBIBAIN
METHI-TpeT-0yTHiIoBbIM 3dupom (20 mi) ¢ momy-
YeHHEeM (3S,4R)-munukmorekcuaaMMoanii-2-(3-
OeH3MIT-4-TUAPOKCUXpOMaH-7-1i)-4-Tpud ropme-
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tunbensoara (7,32 r; Beixox 70%): T.m1.=209-
210°C; UK 3307, 3025, 2939, 2858, 1626, 1564,
1429, 1398, 1388, 1333, 168, 1119, 903, 875, 846,
838 cm'’; 'H-IMP (400 MHz, CDCls) & 7.62 (d,
J=7.7 Hz, 1H), 7.55 (s, 1H), 7.52 (d, J=7.9 Hz, 1H),
7.17-7.31 (m, 6H), 7.08 (dd, J=7.9, 1.7 Hz, 1H),
7.00 (d, ==1.7 Hz, 1H), 4.48 (d, J=4.4 Hz, 1H), 4.17
(dd, J=7.9, 1.7 Hz, 1H), 3.90 (dd, J= 1.0, 5.0 Hz,
1H), 2.74-2.79 (m, 3H), 2.50 (dd, J=13.8, 9.4 Hz,
1H), 1.80-1.82 (m, 4H), 2.20 (brs, 1H), 1.68-1.70
(m, 4H), 1.56 (d, J=12.2 Hz, 2H), 1.00-1.26 (m,
10H); *C-sIMP (100 MHz, CDCl3) & 24.70, 24.73,
25.03, 28.94, 29.09, 34.75, 41.75, 52.64, 65.00,
67.57, 116.50, .121.42, 12259, 123.77, 126.38,
126.73, 128.03, 128.55, 129.06, 129.45, 138.95,
139.16, 142.51, 14.20, 154.04, 173.85.

Ipumep 16. (3S,4R)-2-(3-bBensun-4-ruapox-
CUXpOMaH-7-wi)-4-Tpu(TOpMETHIIOEH30HHAS ~ KH-
cIora.

Cmech  (3S,4R)-munukiiorekcruIaMMOHMIA-2-
(3-6eH3MIT-4-ruAPOKCUXpOMAaH-7 -1 )-4-TpudTOp-
Mmetunoensoara (2,37 r; 3.89 MMOJIb) B 3THJIALIETATE
(25 mn) u 1u. comsHOM KuCHOTHI (25 M) Tepeme-
NIMBAaJIM TP KOMHATHOW TeMmepaType B TeueHue 1
4. DTy cMech BiuBaiu B stuiarerat (20 mi) u yaa-
TS BOAHBIN cioi. OpraHuueckuil cioil mpoMmbl-
BaJIM BO#OH (mects pa3z mo 50 mu), cymmnm Hazg
cynmb(}haToM Maraus, GUILTPOBAIN U KOHIICHTPHUPO-
Ban ¢ monydenueM  (3S,4R)-2-(3-0enszuin-4-
TUAPOKCUXPOMAH-7 -1 )-4-TpUPTOPMETHIIOCH3OM-
Hoi#t kucaotsl (1,66 r; Bexox 100%): *H-SIMP (400
MHz, CDCl3) & 8.00 (d, J=8.1 Hz, 1H), 7.67 (d,
J=8.1 Hz, 1H), 7.64 (s, 1H), 7.18-7.36 (m, 6H),
6.91 (dd, J=7.9, 1.7 Hz, 1H), 6.86 (d, J=1.7 Hz,
1H), 4.53 (d, J=4.2 Hz, 1H), 4.24 (dd, J=11.2, 2.7
Hz, 1H), 3.97 (dd, J11.0, 4.0 Hz, 1H), 2.76 (dd,
J=13.9, 6.4 Hz, 1H), 2.53 (dd, J=13.7, 9.3 Hz, 1H),
2.24-2.26 (m, 1H).

IMpumep 17. [[3-(2R,3R)]-4R,55]-3-[2-
Benzui-3-(4-6pom-2-¢pTophennn)-3-rugpokcunpo-
MTUOHMJI |-4-MeTHII-5-()eHUITOKCA30 T INH-2-0H.

