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FIEZEKRT S, HIZIE 07O LE, S 0TFIILE, o ORY
FILE, voO~FULE, VDO OATFILE, vooFsFILE, o0
TOELAFILE, SOONXUILAFILEENBEFONS, FFEL L
REHI~6D ICy_>VAT7ILFIE] THD,

AFERIZEWNT, TCe107U—IE] . Co_107J—ILC_sTILFIL
HIZETFD [Ce 107 V—Ib] ElE, BIEXIBIRERDEFRHE6~100D7 )
—ILEEZEKT S, CIT. SRT7UIILEDFEIE. TEFAFITMEZ.
BoMMOELAET S, FIZIETZILE, FIFILE, FALZILE,
ATZIE, AVEZNLE, TEIUZLEENFEIFLND,

AERITEWNT, 56—118ATORE] L& BEERTHEFEL
TRERFLUNIERRT, BREFRUBRERTFNOEIND 1 HEIE
DEZRFRFEECETHE7 EDFERERE., BANERE., TRIERIEX
ECNEDERBEAVEUVERNIBE LIMBEERREZEKRT 5. HIXIE,
2—JYJLE, 3—TYJLE, 2—FIoIHE, 3—FI=IHE, FO-
—1—AILE, EA—J)L—2—AJ)LE, EO—-IL—3—aILE, EYDU—
2—A)VE, EVDU—-3—AILE EJSU—4—a)ILE, EFDV—2
—MILE, ESVU-3—a)ILE, EUITDU—2—A)LE EYIDU—
4—A)LE, EVIDOU-—5—A)LE, EYVIDOU—6—AILE EVED
V=3—aALE, EVEDU—4—A)E, 1, 3—RUIDFFY—I—
4—AJE, 1, 3=ARUIYDFHRY—IL—-5—AJLE, 1, 4—-A~R2IUD
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AXxHU—5—AJLE, 1, 4—RIYDFFHU—6—1LE, 3, 4—
PERA—2H—-1, 5—ARUIYIFFLEL—-6—a)LE, 3, 4—D¢k
FO—2H—1, 5=RoYPHFEEL—-T7—AILE, 2, 3—PEFO
RIS —4—q)LE, 2, 3—2EFRFORVYISU—5—1 L&,
2, 3—=YPEFRARVYISU—6—A)E, 2, 3—ERARLYTS
=T —AILE RIS o—2—)LE ROV ITF—-3—1LE,
ROVIZo—4—AILE ROVITFZU—5—A)LE, ROVYTZ2—6
—AIWE RV ITZo—T—AILE RVVYFFTzo—2—A)LE R
DIFATI =8 —ANE RVIFFTzo—4—A)LE, RVUYFF
TJIo—5—A)E ROVFFTz—6—AILE, ROVYFFTzo—
T—AILE, /Y Jr—2—A)LE, F/FHJo—5—a)LE, ¥/
*HYo—6—aAILE, A VF=IL—1—ALE AV F=)L—2—A)LE
AVE—=IL—=3—ALE A F—L—4—A)LE A F=)—5—4
WE AV FR—=IL—6—aALLE, AV F=IL—T—AILE, 4J142 =L
—1—ALE AVIVF—=L—2—ALE A VA 2V F—]L—4—AILE
AL FE=IL—5—AJLE ALV F—IL—6—AILE AVYALF
—I—T—ALE, AIYRIITITSZo—1—ALE, A1IYRIITS—4
—AIE, AIYRVIITFTU—5—AILE, ARV ITFT—6—ILE
CAIRVYI TS =T —A)LE, /O —2—A)LE, JO0A—3—
AILE, VO0A —4—AJLE, /OA—5—AJLE, syOA —6—4
WE, YA —T7—ANLE, 20LA0—8—A)LE A1 ZFY—)L—1—
AIVE ATV —2—A)LE A8 IL—4—A)LE 4135V
—IL—5—aALE, ESV—IL—1—A)LE, ESY—IL—-3—aILE E
SY—I—4—AILE, ESY—IL—5—AILE, F7I—IL—2—4)LE
CFTFI——A4—ALE, FTY—IL—5—AILE  FFHV—IL—2—
AIE, XY J—I—4—A)LE, XY V—IL—5—AJLE, 41 VFF
PIY—IL—3—ANLE, AVFFHV—IL—4—A)IE A VFFHI—L
—5—qJLE, EnYdr—2—AJ)LE, EQUDU-3—A)ILE RV
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A== 1—A)VE ROJALZFT—L—2—A)LE  RVYAME
BJ—IL—4—AIE RUJAZEFY—IL—6—AILE  RVIFT7J—
W=2—ALVE ROVFTF7I—=IL—4—AILE, ROIYFF7YI—IL—5—
AIWE, RoVAXH Y —b—2—A)LE ROV FXHV—IL—4—-1)L
B AIAXHY—IL—-5—aALE F/)—2—a)LE, /)0 —
S—AIE, F/U—4—-ANLE F/U—b6—A)IE F/1)—6
—AIE, X/ =T —aAILE X/ )—8—ALE 41 VYF/ ) -
1T—ALE, AVF/)—3—AILE, AVYFX/)o—4—AILE, 1Y
X/ )o—5—AILE AVX/Jo—6—AILE AVYX/J—T—4A
IWE, AIYX/)o—8—A)LE, 1, 38, 4—FF7CTFI—IL—2—A)
., BEKRYIE T, 2, 3—FYTY—IL—-1—aALE 1, 2, 3—
N7V —I—4—A)LE, 1, 2, 3—rUT7J—IL—5—q/LE, 1,
2, 4—bYTI—=L—1—ANLE 1, 2, 4=—FrYF7J—=IL—3—1JL
E. .1, 2, 4—rUYZPJ—=IL—56—A)LE , TrIJV—IL—1—1)LE,
ThoVJV—lb—2—A)LE AVF)V—4—A)LE AV F)—5—A
WE, AVF)Y—6—AILE, AV F)o—T7—a4)LE, 1, 2, 3, 4
—TrkZEeFOXx/Jo—5—a)LE, 1, 2, 3, 4—FTF+ZEFOFx/
Jo—6—A4J)LE, 1, 2, 3, 4—ThrZEFAX/ -7 —AILE,
1, 2, 3, 4—ThkZEbFOF/)o—8—AJ)LE 1, 2, 8, 4—7T
rSERFAAVYX/ Y- —AJ)LE, 1, 2, 8, 4—TFTtZEFOAY
*/)o—6—A)LE 1, 2, 8, 4—TFThrSEFOAYF/ -7~
AILE, 1, 2, 3, 4—TrZERAAMYX/ )-8 —AILEENET
oY (7

