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R' TREhDIEFH2~1207NL5LEELTHE. fIZIE. TF7=
WE, 2-—TaRZ)LVE, 2—-TFZNLERUS—AFIL—2—-TF=Z)LE
ZO0EHKELLEABREKOZLFZLE, HUIT1 -0t
EZO0BRKOZ7LTy=LEREITFLNS,

R'Z. FFELLIEIRFEH1~1207ILFLETHY. JUIFFLLIZ
IFILERXEt—TFLETHY., SHIIFELLBIFILETH S,

JUsoeda®m (1) ELTWE. BIZE. N=Tz=ZLAFLIYTYDY

IFALNIRATFIL,. N=FI7E2Lr—1—AALAFLITYSY IFILI
ZAFIL. N—FTELY—2—ALAFLUYTYSY IFLIZXFL. N
— TSV —2—ANAFLIVITYLY IFLIRTI, N— (4—22F)
TJIZ)) AFLYTYSY IFILIAFLN— (4—A X Tx=
L) AFL2TYVLY IZFILIATIL, N— (4=)0FADT =)L) A
FLYGFYVYY IFLIATFIL,N— (4—=-0B7zx=)L) AFL2Y
)Yy ITFLIRAFIL, N—[4— (FUTLFBAFIL) TxZII]AF
LydYsy IFLIRTFIL, N—(3—9B00Tx=)) AFLUTY
VY IFLIARTI.N— (4—90OOTz=)) AFLVFTYDY I
FILIATFIL, N=TTZLWAFLIVITIVDY t—TFILIAXATIL, N—
(4—9BAT7zx=)) AFLYITYSY t—TFLIAXATI, N—Dzx
SLAFLIYTYDY AFILIRATFILBERUN- (4—900T =)L) A
FLYTYSY AFLIRATFLALNETFOI S,

UL EEM (1) . FFLLE N=-Tz=ZLAFLTYSY I
FILIATFIL, N=FT7ELo—1—AALAFLUITYY IFILIRT
LXEN— (4—=9RB7x=)0L) AFLTUSY IFILIATLTSH

8
gy oedym (1) k. BAIE, VP ITFLIRTILEREES
BEEEéLT.Journal of Organic Chemistry,

FE70% 5869—-—5879H, 2005FIIRHE I FEHFICLYE
ETEBZ, L. N—TJIZWWAFLIVITYSY IFLIRTILEOTR
SERAVWSECEETES,
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Riz, £EBRX (2) TREIhBILEY (LT, L&Y (2) LI &N
$2.) IZOVTHHET S,

Y' TREABZNAFVRFRUY?2 TRENEZNAFRFELTIEH
ZIE. BERXBRF. EFRFRUIAVERFIETFON, REH1~6D7 L
DUANLKRZNAFORELTEAZIIE. AFVRALKZILFTFIEE T4
>x»$:»t$>§~7uﬁ>x»$:w¢#9§\j9>x»$:wt
FORRVAVALKZALFTFDEBRUAFHOIILRZNLAFOELE
Foh, REH1~6DORLILAAFTILAVALKRZLFTFIEEL TR
FZIE., FUVINLABAZ ALK ZLFFOE RUFTLFADOIEZ R
LEZLAFE RLIALABTORVALKZLAFERURLINL
FOAFYH ALK ZLFFVENZETOoN DS,

Y' TRENBRUVEVALKZALFFVERUY? TREIhEZAVEY
ALKRZNLNAFEPOIULEOKFERFEIEAENMBIIC, AZAIE, BE
H1~6D7LFLENOAOFVREFXE=FOETERSATLTH &L,
REHI1~6DF7ILILELLTEAZRIE. AFLE, TFILE. TROEL
H.4v7aFiLE, JFLERUVt—TFLLREFLA, NOSFUVRFE
LTEBAIEE, 204d0E, VOOERUVUIREENETFONDE, NS E
BEEFFTIRAVEVALKRZALFAFDORELTERMAE, 4 —AFIRY
EUALKRZNAFOE, 2—rARVEUVANLKRZLFFIE, 3—-=
FORVEVALRZALAFOR 44— bARVEVRLKRZILFFVE,
2, 4—CbARVEVARALKRZNLAXFOE, 44— NFAREUINL
RZLWFFVERBRURVAILFARVE VALK LA R CENEITF LA
%

Y'"RUY?2 FENhThEIIC. FELAREZERF. RERFXE A%
VALK ZLFFRFIVETHY., FUYFELLERFEFEFTHS.

&y (2) LLTcEPMAIE. (E) —1, 4=->7JnE—-2-TTF,
(E) —1, 4—=y900—-2-TF>, (E) —1, 4—2XrA8 2R )LK
ZFFXL—-—2-TFURU (E) —1—-JARE—4—-90OR—-2-TFV
REIFTOhb, &Y (2) X, FEFLLIX (E) —1, 4=-TRE-—-2
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—TJFUXRIF (E) —1, 4—-—>H00-2—-TFoTHY., YFFELL
X (E) —1, 4—-27J0E—-2-TF0THbd,

tE™ (2) FRHMOBFEITLXYRET S ENTE, . TREZH
W&t TED,

xRz, EFEHELKX (3) TRENDIT1-—N—- (FY—ILAFLY) 7=
J=2—EZ LR 7anR hALROBIRATIL (LT, AR EHLEED
(8) LBITCELHD, ) ITODVWTHHET S, AFFEMHIEEY (3) 126
WT. Ar' RUR' IE. LD U UEEY (1) ITBETFHA YT RU
R' tRIEBETHD.

AFFHLEED (3) F. " AOEBERMGEIMMESORBEEKRIY LB
BICHEELTVNEZOAFHEIRESAGL AFEREESY (3) &,
—N=CH—-Ar"' TRENBZIFTIV—ILVLAFYTOFPI/EE—-CH=CH
» CRENDZIToNELEZ, 9 7aNnNVERFEBIIHLTEWVWIZIRLE S
ERICETHLEUTHS.

KZFMLEEY (3) IS, TOXFRMEAZELT. PV—LAFIYTY
FI/HEETIToNLEEZ, YO0 TONRVEFAICHLTCALCABIZAET
53X (3 ¢)

H 0

AW—@:ﬂ,)L—&—w
t&\ (3¢)
VAN
"’=CH2

(Xth, Ar' RUR' X, LREAZETHD, ) RUX (3d)
Ho o

AW—&:N L—w—w
\:

——CH,

I,l

(3d)
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(X, Ar' RUR' &, LEERABTH S, ) TRINJIRUAENEFHE
TE.UFTChORBARZLHLT. O7ATLAT—(3c—d) EF S,
KEFEMILEESY (3) ELTRAZIE., (1S, 2R) —1— (N—7=zx
ZIAFLY) FE/—2—EZ 07N ALRUOBIFILIRAT
L., (1S, 2R) —1—= [N— (4—-90027z=)) A*FL>2] 7=/
—2—E=ZnoadansALRCEBIFILIXATIL, (1S, 2R) —
1— (N=JIZLLAFLY) PR/ —-2—-EZLiva7anrhiLRy
Bt—FLIXAFI, (1S, 2R) —1—[N=—(4—9BOTxI=)L)
AFLY]I FE/—2—EzZLion07danshALRUBt -TFILIRT
L. (1S, 2R) —1—= (N=ZIZJ)AFLYV) PR/ —2—-EZNLY
o 7anR ALRUBAFILIATIL, (1S, 2R) —1— [N— (4
—s0O7zI=)) AFLYV]I TR/ -2—-EZdoadansalRy
BAFILIZATFI, (1S, 2R) —1— (N=FT7EL>—1—4ILAF
Ly) PR/ —2—Fzussn7anvhLROoBIFLIRATFIL, (1
R, 2S) —1— (N=Z7zx=Z)LAFLY) PE/—2—-E=ZNLP9070O
NoBDLWKRUBIFILIATIL, (1R, 28) —1— [N— (4—%RA1O
JIZU) AFLY] FPEI/—2—-FznysadanshlLRUoBIFIL
IAXAFNL, (1R, 28) —1— (N—Zx=Z)VAFLY) PE/—2—-E
—nyosa7anshALRUBt —-TFLIRXATFIL, (1R, 28) —1—
[N— (4—9BR7x=)L) AFLY] 7PE/—-—2—-E=Z)L> 7N
SHhILRUBt —TFILIRATIL, (1R, 28S) —1— (N—TJx=JLA
FLY)PE/—2—FEzZLyoa7an ALK UBAFILIZATIL, (1
R, 2S) —1— [N— (4—-4%D0O027zx=)) »*FLv] 7E/—-2-E
= 7anRVALRUBAFLIATFALRETL (IR, 2S) — 1~ (N
—FI7RALYy—1—ALAFLY) FE/—2—-—E=Z )0 Tanrai
RUBIFLIATALNETFLASD,

xRz, EEFHELEKX (4) TREAB1—-F7E/—-2—-E=LPsnJo
NROANLKRUBIXATIL (LT, 2R2EFET7TI/EEH (4) BTN
B3, ) ITODVTHAT D, XREEFETI/LEY (4) ITHEVT. R &,
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Ltk TYS U EEW (1) ITEITHR LRBTHD, KFEEFHTI/IE
B (4) T, " FORBEAMAEINMOAFORBGESGAIYLBRICFELT
WhiEZORAEMERIBRES AL, |
KBEFEHTI/ LAY (4) ELTEEZEFE, (1S, 2R) —1 -7 =
J—2—EZ N>R danvANLRUOBIFAIXTIL, (1S, 2R)
—1—F=3I/—2—-Fz=pn>osadanvhLRoBt —TFILIATI,
(1S, 2R) —1—7=3/—2—-Fz=)L>yso7anvhLRogt -7
FLIXAFIL, (1S, 2R) —1—=F3I/—2—E=)L>sB70/107
LRUBAFILIATIL, (1R, 28) —1—-F72/—2—-E=Z)L>/A
JanxRvALKUOBIFLIRXATFIL, (1R, 28) —1—-7%2/—-2—-E
znvsa7anR hiRUBt —TFLIXRTFILRY (1R, 28) — 1
—FI/—2—FEz=n>H/0Fan hALRUBAFILIRATILNETFOA
%

RIZ. ZFEATHAVLNIAZERLIRTUVEZVLEBICONTRAT
%,
REEIMLABT7UOEZDLEBEELTE,. MAE. >vaF7rhpAaF
%ﬁ%(ﬂiﬁ~TetraHedron Letters, £40%, 8
671~86748, 1999488, ) . BEABFEEHX (HAEFE. Tet
rahedron, 860%,6 7743~7754H, 20048558,).
BMAFAEFOBAKETFZUOE_DLE (FIZRIE. Joural of Ame
rican Chemical Society, £122%, 5228~
5229H, 200088, ) FFFEFoh, FELVLWART U EZ-VL
e LTIE, LK (5) TREINDIEEY (LT, XE2EFHIBRTOES
LtE (5) ¢RBTELHD, ) RULERX (6) TREhHEEY (U
F.RFFHARTUOE-ILE (6) ERBTELRHD,) BETFLIDB,
K (5) ITBVWT. Ar? TRShHEREZFELTLLTHEILNTZ DL
ERUAr? TRIMFEBREEFELTLTHENTIIZARICETET
T LR, ERTHEGABICEREZALTLTH LN, AZEREOR
FBREEIT FELLE1~3BTHY HBOEREZFIHIBESICIEL.
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A—OBRETH->TH&L<. BLHBZ2BULOBRETH>TH LU,

Jx=LEFABLTVTHLVERBZELLTHE, FIAE, ERLEHP 1
NPoBENSIEBRELFALILONEITFONDS,

Ar?2 TREINZIBEBREFALTVTHLVWIZZNLERUFACI2 TR
Th3EsHELTVTI LWz LB ELTR.AAE. 2z LE,
2= AFLIINE . 3—AFILIzNLE 4—-AFLTJxz=-)LE, 3,
S§—CAFLTzLE, 83, 4, S—FYAFLITIzZLE, 22—t —T
FLI2zZNLE, S—t—TFLI72zZILE, 44—t —-TFLITzZILE,
2—t—TFILAFLITIzNLE, 3—t—TFILFXFL Tz E, 4 -
t —TFILAXFL Tz )LE, 2—-TJ)FA Tz )LE, 3—-T/)FB Tz
ZNLE . 4-J)0F0T7z VB 3, 5-P)LA0 Tz )E, 3, 4,
55—k 7z=)LE,. 2—-90R07xz=)E, 3—-90ORT7=)
. 4—-/sn0n7zxz=- )&, 3, 5—>/9a@ 77z )&, 3, 4, 56—}
yoooIz=LE, 2— (FYIZLAOAFL) TJx=LE, 3— (LY
ILABAFII) JzZ)LE  4—- (F)TNLFOAFIL) JzZLE, 3,
5—FR (FYIZLAQAFL) 2= LERUSE, 5—-CT7040—4—
(FYZNFOAFL) Tz LEREITLAS,

Ar2 BUATr?2 BFEFRFhBIIC, FFLLEF3I—2LFO T
. 4—-2)0F07z= )&, 3, 5—I7)0Fn 7= )LE, 3, 4, 5
—FYZAAOTIZNEXES, 5—FEX (FYTLFOAFIL) 1=
LWETHY., FYIFELLCEF3, 4, 5—rYI70A0 7z LEXRIES,
5§—EX (FYIZNABAFII) J2ZILETHY., SLICHFFLLIES,
S—EX (FPUZNLABRAFIL) ZzZLETHD,

X (8) ITEVT. Ar° TRIhIEBREZFLTLWTHLIVFEERRIE
KIERIZETS. FEERREKFREGZ. RVEVBEHTHIBARIEKFE
EE%RT S,

EEERIEKFREELTE,. BIZIE. Ar' THRShBIEBREZRELTL
THEVFBEERREKREICETI3FEFERIEKFELARDLDLNET
hd, FEERRIEKFEREG. ERTHRELGUCEICEBREZBELTOLTE LWL,
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%
%