K pactBopy (4R,5S)-4-metun-5-pennn-3-(3-
(deHmponronm)-okcazonuaui-2-ona (1,50 r; 4,8
MMOJIb) B muxyopmerane (23 mur) mpu -70°C mo-
Oasyisn Tetpaxiopua turana (0,6 mir; 5,3 MMoIb)
C TIOJIyYEHUEM JKEJITO-OPaHKEBOr0 PacTBoOpa, KOTO-
peiit nepemenmBanu 15 mun npu -70°C. Ha npo-
Tsokenun 10 mumua  go6aBmsm N,N,N',N'-
TerpameTwdTHACHAMaMuH (2,2 M, 15 moinb) ¢
MOJy4YCHHEM TEMHO-KPacHON PEakIMOHHOW CMecH,
koTopyto nepemenmBain (0 muH mpu -78°C. ITlo
KamsM  100aBsuik 1 -MeTUin-2-nuppouarnHOH
(0,90 mu; 9,7 MMOJIB) U IIEpEMEIINBAIN PEAKIIHOH-
Hyto cmech 30 muH mpu -70°C. Ilo xarmmim m100aB-
ns| - pactBop  4-Opom-2-propOeH3anmpaernaa
(0,990 r; 4,9 mmons) B muxiopmerane (5 i), moa-
JIep)KUBasi TEMIIEPATYPY PEAKI[HOHHOW CMECH HUXE
unu paBHO# -68°C. PeakunoHHyI0 cMech mepemMe-
mmBamy npu -70°C B Tedenne 60 muH, a 3aTeM Ha
nporsokeHur 90 MHMH &aBanu el HarpeBaThCs [0
temneparypsl 0°C, mo JOCTH>KEHUH KOTOPOH peak-
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LU0 TacWJIXd C TOMOIIbI0 15 M HachIIEHHOrO
BojHOro xjopuaa amMonus u 1,2 r Cdite®. Dty
CMECh TEPEMEIINBAIN B TCUCHHE HOYH IPHU KOM-
HaTHOW TeMmIiepatype u ¢uibTpoBayn. Paspl pas-
IEISTM W OPTaHMYECKyH (hasy IpOMBIBAIH TPHU
pa3a BOAOW W OOWH pa3 PaccojoM, CYIIMIIA Hal
cyabhaToM MarHus W KOHIICHTPUPOBAJIX IIOA Ba-
KYyMOM [0 TToNTy4deHus 2,76 T Macia, CoepKaiiero
COCITMHCHHUE, yKa3aHHOE B 3aroyioBke, u 1,2 skBu-
Banenta |-Mermi-2-mupponuauHona: "H-SIMP (400
MHz, CDCl3) o6 7.48 (t, J=8.1 Hz, 1H), 7.09-7.34
(m, 12H), 5.35 (d, J=7.3 Hz, 1H), 5.32 (d, J=4.9 Hz,
1H), 4,89-4.92 (m, 1H), 4.51-4.55 (m, 1H), 3.65
(bs, 1H), 3.35 (dd, J=7>1, 7.1 Hz, 2H), 3.03-3.06
(m, 2H), 2.81 (s, 3H), 2.34 (dd, J=8.1, 8.1 Hz, 2H),
1.95-2.03 (m, 2H), 0.40 (d, J=6.6 Hz, 3H).

DOOPMYVIJIA N30BPETEHIA

1. Crioco6 nosy4eHust coeinHeHUs GopMyIIbI

WA 3HAHTHOMEPA YKa3aHHOTO COCAMHCHHS, TIAC B
YKa3aHHOM COoeanHeHHH (HOpMysbl X TPYMITUPOBKA
R®-3aMeleHHOI GEH30MHO} KHCIOTHI IIPHCOEIHHE-
Ha O aTroMaMm yriepoaa 6 wimm 7 XpOMaHOBOTO
KOJIBIIA,;

R MPEJCTABISCT CO00i -(CHz)qCHRSRB, rue
g sBisiercst yuciom ot 0 1o 4,

KaKIbIA R? u R® uesaBucumo BBIOpaH U3
TPYIIBL, KOTOPYIO cocTaBisitoT H, ¢ropo, xiopo,
(Ci-Ce)ankmi, (Ci-Cg)ankokcu, (GeHHICyIbOUHIIL,
denmncynpdonun u -S(O)n((Ci-Ce)ankmn), rae N
siBisieTcst yuciioMm ot O 10 2, u rae ykasaHHas ai-
KHWJIbHAS TPYIINA, aJKWIbHAS TPYIITHPOBKA yKa3aH-
HeIX Tpymin ankokcu U -S(0)n((Cy-Ceg)ankun) u de-
HUJIbHAS TPYMITMPOBKA YKa3aHHBIX (QEHUICYIb(OHU-
HUIBHOU U (PeHMICYTH(HOHMILHON TPYIIT BO3MOXK-
HO 3aMeNIeHbl (TOPTPYIIIaMHi B KOJWYecTBE OT 1
1o 3;

R® npepcrasisietr coboit H, (C1-Ce)ankun unu
R2-3aMeIueHHLH71 (henu;

R® npejactasisier coboir H, (Ci-Ce)ankmn,
(Cs-Cg)umkmoankun, ¢(enwt, HaQTUI, TUPUANIL,
Gbypui, THEHWI, W30XUHOJII, MHPUMUIAHUI HIH
MUPA3WHWI, TAC IOCICAHHE BOCEMb TIPYIIT BO3-
MOJKHO 3aMEIICHBI OIHUM HWIIA IBYMS 3aMECTHTE-
JISIMH, HE3aBHCHMO BHIOpaHHBIME 13 dermta, R u
(heHmIa, 3aMEIEHHOTO OJTHUM WJIH IBYMSI Rz;

PY KOTOPOM COETHHEHHE (DOPMYJIBI

WJIN DHAHTHOMED YKa3aHHOTO COeAMHEHUs! opMmy-
el |X B ciydyae mosydeHUs SJHAaHTHOMEpa YKa3aH-
HOTO COeIMHEHUs (GopMynsl X, Tae Rl, R2u R®
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TaKde, Kak omnpeneneHo Bbime, R mpexcraBiser
coboit (Ci-Cg)ankui, a OeH30aTHas TPYIIMPOBKA
NpUCOETUHEHA B MOJOXEHHN 6 WM 7 XpOMaHOBOTO
KOJIbIIa, 00pabaThIBAIOT OCHOBAHUEM.