[0029] AFEBEAD £/ C,_7IFILTI/E] ELTIEK, BEMIZEAFILT S
JEIFALTE/E, n—TOELTE/E AVTOELTE/E, n
—JFILTI/E, sec—TFILTI/H, tert—TFILTI/E,
Nn—RUFIVFI/E AIVRVFILTI/IE, FARVFILTI/E
—AFILTFILTE/E, 1 —IFILTOELTI/E, n—~AFIILTE
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[0030]

[0031]

[0032]

JEAINTIULNTEIE, A—AFIRUFIILTE/E, 3—AFIR
DFIWTEIE, 2=AFIRUFILTI/IE, 1—AFILRUFILTZ/
. 8 B—DAFITFITEI/E, 2, 2=VAFLITFILTI/E,

1, 1=UAFLITFATE/E, 1, 2=DAFLTFALTE/E, 1,
B=—TUAFINTFLTEI/E, 2, 3—VAFLITFALTEI/E 1—-IF
WIFLTEI/IE, 2—IFLITFILT7E/EENBFLNS,

AERAD [DOC_TIXILTE/E] LIE, EFRBICEOAFLTE/E
CAFILIFATE/E PIFLFI/E, AFIL—n—TOELTZ/
E. IFIL—n—TJOELTI/E P—n—TROELTI/E, AFILA
Y7OELTI/E, IFIAVITAELTI/ E, 4 T7O0ELT I/
HEAFIL—n—TFLT7EI/E IFIL—n—TFILF7I/E&E n—-7O
EL—n—TFILTEI/E, O—n—TFILT7E/E, P—sec—TFI
TI/E D—tert—TFILTI/E, ORUFILTI/E, O~k
W72/ EETHD,