LZEREOBIBEEIIAT., FFELLE1~3BTHY. HHOD
AT H3B8IC3. A—0BBRETH-TH &<, BREDH28ULED
HoTH &L,

EERRIEKFENEFLTLTHLVERELLTIHAZE. LB LB
PI1AhLRBIENIERELRAKZOLDONETLON S,

Ar® TREINIBEREZELTVTLIVEETERIEKRFREE L TIIH
ZIE,. 20L&, 1 —FITFLE, 2—FITFILE, 2—-AFLTzZ=)L
H.S—AFLIz=ZNE, a—AFLI7z=ZVE, 2-A+FPT72Z20
HE,. 3 AFFLT7z)LE, 4—-A XLz )VE, 2-T0ET=
LWE, 3—JOoEJz=)E, 4—JoE72z)LE, 2— (MUY Z)A4DO
AFN) Jxz=LE, 3— (MPYUITALFOAFNL) J2z=)LE, 4— (FY
TILAOAFII) Z2z)0VE, 2, 4a—-DARXO 7z LE, 2, 4-D
so0Jz=)#E, 2, 4—2TJOETNE, 3, 4—-PA XD
—ILE,. 3, 4-70FETJz=LE. 3, 5-VAMFITZLE, 3,
5§—SJOFETJNERUZ, 5-07OFE—-—4—-A X T )LEN
2f5h3, |

X (5) ICBVT. Ar® TREIINIEREZHFITHIREH1~120E
BERORIEKFZRICBTD . REH1~120EHEKRORIEKRKFEE L TIE.
BAIE, AFILE, IFILE, TOELE, TFLE,. RVFLE, AFD
WE ATFILE . AOFNLE, /JZLE, TOLE, D9VTFIVLERUF
TONEBEDRFHI1I~120EHKO7ZLFILE, TF2LE. 1—-70
RDNVE, 2-TaRZNPE I-TTFZRLE 1 RUFZLE, 1 —~F
LW B N ATTFNEN—FIVTFNERT1 -9 TEZILEFD
EEH2~120EBEROZLyZLE, VI, TF-LE, 1—-T0E
ZNLE 2-TAaEZ LB 1 —-TF=ZLE 1 - ROFZILE, 1 —-~F
ZWNE A ATFINLEBEN-FIFALBRUT1 -9 T ALEFORE
H2~120EHROFTLFLENEITLRD,

REH1I~120EHKORIEKFRIT. ERTRGUBICEREZRT
3, UHEREONRIBESAT. FELCF1~3ETHY. HROER

Bz
BERET



10

15

20

25

WO 2011/019066 PCT/JP2010/063674

20

EZzEBT558I1CEF. A—DEBRETH-o-TH &K, BRLUS2EBLEDEKR
BHTh-oTH KLY,
REH1~120EHKORIEKRENETIERELLTIE. HFFELL
FTRFEP2IALREENLIEBRENEITFLN S,

<#EP2>

REH1~1207LaFHE,

REHSI~T12D0FLT7T=Z LA FOE,

REHI~1 2OFLF=LAFLE
EU |

REHE6~120FFKE

BP2I2BLWT. RFEH1~1207LaF EELTEAZEE. A bF
VE. I FXVE, JORFVE, 1V TARFIE, TRXIE AV T
FPEXLE, t —TrXOB . RUFULFXFDE AXFIVLFFIEATTF
LMAFVE AOFALFELE. JSAAFVE, FOLFELE, 9UF
UNFXFDERUFTUOMFTFOEZFOEHKELLFISBEHERO7ZILOFX
VE, U/ aToELAFIRE, D0 TFAFXFLE, /ARy
FILAFOE, 200AFINFTFLE DO AANTFILFFOERUTY
OF I FLAFEZOBRRKOZILAFDEAETFOh, RFEHS~120
FILAZ LA FPEELTEAZIE. 2—-TaRZ LA FE, 2-TF=
WAXIR, 2—AFL—2—-—TFoINFAFERUS—AFL—2-TF
ZLFXFVENRFETFOA, REEI~1207LFAFXFEELTIEA
ZIE. 2—-T0EZLAXFLVERU2-TFAUFTFIOELRZETOAS,
REHEOE~120FFHRELLTEFAE. Jz=LE. FIFLE A
VIISZNE, RVVFFITzZNE, RVVESYVYLE, RVVYAY
THFRHIJVILE RIS YFTIILE, ROVVALAIHATIVLE RVY
TXFHVILE ROVFFIVIULE, X/ VZLERUTAVX/ )V LE
ENE¥Fo N5,

LT, ZEBHERICEEFND1~3BEOKFERFEEFAEAIILIC,
AE. TEHPINLBRINIERETERIATLTE KLY,
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<#EP3>

REH1~1208MREKFE.

REHE6~10DFEEFKE.

NATURF.

i = - 0N

FY Ao AFILE,

RESNI-7E/8
kU

RESNI-KEER

BPI3ICHVWT. REH1~1208MRIEKRELLTEARIE. AF
LE. IFLE. JOELE, AVYTOELE. TFLE. A VYTFLE,
t—TFLE RVFILEAXVILE ATFLE. FAOFILE,. /=1L
L FULE, S9UoFVLE, FTFULLE, Yo 7n0ELE, /90 TF
LWE, >0ORVFLE, 78AF 2 NE oanTdFLERUTS 0O
TOFLENEITFOh, REHE6~100FEFERELLTCREAZXE. 7=
WE, 1—FITFILE, 2—FIT7FLE, 2—-RVYITZ5=Z)LE, 3—RY
JISZLE, 2RV YFF Tz LB, 2—-R2VVESVUNLE, 33—
ROVAIFAZFHIUNLE, B—RUIAIYFFTIIILE, 2—-ARJA(=
ETYILE, 2RIV FXFHIJVYNLE, 2-RVIYFF7IVJULE, 2—F
JUZNLERUV1I—AVXF /Y LERETFLA, N"AFVRFELTIEH
ZIE. 29vFRRF. EFRFRURKRRFIFETFoh, RESIhETI/&E
ELTEHBPRE. RODLTI/E 2-AFRIRVIONLTE/IEH, 2,
4 — A RFIURVDLTE/IR,. TEFALTEI/IE. RV DLTXFTHNL
RZWTFI/E, t—TFrXPHALERZNTFTI/ERVETILEFSHLAR
ST/ ERETFLA, RESALKBREELTEAZE, A FF2H,
IrFOH, JOoRFUE, AV TORFIE, TEXOE  AVITEEFS
E, t—TrX EE RUFILAFVE AFVILFXDE ATFILLEF
SE.XIVFLEXVE, /S SLAXRVE TULETXDE, OUTIUNLT
OB, FFUALAFLBEDRRR 1~ 1 20EERE L EHHYEKOD



10

15

20

25

WO 2011/019066 PCT/JP2010/063674

22

FiaxPE, 2070 ELFXFCE. /A TFLAFOE, AR
SFAAECE, SHOARUNARLE, VHOATFALLFLE, OO
O FILAFCEEDRERS~120REKD7ZILFLAFIOE, A +F
VAMF VR RUDALFFVEBVICTEFALFTXRCENETFLEN D,

Ar® TREhIERBZHFEITHIRFR1I~120EHKRORERILKFEL
LT, BlZIEE. RUDILE, ST AFILE, 1 -T2 LIFI
E. 1, 1=z )—1—AFrFIAFILE 1, 1=-9T7x2Z)b—1
—(2-TARZLFFY) —AFLERTFT, 1-2T7z20—1-— (2
—JOE=ZLAFY) —AFLELREITFLI S,