2. Crioco0 1o 1.1, mpu KOTOPOM COETHHEHUE
dhopmynel | X wim SHaHTHOMEP yYKa3aHHOTO COEIH-
HEHUS TOIyJaroT 00paboTkol coequHeHus Gopmy-
JIBI

Ra

(HO),B

WIM SHAHTHOMEpPA YKa3aHHOIO COeOUHEHHUs (op-
mynsl VI B cirydae nosyueHus: JHaHTHOMEpa yKa-
3anHOro coemuHenns dopmymst 1X, rze R n R?
TaKue, Kak olpejesieHo B 1.1, a rpymnmupoBka 6o-
POHOBOM KHCJIOTHI NPUCOEIUHEHA B IOJIOXKEHUH 6
WIN { XpOMaHOBOTO KOJIbIIA, COEANHEHUEM (opMy-
JIBL

CO,R*
7z vIIl
R3
e R® u R* Takwe, Kak ompezeneHo B m.1, a Z
npeacraBiasier  cobod  rajmoreno  win  (Ci-

Cy)uepdropankuicyabpoHaT, B MPUCYTCTBUU OC-
HOBaHHsS WM COJIM (DTOPOBOJOPOAHON KHCIOTHI U
NaUIaJIneBOro KaTaiu3aropa.

3. Crioco6 1o 1.2, Ipu KOTOPOM COEIMHEHHE
dbopmynsr VI wiu 3HAHTHOMED YKA3aHHOTO COCIIH-
HEHUA, TIE R'u R? TaKue, KaKk OMPEaesICHO B 1.2,
MmoJTydaroT 00paboTKOH coeAmHEeHUS (POPMYIIBI
R® CH

vi

WIM SHAHTHOMEpPA YKa3aHHOIO COeJUHEHUs (op-
Mynsl VI B ciydae TMONMy4eHHs SHAHTHOMEpA yKa-
3annoro coemuuenus dopmymst VII, roe R* u R?
TaKue, KaK ONpeAeieHo B M.2, a X MPeACTaBIsCT
€000} raJloreHu1 ¥ NPUCOEIUHEH B IOJOXXEHHH 6
unn 7 xpomanoBoro kojbua, (1) (Ci-Cgamkui-
auTreM ¥ (2) GOpUPYIOLIUM PEareHTOM.

4. Cnoco6 1o 1.3, mpu KOTOPOM COETUHEHHE
dhopmynbl VI wim sHaHTHOMEp yKa3aHHOTO COEIH-
HEHUS, TIE Rl, R2u X Takue, KaKk OINpeIesieHO B

1.3, mosy4aroT o0paboTKo# coeTMHEHUST (POPMYITBI
OH
2§

WIA DHAHTHOMEpPA YKa3aHHOTO COCOUHEHUs (op-
Mynbsl V B cilyyae MOJYYCHHUS DHAHTHOMEpPA YKa-
3aHHOTO coeauHeHus Gopmyisl VI, roe Rl, R*u X
TaKue, KaK OMPEeNeNieHO B 1.3, u X MPUCOCAWHECH B
nojoxeHun 4 win 5 QeHWIBHOrO Koibna, a Y
MpEeJICTaBIICT COOO0 TaJOreHo WU HUTPO, OCHOBA-
HHEM, BO3MOXXHO B MPHCYTCTBHH IOOaBICHHBIX
COJIEH MEIH.

002204

40

5. Cnoco6 no mn.4, npu KOTOPOM COEANHEHHUE
dbopmynel V WM 3HAHTHOMED YKa3aHHOTO COEIH-
HEHU, TIE Rl, Rz, X u Y Takue, Kak ONpeneicHo B
.4, mosry4daroT 00paboTKo# coeanHeHHUs HOPMYITBI

0

WIN JHAHTHOMEpa YKa3aHHOTO COeAMHEHUs! Qop-
Mysbl |V B ciydae mosydeHUs: JHAHTHOMEpPA yKa-
3aHHOTO coenuHeHus Gopmynsl V, Tae Rl, Rz, Xn
Y Takue, Kak onpesesicHoO B .4, U X MPUCOCIUHCH
B THOJOXEHUU 4 win 5 HeHUITbHOro Konbla, a X
npencrasisier coboit (R)-4-OeH3min-2-okca3onuu-
HOH, (S)-4-6en3un-2-okcazonuauuon, (4R,5S5)-4-
MeTHII-5-(peHmIoKca3onuanH-2-00 unun (4S,5R)-4-
METHI-5-(CHIIOKCA30IUANH-2-0H, PHUCOCTMHCH-
HBI 1O aTroMy a30Ta OKCa30JMIMH-2-OHOBOTO
KOJIbIIa, TUJIPUIHBIM BOCCTAHABIHMBAIOIINM arcH-
TOM.

6. Crioco0 1o 1.5, mpu KOTOPOM COEIMHEHHE
dhopmyinel 1V wim SHAHTHOMEP yKa3aHHOTO COEIH-
nenns, tae RY, R, X, Xcu Y Takue, Kak onpenene-
HO B 1.5, momy4aror 00paboTkoit coenuueHus Gop-
MYJIBI Rl-CHZC(O)-XC, rae R u X rakue, kak on-
peneseHo Boime, (1) kucnoroit Jlsronca, (2) ocHo-
BanueM 1 (3) coequHeHHEM (HOPMYIIBI

R2

[Tl
Y

TIe Rz, X u Y Takue, kKak omnpenenacHo B 1.5, u X
MIPUCOEINHEH B TOJIOKeHUU 4 wim 5 germnpHoro
KOJIBIIA.