RFEEAD TC_¢ TILFILFAE] ELTIE, BEEMIZEAFILFAE, T
FILFAE, n—TOELFAE, AVITOELFAE, n—TFILFHE
AVIFILFAE, sec—TFILFAE, ter t —TFILFAE, n
—RUOFINFFE, AIRVFILFFHE, RARDFILFAE, 1 —AFIL
TFILFAE, 1 —IFILTOELFFE, n—~AFIUILLFFE, 1 UYAF
DIWTFHE, A—AFILRUFILFAE, B—AFIRUFILFAE, 2-
AFIRVFILFAE, 1 —AFIRIFILFAE, 3, 3—VAFILTF
WFAE, 2, 2=DAFILITFLFAE, 1, 1 —DAFILTFILFAE
1, 2=UAFUTFIUFAE, 1, 3=—UAFLITFILFAE, 2, 3
—DAFINTFILFFAE, 1 —IFILITFILFAE, 2—-IFILITFILFF
HENZEFSN D,

ARERAD [C_¢ZILFILRILKRZILE] ELTIE, BERMIZIEAFILRIL
RoILE, TFILANLEKRZLE, n—TOELRLKZILE, 1V TOEL
ANWERZILE, n—=TFILRILKZIVE, A VTFILAILEZILE, sec
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[0033]

[0034]

[0035]

[0036]

—TJFILRALKRZILE, ter t —TFILRILKRZIE, n—RUFILAI
RIZIVE, A IYRVFILANLKRZIIE, RARDFILANLEKRZIILE, 1 -4
FILTFILRAILKRZILE, 1 —IFILTOELRILKRZILE, n—~AFTIL
AIWKRZIVE, A IANFDILRIILKRZILE, 4 —AFIARUFIILRILKRZ
HE, 3—AFIRUFILAILKRZILE, 2—AFIRIFILAILKRZILE,
1—AFIRUFILANLKRZIE, 8, 3—UAFILTFILRAIEZILE,
2, 2=UAFITFIRILKRZILE, 1, 1 =DAFILTFILRILKRZIL
E. 1, 2=PAFILTFILALKRZILE, 1, 3=—DAFILTFILRILE
ZILE, 2, 3=UAFLTFILRAILEKRZILE, 1 —IFILTFILRILK=
IWE, 2—IFILTFILRAILKRZIILEZENZEITFTLND,

RHEBAD ICe_1o7V—ILFAE] ELTEH, BERMICE Tz ZLFAE
T IFILFTERE, TALDILFFEENZETF LN D,

AREBAD Ce_1o7V—ILRILKRZIJLE] & LTIE, EFEMIICERCEY
AIWHRZIJLE, p— FILIVRLKRZJLE, p—2O0OREURILFRZILE
FIEL YA IIL—RILKRZJVE, FIELY—2—AI)L—R)LRZ

HENZEFSN D,

AKFEHD C7ILFLOOAFIE] ELTIE, BEMICEAFLODA
FUE IFLUDAFVE, PIAFLUDHAFRLVE, TRIAFLUYD
THRVE RUVBAFLIUDTRIVE AXHAF LU DT R DEENET
oY (7

AFEHAD IC,_¢7ILaFTAILARZILE] ELTIE, BARMIZIEA FFD
AILKRZILE, TEFRVALRZILE, n—TORFLHILRZILE, 41V
TORFLDALRZNLE, n—TrFIALERZLE, A VT RFIAHLR
“ILE, sec—TrXPANLRZIILE, ter t —TrFXFPHILRZILE
c N=RUREDALRZILE, A YRV EFIDAILRZILE, AR
FONIWAKRZIWE, 1 —AFILTEFIHNLRZJE, 1 —IF/ILTORF
DAILRZILE, n —AFVLFTHFDAILRZILE, A IYANZVILTFTH
IWARZJLE, 4 —AFIRVEFIVAILRIIILE, —AFIRVEHLA
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[0037]

[0038]

[0039]

[0040]
[0041]
[0042]