K (B) IZEVT. Ar® TREINHEBREZRHELTLTHELINVERFERKS
~1 207 BEEKRXNEBRKOBHERIEKFREICETLS, REHI~120
SRERRTBROBEHEREKRREELTE., fIZE. 1 VTOELE,
AVIFLE, t —TFLE, AYRVFILE, >0 T70ELE, >0
TFILE, 90RVFIILE, YHYO0AxINLE, SHOO0ANTFULERUY
JRFAIFILE, 2—AFL—2—-TTFZINERUS—AFNL—2-TF=
LWERZETLh S,

REHI~1 2090 EHEKXEIBRKOBHERIEKRREEX, ERTRELA
BIIEREZALTVTEH &L, HZEBRBORIBESIAT. FELIE
1~3ETHY. EHOEREZFEITHSEHRICE. A—DEBRETH-L-TD
<. BLEZ2BULOBRETH>TH L, MASEBRELLTIK. £
BUE-BEP2HALBIENIERELRAKZOLONEITLIN S,

BEREZBLTVWTHISIVRFERS~1 200 RERNTBEROBHER
EABRREELTE.BIRIE. AVTOCLE A VYITFLE t —TFLE,
AIYRVFLE, o0 TF0ELE, 90 TFLE, /ORI FILE,
voanxtILE, DOAANATFALRRUVLIOFIFLE, 2—-AF I —
2—TFT=NE, 3—AFL—2-TF=ZNE 1 -AF)L—-2-Tx=)L
TOELE, 1 -AFL—-1—-TzZLITFLERUL1I-AFIL—-1-XF
FTOIFLEAETLONDS,

Ar® 3, FELCBEBEREFBLTVDTCELIVEFFTERIEKFTEXEGE
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BEZALTLVTHLLEIVREES~1 207 BEHERNITBROEHERLK
FETHY . KYFFELLEF Iz NE 1 —-FITIFLE . 2—-FTFILE,
3, 5—C7JO0F—-4—ArXxLozo)E, 2, 4—-CH007z )LE
Xt —TFNLETHY. SHIZFFLLRFTIzZALEXE1-FIFILE
ThHbd.

X (5) ITHEVT. RZ TREINHIEBREZHALTVTHLIVREH1 ~
120BBKRRIEKREICETS. RER1~120BHERIEKTEEL
TREAAZIE. AFLE . ZFLE, JOoELE. 1V TRELE, TFILE,
AVIFILE, t—TFLE, ROFLE AFINE ATFLE, 75
FILE, /JZLE, TOLE, DOoTFOLMEBERUVUFTFIOLESEORER1 ~
120EHERELLEISEHERKROTILFLE, HLI22 o0 FoELE, o
JRTFLE, D/ORVFILE, V/AAXTIUNE, Y/ anTFLER
U9 0F 9 FLREEDORZFHSI~120BEKO7ZLFILE, 2—-ToR=
WE, 2—TFZNLE, 2-AFIL—-—2—-TFZILEBRUS—AFIL—2—
TTFILVBEEDRFEHRI~120D7Ly=ZLVE, 2-TRE-ZILERU2 -
TFALBREDRZEHI~120F7LFLENRETFLOIR D,

REH1~120BHERIEKRES. ERTRGHECEREZALT
WTH&L, BZEBREOHIIBEIAT. FFEFLLF1~3BTHY. #&
BHOBEREZHETIHIEHAICE. A—DEBRETH-TH LK. ELh D28
tOEBEHBRETH->TEL &, MHSIERBEL LTI, FFELLIET LR L
P2hLRBENSERELRABZOLDONETLOND,

RZIEZ. FELLRIRFEH1~120EHKELLZREHKOTILFIL
ETHY., JYFFLLERFHI1~SODEHKOFTILFILETHY., &5
ICIHFFELLEAFLETH S,

X (5) ITHEVT. R] TREINHIERFH1~1 20 EHKRDIEH KRt
KFERHELTEHMMAE. FIXIE. AFLE,. ZFLE. TJOELE, TFI
BE.RUFLE, AXVILE ATFLE. A IO9FLE, /7Z2LE. TIL
EOUTIVLNERUVUFTFIULESEORFR1~1 20EHKO7ILFILE,
IFZLE, 1—-TJaoRzDLE, 2-FaRZ LB 1-TFZLE, 1 -RK
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DTINE 1 —-AXE LB 1 - ATTFAB - FITZLERT
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HRAE, DUHDRE, PLEITREBEORSELE, B, YUVATLES
LoOT RIS 74 —50RFRANBIZHFEI KL,

ALFHETI/IEEY (4) F. AIZE. AXEFETI/ILEY (4) &
EEMRLSPBEDETH>THEL, AEFHTI/ILEY (4) &&
FHRLSPEBELTIK. BIAE. LROMKSBTRHLWOADIENETFS
h, B, FFLLEEBBTHY ., SYFFELIIEBRREITETHS,

EHBIZHET S, AR2FETI/ILEY (4) OEEFEF.TFFL I,
KEFHELEED (3) EAIUMKSBLTRONDIERMET XSV TEE
EDEFEHERAL. URBERBETHIIEZEL., UBELXERT S EITEL
URPEHEEY (4) OXEMFEZRLIBLIIENTES, UT. HE
ExRUTHIIRERUIELRTI LN H S, ,

BRIBICHTIHOARERETI/LEY (4) OXRFHEN 4 0%e. ¢.
BE~05%cec BENHATHIBA. BUIBRICBOAILPENT
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S/EBW (4) OREHEE. PIZE8 0%e. e BE~100%e. e O
ATHbd.

BUTRICAVWLIASZ7XSLEBELTEBFAAE. RBERUNOSFVE
BEBREBAETOIS,

NOFUVERRBEBLELTEMAE. REEFR. 2-3—FREEFE.
83—3—FREBFEH. 4—I—FXEFE. 2—-/0n0%BEFE.. 3—/n0
ORBE®H. 4—/0D0RREH. 2-J0ERE8EH. 3—JNEREFE
B, 4—JnDxXRBEFH. 2, 4—>/0n0L_[EFEH. 3, 5—>/0O%
BEBRUV4—/-O0O0-3-—3—FREFBILZToh D,

BRIRBCAVLAIZTEFSLLEIF. #FFLIXFEEXIF4—/00K
BEBTHD,

TXFSNGTBOERAEIE. AF2FHIEEY (3) 1ELICTHLT, FFEL
{IZF0. 3~2. OENDEHETHY. JYHFELLCIFO. 4~1. SENL
NDHEHATHD. T¥INLEEBIREBTHLIEE. 7TXILEBOERER.
REZFHEEY (3) 1ENLITHLT. HITiFFELLIFO. 4~0. 6FL
DHEETHD. 7TXINLGBANOSFUOBERTBREBRTHIEE. 7¥I L
HBOBEHRAEX. EFHLELEYW (3) 1 EALICHLT. HIZIFELLIFO.
8~1. 2FEIDHEBATH S,