7. Crioco0 1o 1.5, mpu KOTOPOM COeIMHEHHE
¢dopmynel |V win SHaHTHOMEP YKa3aHHOTO COCIIH-
Henus Gopmynsl 1V, Toe Rl, Rz, X, X u Y Takue,
KaK ONpeeliCHO B 1.5, monydaroT o0paboTkoil co-
emunenns Gopmynsl R*-CH,C(O)-X,, rne R n X,
Takde, Kak ompeznenaeno B 1.5, (1) ramoreHumoM
turana (1V), (2) ocHOBaHHEM, BO3MOXHO C IIOCIIE-
Jyrorieii 06paboTKOM JTOHOPHBIM JIMTaHaoM, U (3)
coeTMHEHUEM (POPMYITBI

REO

X 111

Y
rae Rz, X u Y Takue, Kak ompeneneHo B 1.5, u X

MPUCOCIUHCH B IMOJIOKEHUH 4 WK 5 (eHUIBHOTO
KOJIBIIA.

8. Crroco6 mo 1.1, mpu KOTOPOM COCTUHEHHE
dhopmyibl | X WM SHAHTHOMEP yKa3aHHOTO COEIH-
HEHUS, TIE Rl, Rz, R®u R Takue, Kak OTpeeseHO
B 1.1, MONy4arOT COYETaHHEM COEAMHEHUs (hopmy-
JIBI
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VI

WIA DHAHTHOMEpPA YKa3aHHOTO COEOUHEHUs (¢op-
Mysel VI B ciydae momydeHHs SHaHTHOMEpa yKa-
3aHHOr0 coexmueHus dopmyust 1X, roe R u R?
Takue, Kak omnpeaeneHo B 1.1, a X', KOTopbIil nipu-
COC/IMHEH B TOJIOKeHHU 6 wiu 7 XpOMaHOBOTO
KOJIbIIa, TpencTaBiseT cobor ramoreno wim (C;-
CyuepdropankuicyabPoHat, ¢  COEAMHCHUEM

(hopmyibt
B(OH)
X1V

rae R® u R takue, xak onpezeneso B 1.1, B npu-
CYTCTBUHM OCHOBAHUS WM COJIN (bTopOBoz[opoaHOM
KHCJIOTHI M TAJIJIaTUCBOTO KaTallu3aTopa.

9. Crioco6 1o 1.8, mpu KOTOpOM COeTMHEHHE
dopmyist X1V, rae R® u R* takue, kak onpenencto
B n.8 MTOJIYYafOT THAPOINU30M COCTUHEHUS (OopMy-

0/<CH2
8
B"“—‘ MR gyt
0cchiyy,

e R u R4 TaKue, KaK OMPENEeJICHO B 1.8, MyHK-
TUpPHAsl JIMHUS 00O03HAYACT CBS3b WIIM OTCYTCTBUC
cBsi3u Mexay aromamu B u N, n u m He3aBucumo
SBJIAIOTCS YMCJIOM OT 2 110 5, a [~& MIpPECTaBISCT
co6oit H wim (C1-Cg)ankui.

10. Crioco6 1o 1.9, ipu KOTOPOM COEAHHCHHE
dopmyast XVI, rae R®, R* u R® rakue, kak onpee-
JICHO B 11.9, MOJIy4aloT B3aUMOJICHUCTBUEM COEIMHE-
HUS (1)OpMyJ'II)I

BCOH),
RIV

rIe R®u R TaKue, Kak ONpeJIeNIeHo B 1.9, ¢ coen-
nerneM  popmyner  H(O)(CHo)m-N(R?)-(CH,),OH,
romen, Mu RS TaKue, Kak oIlpeneieHo B 1m.9.

11. Cnoco6 1o 1.8, mpu KOTOPOM COeTMHEHUE
dopmyist X1V, e R* u R® rakue, kak onpeneneto
B 1.8, MOJYYarOT THAPOJIU30M COCIUHCHUS (POpPMY-

JIbI
B(OR"),
K111

rae R® u R* takue, xax ompenenero B 1.8, a R’
npencrapisieT co6oit (C1-Ce)ankui.
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12. Cnoco6 no m.11, npu KOTOpOM coenuHE-
rue popmyist X111, e R®, R* 1 R’ takwme, kak omn-
peneneno B m.11, mony4aroT 00pabOTKON coenrHe-
HUS HOPMYITBI

OR*

XI1

e RRu R* Takue, Kak onpezeyneHo B .11, meran-
JIAMUJTHBIM OCHOBaHWEM B TpucyTcTBUH TpHU((C1-
Ce)ankun)bopara.

13. Cnoco6 mo m.l1, JDOMOJHUTEILHO BKIIO-
Japmuil B ce0sS B3aUMOJCHCTBUC COCAMHCHHUS
¢dopmynbl X WK SHAHTHOMEPA YKa3aHHOTO COCIIH-
HEHUs, TIe Rl, RPu R® Takhe, Kak OMNpEeNIEHO B
m.1, co BropuunsiM ammHoM dopmymsr NHRRS,
rae R® u R® Takue, kax onpegernero B m.1, ¢ oGpa-
30BaHHEM KapOOKcHIaTa aMMOHUS (POPMYITBI

H

SREH,N*
R°R™He XVI1

WIA SHAHTHOMEPA YKa3aHHOTO COCIMHEHUs ¢op-
mysbl XVII, ecnmu ero monyqaroT U3 dHAHTHOMEpPA
YKa3aHHOTO coenuHeHust Gopmyisl X, TIe Rl, RZ,
R3, R°u R Takue, Kak ornpeneiaeHo B m.1.