IWARZILE, 2—=AFIRVFFXFDALRZIILE, 1 —AFIR XD
IWARZJLE, 8, B—DAFILTREVALRIIE, 2, 2—-DAFILT

FEDAILRIIILE, 1, 1 —DAFLTREVALRZLE, 1, 2-D

AFILTREDAILRZILE, 1, B—DAFILTRERIAILRZILE, 2
B=—TUAFILT XV AILRZILE, 1 —IFLIT XD HILRZILE,
2—IFINT FFRIDAILRZILEENZETFLND,

FEBRIZEWNT, TC. o 7/LXILEH] EF. kFH2~10DEHXE
PEEFT L 2D RILKFREHEEKRL, FIZE TFLUHE, FUAFL
V. AFILIFLUEH, TEIAFLUH, 1, 2—DAFILIFLUH
RUBAFLUE, 1 —AFILTRSAFLUE, 2—AFILTEIAF
LU, ARYAFLUEH, ANTRAAFLUEH, AV 3 AFLUHE, /T4
FLUH, THAFLUHENZE TSN D,

RFEBRITEWT, TCL o7/ ZILEH] El&, BIEED TCL_ 1,7 ILF
W] OWIThd 1 AU LEICRF-RR-EREEHITHIRFEH2-10

ESHXEDBRED 2 fiDREKREEEKRL, HlAE, EZLUEH, 70
RZLVUE, AFILEZLUHE, 7LV BIRE 1 —TT=LU#
C2=TJTZLUHEE) (1, 2=UAFILEZLUHE, ROTZLUH,
1—AFILTTFZLUHE, 2=AFLTTZLUHE, AXEZLVE, AT
TZLVH, AV TV, /AL, THZLVE. 41V TL=L
VHEENETFLND,

AFEBAIZTEWT, Co67ILFIL 0- CL o 7ILFILEHEE, RIEED TC, 6
TILEILE PBERFENLTHELEZEKEL, AIXIE. TFL2-0-
IFLUH, TFLY-0- FUAFLUEH, PUAFLY -0- TFLUH
c FUAFLIU-0- FYAFLUBEENBIFLND,

FOM, CTIZERDHTNEE, BEDOERICZHES.,

AFEADIFFELIMEREELT, UTOLDEHIFLIENTES,

— X (1) B, R'"O/NAC,_¢7ILFIEELELTIE, 2, 2, 2—+)
TLABOIFILE, FYTILABAFILENEYIFELL, M) TILADOA
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[0043]
[0044]

[0045]
[0046]

[0047]

[0048]

[0049]

[0050]

[0051]

[0052]

[0053]

FILEIEFICIFELLY,

—fE=X (1) . R2E, KREFHNFFELL,

—H&=X (1) B, R3EX, KREFEF. NATUEF. C s 7ILFILE, /\AC
1-g TILEILE, Coio7 ) —ILC g ZILFILENIFEL L, KRRF. CsT7Ib
FIILENKYIFELL,

—fi&3xX (1) B, RIONAZTUVEFELTIE, BREFAIFELL,

— X (1) B, R3DCZIFILEELTIE, AFILE, TFILE, n
—JRELE, n—TFILEZOEHERDC TILFILESFELL, n—T
O ELEMFITIFELL,

—f&=X (1) B, ReDNOC ¢ ZILFIILEELTIE, P TILAOAFIL
.2 2 2-+)ILAOIFILEZED I vREFIEREERL-E
HIRDNAC s 7 ILFILEAIFEL LY,

— % (1) B, R3MCe )7 ) —IC s TILFILEE LTIE, RODIILEMN
BELLY,

—H&= (1) BB, R4E KREF. G 7ILFILE, NOC s 7ILFILE,
Co-g PILT ZILEMFFEL L, CgZILFILENLYTFELLY,

— ez (1) B, ROC s 7ILFIILELELTIE, TFILE, n-TOE/LE, n
~TFIEZOEHKDC 7ILFILENFELL, TFILE, -TOELE
AFFIZHFE L LY,

— &= (1) B, RONAC 7L FILEELTIE, 2, 2, 2—FrUT)L
AAIFIILEFO T yREFNEREEER L-EFEIRD/NOC o 7ILXILEMN
BELLY,

— &=L (1) B, ROC 7L ILEELTIEK, TANR—1—-T>—1—
A IWEZEDEHKDC s 7IL T ZILEMTFELLY,

— & (1) ®, RS, R&K. KFJEREF. Ce7ILFILE, /NOC g 7ILFILE
« Cg BT ILEILE, Coo7 ) —ILE, S-ITEATREREMNMFELLC, O
s PILFIVE, Coyo7 ) —ILENE YIREL L, RERDAIMA—F, RIEEH
MO s ZILFIILEDIZEARRITIFE L LY,
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[0054]