BRI, FIAE, TEAZ1~500WTFhhRBHEOFEICKYTSS

ENTEDS,

Hix1: RAEFEHEEY (3) FAIUMKSBLTHRONDIERYE
BBEOELZFTEPTHEARAL., AFMENBENEERBEIELRIC, BEIC
BRELTVWRIEZENRT S,

HFik2: RXPEFMHEEY (3) F4AIUMKISBLTHELONADIERYE
NASTUBEBRREBTHREDEZHAL. 4ZEZBHERT S,

B3 : (BEFEMEEY (3) FAIUMKIBLTHELONIERYME
REBLDEFBEPTHEAL. AFMENENVELHHSELRIC, BEIC
BFRMLTWSEZERL, RWT, ARLEEMNST1-TFI/—-2—-E=Z)L
>oRJAnRVALRUOBIATILEEESES, BEHBELE1-73/ -2
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—FouvrsoFanshiLRUBIATFILENOF U BERTRAER L DIE

EREL. 4REBEZBEHERT D

Hika: RPEHILEEY (3) EAIUMKSBLTHELOADIERYE
NOFUBRERBEBRLOEZEAL. 4ZEZ2BEHE L&, BHEAICEK
YUIREBLEEMAD 1 —F I/ —2—FE=Ls5070RVHLRVBIRT
NEHEH#EEIES, BHLE-1—F7=/—2—-—EZrondanrhiRy
BMIATILLEFBRLEODEZAEPTCHEARL. AFHENBEVELENEIE
®I, BBICEBLTVWSEZRIRT 5,

HiE5: REEMHILEEY (3) EAIUMKPBLTHELADIERYE
RELOEF#BERPTHERL. ARHMENBVVEZHESELRIC, FEIC
BFRELTWSIEZEERL. RWT, ERLEEMIMANT1I—-TFTI/—2—-E=Z)L
>o07anNRCAMNRUBIRTILEERSE S, BRELE-1 -7/ -2
—EFzvsndanRvhHLRUBIRTFIILENOY VUEBRETRATEHLEDE
FHAL. BREEERALLE. BREAICLYRBLEENAS1 -7 3/
—2—EZN2onTanR ALRUOBIATLEESRSE S, SHI2,
BLI-1—732/—2—-E=L>907anRVAILRUOBIXTILERELE
DIEFERAL. XEFMENBENVEZHHESIELRIC, BRICEBLTWLSE
#EIRT S,

BRITRI. FFLLEFLEEAZI~500VTHIhRBEDOAZE., LYFE
LLREBAZSBHOAZIZEKYVITDN S,

EEFZ1EICBVTHWVWSERELTE. AAE. LRLEZARIGTH
WBEBRBE. T—FABRRUZLI—LBRERABEOLONRETF LA
5, BRI 1EETH-THELVL., 2EULDEABETH-TH &KLY,

BRIT. FFLLEFFEBERUZLO-LBEIGLEIBRLIYEITH
ZVBCEL1BOBHTHY ., SUYBFELLRIFEEBEREELEFTILO—ILEB
WEDRBRABHRTHY ., SHICFFELLRFIMLIVEIR/ —ILEDRER
WTHD,

BEOFEAZIE. AFFHIELEY (3) 1 gl LT, FFEFLLEFE 1~ 1
OOmL., YBFFEFLLKIE3~30mLTHSD,
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FEEBRETLOI-LVBREDEEREREIZETSACAoDEER (EE
) . BIZIE, FEEBIR: PLa—-LBE=2:1~20:1THVY.
FFELLIFEESFTE : 7La—ILBE=4:1~12: 1THbB,

FRAZI1ZFICEVT, AZHENBEVVELHEIELIEET, FFELLC
E—10~60CHEHH. LYFFEFLLIF10~40COHEEHEIGEIRSK
%,

ERAZ2ZFICAVTERKAICAVSEBERELLTE. AIRELERLEAR
HRTRAWSGFEERSFE. I—TLBERUZLI-LBELEHROLDHE
Fohd, Wh3BFEREFI1BTH-THLLL., 2BLULEODEEARKETH
TH &KLY,

BHABICAVWSIBEHE. FELIEXFEEFERVI—TILBIENINLGL S
BHLYUBERZLLGCEL1HEOBETHY ., JYFFLLEFEFERBET
HY. THICFFLLEIMLZIOTHD,

BRABCAVSIEHOEREE. XFEHEEY (3) 1 gl LT, &
FLAET1T~100mL., KYFFLLEI~30mLTHSD,

LTRAZ2FICETIBEHBE. FELLEANBFAXEIBRBRFICKY
fThnd,

tRAE2FIZEVT,. BHERF. FFELLIF—20~60COHEA. &
YIRELCZ—10~30COBENOBRENIERTHSICENRTES,

tEAE2FIZEITS. AFEFEHIEEY (3) 242 OoMKIFBLTHESL

NBZERMENDSUBRREEHLEOE. L ALEHT I /LAY (4)
ENOFUEBERTERBFRLDENDEBREERICLIZLY., XFHEDOF L
REFERTS /LA (4) £BHCEMTREN B, |

E 5l
LT, EEAICIYXRREPLZSSHICHEBICHRBEAT 5,
BB : (E) = N=TIZRAAFLUITYUSY IFLIXTILOHE
JYULSUIFALIRATLEHEEE6Y. 1g (495mmo 1) EMILIY
215g¢t#RBAL. TEIIIN—AFLEAQAYF32. 5 g#ERTEST
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AALE, Boh=EBE8YMIZRX7PILTEEFES50. Og (47 1Tmmo |)
ZBETL. EVWT, ALEFXBLFIVAFILS52. 5g (495mmo |) %
BTFLE. BTRTHER. Soh-EEYWZETCICHEL, FPIIZFLT Y
52. 4g (518mmo |l) EhFILIT26. 5gtDEEER%E 3HM
MTTHTLF-, BTFTRTH. 7CHhoEROREGZHTORREBIHL L,
RERTEHE.RGEEMESCETAHRAL. EIAK140mLERFTLE,
TOH. BRHEBLELTHREETL. Boh-HH8EX220%RIEK9 5 ¢
L&oTHkBLI. RON-ARBERBI IR VOLTHERLEE, B
ZFHEBELT (E) = N—ZzZ)AFLIYTULY ITFLIRATFILD
FLIVBEK104. 5g ((E) = N—ZTZIZIAFLVIYLY IF
LIRARTNLEENB86. 9g) /=, INFE9 6 %,

EmBl2: (E) —N— (4—40ATzI=)L) AFLVTUYSY IFNL
IRXTILOBEE
RUVZXZLTFTEROEDLYICp—0QRX7ALTE FERLZUSE
BRH1TIH>EAZEIZKEWL., (E) —N— (4—2007xZ)L) AFUL
YOV IFLIRTILDORMLIUERE/-. IWE 9%,

BEAI3: (E) = N—TIZULAFLUTULY t—TFLIXATILD
BiE
JUSUIFLIRATLEBEORDYIZCTY St —TFILIATIVIE
BIEFEAL. FUIFLFPIVOFERAEERX7LTERIZHLTT. 1
ELBENIST. SENLERBICER LU EERH 1 TT 2 HEICHL,
(E) = N—=JIZLAFLYITUSY t—TFLIATLDOILIVE
BER/. INE 6%,