14. Cnioco6 momydeHus: coequHeHus (Gopmy-
JIbI

XIX
WJIK DHAHTUOMEPA YKAa3aHHOT'O COCANHCHUS,

e R NpPEeJICTaBISIET OO0t -(CHz)qCHRSRB, rae q
siersieTcs yuciaom ot O 1o 4,

Kaxplii R? HE3aBHCHMO BBIOPAH M3 IPYIIIbL,
KoTopyto coctaBisitor H, ¢Topo, xiopo, (Ci-
Ce)ankmi, (Ci-Cg)ankokcu, peHuacynsGuami, de-
uuincynspouun u -S(0),((Cy-Cg)ankmin), rae n ss-
ssiercst uucaoM ot 0 10 2, u rie yKa3aHHast alKuilb-
Hasl TPYyIMNa, aJKWIbHAs TPYIIUPOBKA YKa3aHHBIX
rpynn ankoken u -S(O)n((Ci-Ce)amnkui) u deHub-
Hasl TPYMITUPOBKA YKa3aHHBIX (DEHHICYIIbGUHUIb-
HOH W (DEeHWICYNbPOHIIBHON TPYII BO3MOMKHO
3aMelIeHbl (TOprpyINIaMu B KoimdecTse oT 1 1o 3;

R’ mpexncrasnsier coboit H, (Cy-Cg)ankun unu
R2-3aMeIueHHLH71 (henu;

R® mpencraBmsier coboit H, (Ci-Ce)ankmm,
(Cs-Co)umkmoankui, (eHwt, Ha(THI, THPUIAI,
Gbypui, THEHWI, W30XUHOIMI, MUPUMUIUHUI HIH
MUPa3HHWI, TJe TOCIeIHHEe BOCEMb IPYII BO3-
MOYKHO 3aMeIleHbl OJHUM WM JABYMS 3aMeCTUTe-
JISIMH, HE3aBHCHMO BHIOpaHHBIME 13 dermta, R u
(eHnIIa, 3aMEIEHHOT0 OXHUM WK ABYMs R

X. mnpexacraBiser coboit  (R)-4-OcH3mi-2-
O0KCa30auaInHOH, (S)-4-0eH3UI-2-0KCa30IUIHHOH,
(4R,5S)-4-MeTHiI-5-HeHUITOKCA30IUIUH-2-0H WK
(4S,5R)-4-MeTnn-5-heHUITOKCa30IUIUH-2-0H, TIPH-
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COCJIMHCHHBI 110 aToMy a30Ta OKCa30JMIUH-2-
OHOBOTO KOJIIb1Ia; 1

R npencrasmsier co6oii (Ci-Co)ankmi, (Cp-
Cg)ankeHu win (peHu1, 3aMeIIeHHbIH TPynoi Y B
[OJIOKEHUH 2, X B IOJOKEHUU 4 unu 5 u R? B on-
HOM M3 OCTJIBHBIX TOJOKEHUH (QEHWILHOW TpyI-
MMUPOBKH, The Y TPEICTaBIsIeT COOOW TasloTeHo,
autpo win (Cy-Cy)ankokcu, a X mpeicTaBisierT co-
00i1 raJIoreHu/I,

mpH  KOTOpOM coeauHeHHe (opmyasl R'-
CH,C(O)-X, rae R' u X, Takue, Kax OIPEJICIICHO
Bbllle, oOpabareiBatoT (1) ramoreHHaOM THTaHA
(IV), (2) ocHoBaHMEM, BO3MOXKHO € TOCICAYIOLICH
00paboTKOM JOHOPHBIM JIMTaHAOM U (3) MeHee ueM
JIBYMsI OKBUBAJICHTAMH COCAMHEHHUS (OPMYIIbI
RYMC(O)H, rme R™ Takoif, kaK OIpEeNeIeHO BHIIIC,

OTHOCHTEJIbHO KOJIMYECTBa YKA3aHHOTO COEHHE-
aust popmyier R-CH,C(0)-Xe.
15. Coenmunenuie GopmyIsi
0
R %

WK SHAHTHOMEP YKa3aHHOTO COEMHEHUS,
e R MPEJCTaBISIET COO0M -(CHz)qCHRSRG, rae q
sBiiseTcs urciaom ot 0 1o 4;

Kak/Iblii R® HE3aBHCHMO BBIOPAH M3 IPYIIIbL,
KoTopyto cocraBistor H, ¢ropo, xiopo, (Ci-
Ce)ankui, (Ci-Cg)ankokcu, peHmIcysGpunami, dhe-
aICyIbGoHuI U -S(0)((C1-Cg)ankmi), rae n sAs-
asierest yucaoM ot O 10 2, u rae yKa3aHHast alKIb-
Hasl TPYIIa, alKWiIbHas TPYIIHPOBKA YKa3aHHBIX
rpymn agkokcd u -S(O),((Ci-Ce)ankun) u heHmnIb-
Hasl TPYIIIHPOBKA yKa3aHHBIX (DEHUIICYIIbGOUHIIb-
HOH W (eHWICYIb(QOHUIBHOW TPYII BO3MOXHO
3aMelleHbl GToprpynnaMu B Koimyectse ot 1 1o 3;

R’ npencrasnsier codoii H, (C1-Cg)ankmn win
R2—3aMemeHHLH71 benm;

R® npexacrasisier coboit H, (Cy-Cg)ankm,
(Cs-Cg)unkmoankun, (eHwsa, HaQTHI, THPUINI,
Gbypuit, THCHHJ, W30XUHOIWJ, THUPHMHUIAHHII KK
MUPA3HHWI, TAC IOCICAHHE BOCEMb TIPYIIT BO3-
MOJKHO 3aMEIICHBI OJHHM HIIH ABYMS 3aMECTHTE-
JISIMH, HE3aBHCHMO BBIOpaHHBIME U3 (enmna, R u
(heHunIa, 3aMemEeHHOT0 OJHUM WJTH IBYMSI RZ;

X mnpencraBiseT co0OW TaJIOTEHOTPYINY U
MPUCOCTUHEH IO MOJIOKEHUIO 4 unu 5 GpeHuIbHOro

KOJIbLIA; U
Y mpexacraBisieT coO0ii TaloreHo Wil HATPO.