[0055]

[0056]

[0057]

[0058]

[0059]

[0060]

— &3 (1) H, RS, RDC s 7ILFIILEELTIE, AFILE, TFILE,
n—JOELE, n—TFILE, t —TFILESIFELL, AFILEIEIC
BELLY,

—f&=X (1) B, R, RDO/NOC ¢ ZILFILELLTIE, FUTLAOAF
JLEDEFE L LY,

— &=k (1) &, RS, RDG 27 OF7ILFIILEELELTIE, 20T 0EL
H. o0 TFILEMNFELL,

— & (1) B, RS, RDGe o7V —ILEELTIE, ZzZ)LE, FT7FIL
ENEYBRELL, Couo7 V—ILEDEREL LTIK, 7vREF. BRET
RERTFED ThOFVFEF]  AFILE, IFILE, 41V TOELE,
t—TFILE, sec—TFILEED IC7ILFILE] . F)TLADAF
IWEED ThOC g 7ILFILE] | A LFIE TrFRVE n-TJOREVE
AVTAREFVE n—TrERVEFD MG 7ILaFIE] , JzZLE
ED MCopZ7 U—ILE] . DAFLTI/E, PIFLT7I/HEZED 20
FILEFILTI/E] , t =T rXDHLRZIEED IC7IILaXTHILR
ZILEL  ATFLIUDAXRVE, IFLUUAXVEFED G TILXLUY
THRIE] | ZrOE, KBE, DT7/E DLRFVILE, TRZEFRD
ESZILAFXIEENFFELL, JvRRF. RREFED INOSTUVETF
1. IFLE, AVTOELEED G 7ILXILE] . AFIE, THF
VEZED (G 7IaFxPHE]| | AFLUDHFVE, IFLUDHXUEE
D CZIFLUOAFIE] ENFITIFELLY,

— & (1) B, R, RDS-1TEATAIREELLTE, FITZILE, UL
H, FUDILESOHEEBEM-6BATOBREMNFELL,

— & (1) B, RERD I ST s I A7 ILFIIRERRET 515
B, YOORVFILEMNFELLY,

—fg=X (1) B, LD TCL_ 1o ZILFILEH] ELTIE. TC,L,_sTILFILEH
1 DBFELL, TRIAFLUHE, RUFAFLUE, AXHAFLUEN
FIZEIFFE L LY,
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[0061]

[0062]

[0063]
[0064]

[0065]
[0066]

[0067]

[0068]
[0069]

[0070]

[0071]

[0072]

—HEE (1) B, LD TC,_ o FILTZILEH] ELTHE, TCL,¢7iL7=
JUSHI MMIFEL L, 2 =TT ZILEHAMFISHEE LLY,

— 2L (1) B, LD TC,67ILFIL —0- Cos 7ILFIIEH ELTIK, TF
Lo-0- TFLUEMRIFELL,

—f&xX (1) A, XELTIE, -0-MEFFELLY,

— X (1) RPORITEITS ICe7TILFIILE] LTI, n—TFILE
MaFFE L LY,

—fe=xX (1) DOYIE, -NRO-HEFFE L LY,

— & (1) B, RITHEITS TCe 7ILFILE] ELTIE, AFILENGFE
Ly,

— X (1) B, RITHEITS TCe 7ILFILE] ELTIE, AFILENGFE
Ly,

— iz (1) OROE, KFRRF. Ca TILFILEMNIFELL,

— =X (1) B, RUTHITS C7ZILIaF P AR ETERLTHE
WC g ZILFILE] ELTIE, BIAE, AFILE, TFILE, n—TOELE
CAVTOELE, 2—ARXPALRZLIFILE, 3—A X ALKR
TR =1 —A)LE, A=A RXFPALRZLTRZ—1—ALEM
HELL, AFILE, TFILEMFITHELL,