S 4 : (E) —N— (4—490R7x=))L) AFLIVYYSY t-—T
FILIZATFILORE
RUZPILTFERORRDYICp—0arRX7ITFE FZERAL-LUAIE
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BB 3 TIToE=AEIZH#HWL., (E) —N— (4—980827x=)L) *FL
DTNy t—=TFILIRTFILDMLVIVEEEZRZ. WE 6%,
EEM1: (1S, 2R) —1— (N=T )W AFLY) PE/—2—-E
o FanshLRUBIFLIRTILORSE
BHEH1THR (E) = N=zZ)LAFLUITYLY IFILIXRTI
DELIVEEKO. 59g ((E) = N=TzZLLAFLVITYLY IF
WIATFILEES : 0. 49g,. 2. 57mmol) EFILIUEmLEEFER
L. #ZIZ2(E) —1, 4—-2JnoE—2—-J5F20. 50g (2. 34
mmol) &£ (R) —2, 10— t—TFNL—-3, 9—-SA XL —6-—
AFIL—6— (1—FT7H2LY—1—AILIFI)) —4, 8—ERXR (3, 5
—EXRUYINLABAFILIIZN) —6, 7T—2EFB=5H—-UR2Y
[c, e]l] —7ZEE=DLTAOAZFO0. 024¢g (0. 023mmo l) &

mn

ZEETMAI, BON-EEMZEOCIZAHML., £2IZ5 0% KELH Y

HALKEKR1. 31g (KEBEEIEAUDILTT1T. 7Tmmo |) #ZHFL. O°C
T T BHZET (E) = N—TIZIAFLUVTYSY IFILIRATL
E(E) —1, 4a->TJRE—-2-TJF e RESEE. REBEMIE 21
BETHh-o-f-. RIEERTHR. Bohf-EEPITKk2mLEMR. B ZEL
LTH&EL:, Bon-A8BE10%EIE7VE-DLKBE2mML T
BLf-, %, RBED (1S, 2R) — 1= (N=FIxZ)LAFLY) 7
S/ —2—-FzZ 010 7an ALK UBIFLIRATILEECHEBRES
B,

Boh-H#8EBIZEENS (1S, 2R) —1— (N—ZIZILAFLY)
FE2/—2—E=ZL>o07ank A LROoBIFLIRTILE,. TEOE
RBEEXZOIOAI LTS T4 —HEHICIYEESHL., REFHEHLE, U
£5 5%,

-, LSOO HBERHNS. (1S, 2R) —1— (N—TFITZ)LAFL
V) PR/ —2—-F=)L>o07anRvALRUBIFAIRATILETER
it&¥ (7)) THHATFIL 7—7z=)L—6, 7—-EFA-1H-7F
Ev—2—-h)LKRFxoL—reokzEEHLE, (1S, 2R) —1— (N
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—JIZIAFLY) PR/ —2—FEzx)Lio07anvhlLRUBIFL
IXAFI:ITFIL 7—-7zx=)—6, 7—2cFA—-—1H-FHEE -2
—ANLKRFIL—F=9: 1,

(1S, 2R) —1—= (N=7zx=Z)LAFLY) PE/—2—-—E=ZILIY
R7AONVALRUVBIFILIATILOOTRATLAI—EBREEShGH -
T=o
<BEBRKIOQTI LTS D4 —0HEHE>
#H5L: YMC Pack ODS—A—302 (4. 6Xx150mm, 5
“m)

8@ : A=40mMKH, PO, K (pH3. 5—H; PO,) . B=
AR/ =1L ‘

A/B=10% (Omin) 210% (5min) 270% (25mi n)
—70% (45min) |

BE: 1. OmL/H

BRESF:EE220nm

BEHBM:11. 79 ((18S, 2R) —1— (N=Jzxz=ZLAFLV)
FI/—2—E=nLnion07anR ALK UBIFILIXATIL) 31, 2
S (ZFNL 7—-7zI=0—-6, 7T—SEFO—1H—-FEEY—2—-HL
R"E¥EIL—F)
<HEHMEDRE>

BT, Son-FARBICTM-—EBK2mLZMA T, Z2ET2HME
BLNMAPBREZTV. RELRTER. 2BLTHEOAEEREIZKZmL
EMAEZEiTo=. Fohl-kEZ&—L. (18, 2R) —1—-7 =3/
—2—t°:}lw“/9l:l7’D/€>7‘J}Lﬂi‘yﬁl?)blxv_—)biﬁﬁiﬁ’ém;”’é"f&tL,
TH. BoNEKBBRETEOAEHEIMFHICEIYSHTL, KFEHE
Rz, LEFHET7 3%e.e.,
<HEMEIWEH>

N3L:CHIRALCEL(#SMEILEEIREHRH FT)AD-—RH (4.
6X150mm, 5um)
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BE#HHE: A=0. 1%CIFILFIV—K,. B=0. 1%BPIFILTIY
—A8/—JL, A/B=60.40

mE:O0. TmL./ %

REF  ERE215nm

FEEM: (1R, 2S) hk=6. 7%. (1S, 2R) k=10. 8%
EEH 2 ~7

RIICTETEHIZHEL, BIICRLTWVLWEOWDEHITOWTIEERSF 11258
BLIHEICEL, REERLEEY (3) 28, BEER2IZRT. &1
hlIzHBTRERERK. VU EEYW (1) 1ENLIZHLTOEBEEOERE
ERYT

KFFEMILEAEY (3) ZELHEBBISE. XFFEHILELEY (3) ODT
ATLAT— (B3c—d) FRHEEhGL-,

(& 1]
gy UieEHm (1) |[BE Rt R E 7 R E
(EAE)
EiEH 2 | 50 %KEILH Y
E>w”vwﬁ 9 LK B & =B 1 26mH
(4. BFENL)
o 50%KEILAH
£HEM3 | [ _v_com 5 LK 0°C. 2 0 B
(4. BEINL)
50%KE{th) |O0O°C/ 3 685, &
2158 4 | (] _n_couss o LKE R Ok, TR/ 19K
(5. 5EIL) i
50%KEIEHY
cl 0O~10°C/ 250
EAS | L u_cowm | TAKEE -
| (6. 4FENL)
5656 () _n_cos KBIEDUDL | 2 omm
~ (2. 7EFML)
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KEetE 9L

= 1551 7 QVNVC%H K 04 0°C./ 2 0 B§ S
(2. 7FL)
(2]
SEEELEEY (3) |IE P AFETHEED
(3) : 7EELSE
W (7)
= it 551 ©\/ coza 4 8 %e.
4 8% 9. 1: 1
2 // e.
3 i 61 \©\/ COzEt 7 0 %e.
4 8% 11 : 1
3 // .
£ 1 51 @ coztBu 5 4 %e.
5 6 % 12 :1
4 // .
= 1ite 51 _ t-Bu 5 3 %e.
\©\/NACOtB 4 6% *iﬂ[ji
5 / e. |
= 1 1 @ COEt 6 7 %e.
A 58 % 9. 3 : 1
6 y e.
= 56 5 @vN COE 6 7 %e.
A 57 % 9. 7:1
7 // e.
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(1S, 2R) —1— (N=ZJZIZ)LAFLY) PE/—-2—-E=Z)P/DO
TJanRALRUBEIFILIRATIL