16. Coenunenue hopMyIisl
R 2

Vi

WIJIA DHAHTHOMED YKa3aHHOTO COCIUHEHUS,
rae R IpeCTaBIseT co00i —(CHz)qCHRSRG, rae q
sBisercst yuciaom ot 0 1o 4;

kil R? He3aBHCHMO BBIOpAH W3 TPYIIIIH,
KoTopyto cocraBmsator H, ¢ropo, xiopo, (Ci-
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Ce)ankun, (C;-Cg)ankokeu, dpenuncynbhunmi, ¢e-
nuincynspouun u -S(0),((Cy-Cg)ankmn), rae n ss-
ssiercst uucaoM ot O 10 2, u rie yKa3aHHast alKuilb-
Hasl TPyINa, aJKWIbHAs TPYIIUPOBKA YKa3aHHBIX
rpymn ankokcu u -S(0),((C1-Cg)ankun) u GpeHub-
Hasl TPYNITUPOBKA yKa3aHHBIX (hEeHHICYIbGUHNIb-
HOM W (eHWICYIbPOHUILHOW TPYII BO3MOXKHO
3aMeleHbl GTOprpynamMu B Kojaudectse ot 1 1o 3;

R® npepcrasisietr coboit H, (C1-Ce)ankun unu
R2-3aMeIueHHLH71 (henu;

R® npejacrasisier coboir H, (Ci-Ce)ankmn,
(Cs-Cg)umkmoankun, ¢(enwt, HaQTUI, TUPUANIL,
Gbypui, THEHWI, W30XUHOJII, MHPUMUIAHUI HIH
MUPa3HUHWI, TJe TOCIeIHHEe BOCEMb IPYII BO3-
MOYKHO 3aMEIleHbl OJHUM WM ABYMS 3aMecTUTe-
JISIMH, HE3aBHCHMO BHIOpaHHBIME 13 denmta, R u
(heHmITa, 3aMEIEHHOTO OJTHUM WJIH IBYMSI Rz;

X' mpencrasisier coboii ramoreHo wiu (C;-
Cy)nepbropankmwicyabpoHaT W IPHUCOSTUHEH B
MOJIOKEHHUHU 6 Wil 7 XPOMaHOBOTO KOJIBIIA.

17. Coenunenue GopmyIisl

o
oy

RZ

WJIM SHAHTHOMEP YKa3aHHOTO COCIMHEHHSI,
rae R mpencrasisier coGoii -(CHz)qCHR5R6, rie g
siersieTcs yuciaom ot O 1o 4,

Kaxplii R? HE3aBHCHMO BBIOPAH W3 IPYIIIbL,
KoTOpyro cocrtaBisitor H, ¢ropo, xmopo, (Cs-
Ce)ankun, (C;-Cg)ankokeu, dpenuncynbhunmi, ¢e-
HuIcyabGoHI U -S(O),((C1-Cg)ankmn), rae n sip-
nsiercst uucsioM ot 0 10 2 U rie yKa3aHHast ajiKuiib-
Hasl TPYyINa, aJKWIbHAs TPYIIUPOBKA YKa3aHHBIX
rpymn ankokcu U -S(0),((Cy-Cg)ankun) u peHub-
HbIE TPYMIIMPOBKH YKa3aHHBIX (DEHHUIICYJIbGHUHNIb-
HOM W (eHWICYIbPOHUIBHOW TPYNI BO3MOXKHO
3aMereHsl PToprpynnaMu B KoaudecTse oT 1 mo 3;

R® npexncrasisier co6oii H, (Cq-Ce)alkmm wiim
R2-3aMeIueHHLH71 (henu;

R® npejactasisier coboir H, (Ci-Ce)ankmn,
(Cs-Cg)umkmoankun, ¢(enwt, HaQTUI, TUPUANIL,
Gbypui, THEHWI, W30XUHOJI, MHPUMUIAHUI HIH
MUPA3WHWI, TAC IOCICAHUE BOCEMb TPYII BO3-
MOYKHO 3aMEIleHbl OJHUM WM JABYMS 3aMeCTUTe-
JISIMH, HE3aBHCHMO BHIOpaHHBIME 13 dermta, R u
(heHmIa, 3aMEIEHHOTO OJTHUM WJIH IBYMS Rz; u

rPYyINOUPOBKAa OOPOHOBOM KHCIOTHI IPHCOE-
IUHEHA B MTOJIOKEHUH 6 WM 7/ XPOMAHOBOTO KOJIb-
1a.