'"H—NMR (CDCI,, 400MHz) § ppm:8. 36 (1H,
S), 7. 77—7. 73 (2H, m), 7. 44—7. 39 (3H, m),
5. 81—5. 72 (1H, m) , 5. 27 (1H, dd, J=1. 5, 1
7. 1Hz), 5. 12 (1H, dd, J=1. 5, 10. 3Hz) , 4.
24 (2H, q, J=6. 8Hz), 2. 30—2. 23 (1H, m), 2.
00 (1H, dd, J=5. 4, 7. 8Hz), 1. 70 (1H, dd, J
=5. 6, 9. 3Hz), 1. 30 (8H, t, J=6. 8Hz)

(1S, 2R) —1—= [N— (4—=9B0B7x=)L) AFLV] 7E/-—-2
—EZ N ondanshALRUOBIFILIRATIL

"H—NMR (CDC1l,, 400MHz) 6 ppm:8. 33 (1H,
S), 7. 68 (1H, d, J=8. 3Hz), 7. 38 (1H, d, J=
8 3HZ), 5. 81—5. 72 (1H, m). 5. 37 (1H, dd,
J=1. 5, 17. 1Hz), 5. 12 (1H, dd, J=1. 5, 10.
3Hz), 4. 24 (2H, q, J=6. 8Hz), 2. 30—2. 23 (1
H, m), 2. 01 (1H, dd, J=5. 4, 7. 8Hz), 1. 70 (1
H, dd, J=5. 4, 9. 3Hz), 1. 30 (3H, t, J=6. 8H
z)

(1S, 2R) —1—=— (N—=2J7zx=)ILAFLY) PE/—-2—E=Z)LT4HD0O
TanRohALARUELt—TFILIATFTIL
'"H-—NMR (CDC1l,, 400MHz) 8§ ppm:8. 39 (1H,

S$), 7. 79—7. 71 (2H, m), 7. 43—7. 36 (3H, m),

5. 83—5. 73 (1H, m), 6. 27 (1H, dd, J=1. 5, 1
7. 1THz), 5. 11 (1H, dd, J=1. 56, 10. 3Hz) , 2.
28—2. 20 (1H, m), 1. 92 (1H, dd, J=5. 4, 8. 8
Hz), 1. 61 (1H, dd, J=5. 4, 9. 3H=z), 1. 50 (9
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H, s)

(18, 2R) —1— [N— (4—7002x=)L) AFLV] 7E/—-2
—EZL2on7anRvALRUBt—-TFILIATIL

'"H—NMR (CDCIl,;, 400MHz) 6§ ppm:'H-NMR (C
D,OD—d,, 400MHz) 6ppm:8. 36 (1H, S), 7. 6
8(1H,d,J=8.3Hz),7.38(1H,d,d=8.3HZ).A
5. 81—-5. 71 (1H, m), 5. 26 (2H, dd, =1. 5, 1
7. 1Hz) , 5. 12 (2H, dd, J=1. 56, 10. 3H=z) ,6 2.
28—2. 20 (1H, m), 1. 94 (1H, dd, J=5. 4, 7. 8
Hz), 1. 62 (1H, dd, J=5. 4, 9. 4H=z), 1. 50 (9
H, s)

EEHM8~20

FIRURAICTRTEBIZHL., BIRUVURICRLTOUEVEHEIZOL
TIRREHBHVICEHE LE-AEICREL. XPERLEEY (3) 28k, #£E%
ZO6RURTIZCRT . EIRURITICHTIEHBZX. UL LEam(1)
1ENLICHLTOREEELAB T UOEDLERIEBEREOERAEE®RT .
KFEMHIESY (3) 28TEHEBBHSIT. REFHRLLEY (3) OSTF
AFLAT— (Bc—d) FREIAEL 1=,

&£EZHM1~3

RSICRTEHICHL., RSEISRLTWLWEWEHICOWVTIEERES 11258
BLEAEICH>TITofz. BREKRBIITT, REPICEITHERER.
JUIUEEW (1) 1ELICHLTOABRTUVEDLERIEEOER
BERYT,

KZEHILEY (3) 2ECHEBELILIX. LPEHILEEY (3) DT
AFLAT— (3 c—d) FREShE,I T,
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A7 EZOLE [EHR
RIGEBE /B
(EFRE) (ERE)
CF;
OMe
O CF Br
o O 50 %/KEHV
N
EHEH 8 ¢ CF 7 LIKBER 0°C./ 8 B
OMe (9. 1EL)
CF3
(0. 01=FEJ)
5 0% KEEAHY
EHEH 9 7 LIKBR 0°C/ 1 48K
L (9. 1¥FEJ)
(0. O1FEJML)
50%KEE{kHh
E el 1 ]
o lﬁAmﬁﬁ 0°C/ 1 6 KM
(9. 1EJ)
(0. O1FEML)
5 0 %/KE{HV
EEH 1
) LKBR o°C/ 2 4 B5F8
1
(9. 1EIL)
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50%KEtHY

EHF 1
5 9 LIKB R 0°C./ 3 28
(9. 1EML)
(0. 002=FEJ))
(&£4]
AB|/TUOEHLE BE RERBE BHE
(EAHE) (EFEAE)
50%KEIHY
K H 1
5 D LIKERE 0°C./ 3 6 B
(9. 1EIJL)
(0. OO0 1EMNL)
F
O F
L~ 5 0 % KEIEH Y
£ ) 1 N
(e, 9 LK B 0°C./ 2 4 B
4 ®
F (4. BFEI)N)
F
(0. O1EML)
CF,
il CIN, 5 0 % KB H
5 CO CF3 9 LKBR 0°C./ 4 8 B
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(0. 0O1FEIL)
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% 15 451 1 >§<°3\_N oM | 50%KEENY | 0Cs2 1M,
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6 meo{ )~/ = :
5FEJL) =B 6 8HE

(0. O1EML)

(4.

CF3

5 0%KEDY

£ & 451 1
. D LKBR 0°C./ 2 4 B5f4
(9. 1EML)
5 0% KBEIEH U
1 H 1
g 9 LKBR 0°C/ 2 4 B51
r (9. 1EILEE)
(0. 003 FEJL)
CF,3
OMe
CF3
. 50%KEIDY
EEH 1 o°C./ 2 O B
° Y LKBE
(9. 1EML)
5 0%KEIHV
ERH 2 o°C./ 2 18mM
o Y LKBE K
(9. 1EIL)
(0. 005 FE/L)
[&5]) ,
ABTF7UOEZOLE |[EHR it R E /BRI
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FESTFILT7UE | 50%KEELDY
) 0OC. T, 2
SEH1 = LAJAIEK ) LKB R
B 5B
(0. 001 =FEJL) (4. 5FIJ)
RNUDILMYIFL '
50%/KE{EHY
FoEZ LAY 0OC. Tk, =
SEH 2 ) D LKBR
< B 1 7 BH
(5. 5FIJ)
(0. 1EJL)
RNV EFYJITFIL
FoEZDLIRDY) | KEIEHY DL
&6 3 X 0°C
K (2. 7FL)
(0. 03=FEIJ)
[%&6]
fEEHEIEED I & KEFEHE | AFFTHILELED
(3) (3) : 7RIS
' m (7)
©\¢N wCO,Et 7 4 %e.
£ i 1l 8 A 59 % 10: 1
//' e.
©\¢Nu, CO,Et 7 3 %e.
EHEH 9 § 6 1% 11 : 1
/ e.
EREH 1 ©vN CO,Et 7 3 %e.
57 % 11:1
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A 6 3% 10 : 1
1 // e.
EHEH 1 ©vN ~CO,Et 6 7 %e.
i 6 2% 8. 4 : 1
2 7 e.
[7]
fEEFEEEY I = fFEMME | AFEEEED
(3) (3) : 721 {kLSE
W (7)
EHEH 1 ©v~ ~CO,Et . 5 1%e
A 55 % 6. 7 : 1
3 // e.
EEH 1 ©vn COZEt 4 6 %e
A 5 1% 5. 8 : 1
4 // ' e.
winm 1 | e com |
PN 42% |7%ee |5. 8: 1
> J
EHEH 1 ©\¢N (COZEt
PN 34% |5%e.e |5. 3: 1
© Vi
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YL—bk=5. 2: 1,

(1S, 2R) —1—= (N—ZxI=Z)AFLY) PR/ —2—E=ZLPYH
OFORVALRVBIFAIRTLESLEENISMEK, (1S, 2R) —
1— (N=Zzxzo)LAFLY) PE/—2—EZnovnFdanrhiriy
BMIFLIRATILDOSTRTULAI-—RFREShES, o1,

REM23: (1S, 2R) —1—F73/—2—-E=p>yvaianrian
RUBIFLIRATILOEE

BB EBMBFIZCLTHEE (E) = N—IZLAFLIVITYIVIFNL
IXRFILDIMLIVE®ZR131. 5g (N—ZzZILAFLVIYDUIF
»IX?»ﬂﬁ:65.7g~343.6mmo|)tF»I>490mL.
Et#RBABL. FCIZT (E) —1, 4—-27JAE—2-T5F270. 0g (3
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L. #ZIZ(E) —1, 4—>Y7JnE—-2—-7J57269. 1g (323m
mol) & (S) —2, 10—-2t—TF)L—-38, 9—IA X —6—4
FL—6— (1—F72LY—1—AALIF)) —4, 8—ERXR (3, 5-—
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LY) P/ —2—-E= 10 7anv LR vBIFLIATFLOST
AFLAT—FREEIhEL -,
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lZopWmMLI-KkKBEEE—L., (1R, 28) —1—F7=E/—-2—-E=)1LY
oA ANRUBIFILIATIVIEBRIEZKERELT235 gfFf,
RL60% (1, 4—CTANE-—2-TFUohLDBEENRE) . BohizK
BELEZEEH1ERFUYETOHMTEILEICEY., REHEERDE, Pl
E7 1%e.e.,

Boht- (1R, 28S) —1—F=3I/—-2—-—EzZ)LsovndanrhiR
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Lf-. Boh-BE&W106. 7g%38. 7¢gETHEERBLI-. BfE
BREBEIZCTIA/—)LA. 6g&RALT. BEEPOoBEEEREZNLIY T4
J—NL=8:1 (EEWL) ITHAEBLf, COREYPTAEHLEDEL (1
R, 28) —1—-73/—-2—-EZ)L2o0 70X ALRUBIFILIX
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B (1R, 28) —1—7=3/—2—-EZi>¥on7anrhLRUBT
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— T DBEEINELI0%, REHES 4. 5%e.e.,
EBALEERKROBENE18%, XFPHE1 4 %e.e.,

(1R, 2S) —1—73/—-2—-EZ)Lso9n7dan hiLRVEBIFL
IRAFIANIFHEIE

'"H—NMR (CD, OD, 400MHz) 6ppm:5. 88—5. 75
(1H, m), 5. 38 (1H, dd, J=1. 5, 17. 1Hz), 5
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17 (1H, dd, J=1. 56, 10. 3Hz), 4. 26 (2H, q, J
=6. 8Hz), 2. 56—2. 47 (1H, m), 1. 86 (1H, dd,
J=6. 4, 10. 2Hz), 1. 70 (1H, dd, J=6. 4, 8. 3
Hz), 1. 30 (3H, t, J=6. 8H=z)

' C—NMR (CD, OD, 400MHz) 6§ ppm: 169. 0, 13
3. 3, 119. 6, 63. 5, 41. 2, 31. 6, 20. 0, 14. 5

ZEH25: (1R, 28) —1—FI/—2-E=)>ovardansriai
RUOBIFLIRATI 4-900XFRBEFHBEOHE

EHH 24 tRAFEICLTEH-94%e.e.d (1R, 28S) —1—-F 3/ —
2—Fz s 07anvALRUBIFLAIRATIAIAIEBREZEACER
246g ((1R, 28) —1—7=3/—2—-FE=nrvsnardanxrhniLR
VBIFILNIATFILAZSEERIES S 16. 1 g, 78. 9mmo |) &K
82gt%EBEL. TIIZ48%KEBIEFT LYV LKBHER3. 42g%5°C
ThA-#. Son-EEMEER~ARALTHBELE. Goh-FHREZ
REBEI TRV OVLTHAREBLEZER, TIAERTA4-700REEFE 1.
8g (75. 6mmo l)ZHEMLE. Boh-EEMZE3OSRHLERE.
BEVZEZRERBLT152gDBFHZBELE, CH5LTHLONEERTY
— %R TC1HMEEBH/LEE. SCT2HHEABRAREL. 5CTHRBLTEHE
REEL. TOHREIMLI12gTHhFL.BEREBET S LET(TIR,
2S) —1—F73/—2—-E=)L>207anRVALKRVEBIFLIRTIL
4 —HNORBEHEE17. 7g (56. Tmmo |) #8f, WE7
2%, 8ohf- (1R, 28) —1—F=3I/—-2—-E=>ovBa7Fanrh
LRVUBIFILIIRTFIL 4—--00REEBREZEHREG 1 ERBOEEIC
FYRMTEHIET, RFEHMELERD, LEHED> 9 9 We.e.,

EwmH 26 : (1R, 2S) —1—F=I/—2—-F=)ovsadanran
RUBIFILIXATIAIEBEOR G
EHEM25TcHELIE (1R, 28) —1—-7=3/—2—-—E=1L>HvynF
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BRVALRUBIFILIRTIL 4—900KEBAEFHIES. 0g (25.
Tmmo 1) 2T FSEFKOTISY80 g AALIBRE. 06 %HE1.
31g (12. 8mmo |) &ETFZEFATIS580gtNDREERE 2.
SHEMNITETLE. BSoh-EREeéYWE. 1HEAZRATEBELER, 2.
SEHMMTI1ICETANLT. TOBRETCH»BLTEKERS:. Bohi
BAET FSEFOTIS508gd FLIVAgDRABETHSELEER. BE
BRI DL TRPEHE>DIIO%We.e. D (1R, 28S) —1—FI/—2—
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9. 5mmo |l) ., NE7 6%,

EEXELORATREM
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AFEHRIEZ. X (3) TREINIAFERLGTI -—N-—(FUV—-LUAFLY)
FEI/—2—EZ L9070 hALRUOBIXRTILORERE. RUE
teEMEYREEHLHE1—-TFTI/ —2—-Firso7ankviLRUoBT
ATFNEHETIHZZERUET I L. EEROBEBIZBVLWTERTH
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