18. Coenunenue popmyisl

e M

CO,R*

R3
WIA SHAHTAOMED YKAa3aHHOTO COCAWHEHUS, T
OeH30aTHas TPYNIHPOBKA MPHUCOSAMHEHA [0 aTOMY
yraepona 6 wim 7 XpoMaHOBOTO KOJIbIIa,
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R IpeJICTaBIsIeT cO00i -(CHz)qCHRSRG, rue
q sBasiercst unciiom ot O 1o 4;

kaxaeiii R u R® HesaBucHMO BHIOpaH 13
TPYIIBI, KOTOPYIO coctaBisitoT H, ¢dTopo, Xiopo,
(C1-Cg)ankun, (Cq-Cg)ankokcu, (GpeHUICYIbOUHII,
denmncynpormn u -S(0),((Ci-Ce)ankmn), tae n
sBisieTest ynciioM ot O 10 2 w e ykasaHHas aj-
KWJIbHAsT TPYINA, AJKWIbHAs TPYNIUPOBKA TPYIIT
anmkokct u  -S(O)n((C1-Ce)ankmn) u  QeHunpHas
rPYIIUPOBKA YKA3aHHBIX (EHUICYIbQUHIIBHON U
(beHmncyab(GOHMITBHONU TPYII BO3MOXHO 3aMellle-
HBI Qroprpynmnamu B Koixudectse ot 1 1o 3;

R npezacraBisiet coboi (Cq-Ce)ankmw,

R® npexncrasisier coGoii H, (Cq-Cg)ankun win
R2—3aMeLueHHLH7I (hennm,;

R® mpencrasmster coboit H, (Ci-Ce)ankm,
(Cs-Cg)unkmoankun, (eHwa, HaQTHI, THPUINI,
Gbypuit, THCHHJ, W30XUHOIWJ, THUPHMHUIAHHUI KK
MUPA3WHWI, TAC IOCICAHHE BOCEMb TIPYIIT BO3-
MOYHO 3aMEIEHbl OJHUM HWJIH JBYMs 3aMECTHUTE-
JISIMH, HE3aBUCHMO BBIOpaHHBIMHU U3 (heHUIa, R’ u
(beHnIa, 3aMEIIEHHOTO OXHIM WIIH ABYMs R,

19. Coenunenue hopmyIisl

0 OR*

B(ORT),
%111

rae R® BBIOpaH U3 IPYIIBL, KOTOPYKO COCTABISIOT
H, ¢ropo, xmopo, (Ci-Ce)ankui, (Ci-Cg)ankokcu,
benuncynbhunmi, penuncynbdonun u -S(0)n((Cy-
Ce)ankun), riae n ssusercs uuciom ot 0 1o 2, u rae
yKa3aHHasl alKWIbHAs TPYIIA, alKWIbHAS TPYIIIH-
poBKa ykazaHHbIX rpymn ankokcun u -S(O),((Ci-
Ce)ankmin) u (eHuIbHas TPYIINHPOBKA YKA3aHHBIX
beHnICYyIbGUHWIBHON ©  (QEeHUIICYIh(OHMILHOMN
rPyI BO3MOXHO 3aMelIeHbl (GTOPrpyminaMu B KO-
jnyecTBe oT 1 10 3;

R npecrasisiet coboii (Cy-Cg)ankui; u

R’ npencrasmsier co6oit (Cy-Ce)anku.

20. Coenunenune hopMyIisl

O OR?

B(OH)Y,

R3 X1V
rae R® BBIOpaH U3 IPYIIBL, KOTOPYKO COCTABISIOT
H, ¢ropo, xmopo, (Ci-Ce)anmkui, (Ci-Cg)ankokcu,
benuncynbhunmi, penuncynbdonun u -S(0)n((Cy-
Ce)ankun), vae n ssisiercs unciom ot 0 10 2 u rae
yKa3aHHas ANKUJIbHAS TPYIIa, alKWIbHAs TPYIIIH-
poBKa ykazaHHbIX rpymn ankokcun u -S(O),((Cyi-
Ce)ankmin) u GeHuIbHbIE TPYNIUPOBKU YKA3aHHBIX
beHnICcyIbGUHWIBHON ©  (QEeHUIICYIh(OHMIEHOMN
TPyIN BO3MOXHO 3aMeIIeHbl (GTOPrpyInaMu B KO-
nuayecTsBe oT 1 10 3; 1

R* npencrasmsier co6oii (C1-C)aIkmiL.

21. Coenunenue hopMyIibl
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0 R*
o (CHad,
B N=RT vy
O~ccHy,
R3

rjie MyHKTUPHAs JTUHUS 0003HAYAET CBSI3b WM OT-
CYTCTBHUE CBsI3U MeX Iy aromamu B u N;

N ¥ M HE3aBUCHMO SIBJISIFOTCSI YUCIIOM OT 2 JI0
5

R® BbIOpaH W3 IPYIIIIBL, KOTOPYIO COCTABIISIOT
H, ¢Topo, xmopo, (Ci-Ce)ankuin, (Ci-Cg)ankokcw,
dennncyapduamwi, Genuncynbhonnn u -S(0),((Cy-
Ce)ankmi), rae n sisercs yuciaom or 0 1o 2 u rue
yKa3aHHas aJKUJIbHAS TPYIIA, AIKAIbHAS TPYIITH-
poBKa ykazaHHbIX rpymn ankokcu u -S(0),((Cy-
Ce)ankui) u (peHUIbHbIE TPYNIUPOBKU YKA3aHHBIX
¢denmncynpGuHIIBHON W QeHHICYNIBGOHIILHOMI
TPYII BO3MOXHO 3aMEIIeHbl (PTOPrPyINamMH B KO-
jmuecTBe or 1 10 3;

R* npeacrasisiet co6oii (Cq-Cg)anku;, u

R® npencrasmser coGoit H umi (C1-Ce)anku.

22. KapOokcuiaT aMMOHUS (OPMYJIBI

1 XVII

WA YHAHTHOMED YKa3aHHOTO COCAMHCHHS, TIC B
yKasaHHOM KapOokcunate Qopmymst XVII R-
3aMeleHHass (PeHUIIbHAs TPYIITUPOBKA MPHUCOEIU-
HEHa O aroMy yriepona 6 wim 7 XpOMaHOBOTO
KOJIbIA;

R! MPEJCTABISCT CO00i -(CHz)qCHRSRB, rue
g sBisiercst yuciom ot O 1o 4,

KaKIbIA R? u R® uesaBucumo BBIOpaH U3
IPYIIEI, KOTOPYIO coctasisitoT H, ¢ropo, xiopo,
(C1-Cg)ankmn, (C1-Cg)ankokcu, (GpeHUICYIbOUHII,
denmncynpdornn u -S(O),((C1-Ce)ankun), rme n
siBIsieTCs uuciioM oT 0 70 2 u e yKasaHHas ai-
KHJIbHAS TPYIINA, aJKWIbHAS TPYIITHPOBKA yKa3aH-
ueIx Tpymi ankokcn U -S(0)n((Cy-Ceg)ankun) u de-
HUJIbHASL TPYIIHUPOBKA YKA3aHHBIX (HEHUICYIb(u-
HUJIBHOM U (heHUICYIb()OHMITBHONU TPYIIT BO3MOXK-
HO 3aMelICHBI (roprpynnamMu B KoimdectBe OT 1
1o 3;

KaKIBIA R® He3aBucuMo NpeJICTaBIsIET cO00M
H, (C1-Ce)anku uiu R%-3ameneHHbIi henn;

KaXK (I R® nesaBucumo MpeCTaBIseT cO00i
H, (C1-Cg)ankui, (Cs-Cg)umkioankui, Gpenu, Had-
THI, TUPHAWI, QYpPHI, THCHHJ, W30XHHOJWI, IH-
PUMHIMHWI WIM MUPA3HHUI, TAE IMOCACIHHE BO-
CeMb TpPYII BO3MOYHO 3aMEIICHBI OMHHM HJIH
JIBYMSI 3aMECTUTEJISIMU, HE3aBUCHUMO BBIOPAHHBIMU
u3 (heHuna, R%u (heHma, 3aMEIICHHOTO OJHUM WA
JIBYyMSI R

23. Coenunenue GopMyIibl
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0

Y
WM JHAHTHOMEp YKa3aHHOTO COeAMHEeHus, rae X
MIPUCOEANHEH B TMOJIOKCHHH 4 Wi 5 QeHmIbHOM
TPYIIHPOBKY;

R! npexcrasmsier coGoii —(CHz)qCHRSRG, rje
g sBasiercst unciiom ot O 1o 4;

Kaxplii R? HE3aBHCHMO BBIOPAH M3 TPYIIIL,
KoTopyto cocraBimsator H, ¢ropo, xiopo, (Ci-
Ce)ankui, (Ci-Cg)ankokeu, GpeHuwicyabhuam, de-
HIcyabGoHuT 1 -S(O),((Cy1-Cg)ankmi), roe n siB-
nsiercst yucsioM ot O 1o 2 v T yKa3aHHas ajiKHIIb-
Hasl TPyIIa, aJKWIbHAsS TPYNIUPOBKA YKA3aHHBIX
rpymn ajgkokcd u -S(O),((C1-Ce)ankun) u heHmnIb-
Hasl TPYNIHPOBKA yKa3aHHBIX (DEHUICYJIbPUHNIIb-
HOW W (GEeHWICYTb(OHUIBLHOW TPYHI BO3MOXKHO
3aMeIieHbl YToprpymmnamMu B Komuectse oT 1 1o 3;
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R® npencrasisietr coboit H, (C1-Ce)ankun unu
R?-3aMeIeHHbII (eHMIT;

R® mpencraBmsier coboit H, (Ci-Ce)ankmm,
(Cs-Co)umkmoankui, (eHwt, Ha(TUI, THPUIAI,
Gbypuit, TUCHHJ, W30XUHOIMJ, THUPUMHUIAHWI KM
MUPA3WHWI, TAC IOCICAHHE BOCEMb IPYIIT BO3-
MOJKHO 3aMEIICHBl OJHUM HIIA IBYMS 3aMECTHTE-
JISIMH, HE3aBUCHUMO BHIOpaHHBIMHU U3 (peHmIIa, R’ u
(eHmIa, 3aMEIICHHOTO OJTHIM WJIH ABYMS R

X mpezcraBiseT COO0H rajoreHo;

Y mpencraBiseT co0Oi TaJOreHO WM HUTPO;
u

X. mnpexacraBiser coboit  (R)-4-OcH3mi-2-
OKCa30IuINHOH, (S)-4-0eH3MII-2-0KCa30IMIHHOH,
(4R,5S)-4-MeTHII-5-(EHUITOKCA30IUANH-2-0H WK
(4S,5R)-4-MeTHII-5-(PEHUITOKCA30IUINH-2-0H, TIPH-
COCIMHEHHBIA 110 aToOMy a30Ta OKCa30JUANH-2-
OHOBOTO KOJIbIIA.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB

Poccust, FCMN-9 101999, MockBa, LieHTp, M. Yepkacckuit nep., 2/6