— 3=k (1) dh, RUZEFS /\OC s 7ILFILE] LTI, 2, 2, 2
—c)TLAOTFILENFERLLY,

— &z (1) H, RUZEITFS [Coyg7 ) —ILE] ELTIE, 7= I)LEMT
FLW, T, CGo7 U—ILEDBEBREL LTIE, 7vREF. BREFEFD
INOFURF] . AFILE, t —TFILEFED IC7ILFILE] . FJT
WAOAFILEEZED [N\OC s 7ILFILE] | FEFILEED G 7ILE
1V AFLODHRVE, TFLUDHAXVEED G 7ILFLOOF XY
] BFELL,

— X (1) B, ROUZETS I-1TEATORE] ELTE, 2—-ESY
ZIE, 5-EYITDDNLE, 2-EYDZILEFD [-6EATORE] A
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BELLY,

[0073] —#&=X (1) TREhH2—FFVIOAVFEEFOMAMEEL LTESF
DOLE, BYDLBEDTILAVERIER., DILOULIE, RTRV LR
ZOT7ILVH)LEEREE. TUoEZOLIE, FUTLFILT7EIUEEOER
IBEIE, BEE. MBIESONKBE. HBREFOFERBEZENEFLA,
No5DI5F YD LEAFELOD, BEFLHBINHETHNITRICH

Ranzigiy,
[0074] —#&xX (1) TRSNDH2—-FAFV IO UFEEROBENYE L TE,
KIELEIFON S,

[0075] FLEMITERARMEERTAZREERVFET SEHEE. ThoDREK
LAFEADHHICEEN D,

[0076] L&MW (1) [FEBADAMDAETHET S ENTE, HICHIRESN D
LOTEGEL, FIAE, RORGIBIHVEET I ENTES,

[0077] Fhabb—MKK (1 1) TRENSG7—EBE—2—-FFVoD0OAVFEERREK
2. onoFuies (1) Z#RIESEDE, —#RK (IV) TREINLFER
NEsNd, Bohz—iKX (IV) TREIhBEEMmIC. —HKX (V) TRS
N5MA 2 FMMeEPMZERIESEDE. LEW (1) ZHETAHIENTES,
DRGERECERIEXTRTERDBY TH D,

[0078]
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[0079] (K&, R'ABRe, XRULEHIELERLEDERL, W', W2lE/nDO
TUORFETRY, )

[0080] —#&xX (V) TRENEA I FEEDIIREHOEBRELAHNIX, —H&ICH
L5 dAiE (Protective Groups in Organic Synthesis Third Edition :
John Wiley& Sons, Inc. ;1999) TREEZFFIT-%&. BALGKICHRRKRE
$TH_ET, BHDILEMERDICENTED,

[0081] —#&= (II) TREND7—EBR—2—-FFVI0OAAFEERET, BED
BFETXIEEGFET. BEEOD AT LY (1) EBEPTREEIED
CEIZEH->TEHMYTHS—HBRX (IV) OFERNLFELNL, BFELLTIE
. BICHIBRIZEOD, FIRIETFSERRTISY, PMLIY, DFFH .
N, N=DAFILHRILLT I R, N=AFILEDQY FY, DAFILRILKRF
VR T7ERZRUN, TAEFZRYL, TR AFLIFAT Y
KEFZEMXEEAEDOETHERTEICENTES, =, OnAST UL
1) 2BEELTHOWTHLRY, BERRFICHRITENA, HIZ(EKSE
) F oL, KFRIEFT F) DL, KFRIED)DLFOKRIETZ LA B
« IKERIE ) Fo L, KEEBIES R L, KEERIEH ) D LFOKEELTILHY



WO 2009/107387 21 PCT/JP2009/000872

[0082]

SEHE. RBUTFOL, KRBT F)VL, REBH)IL, kBEOOLED
REETZIVHAUEEBE. T RIVDLA LRI, AVTLAMED R, TR
VLI R, AVDLI XV R, t—TbrXDFM)DL t—TF
FON)DLEOTILI—IILOEEIEE, VFOLOAYTOELT IR,
FTRIDLSAVTOELTIR, AUDLDAYTOELTI R, UFY
INFGAFIVDOOZ DR, FRIDLANXHAFILDOOZDOR, AT L
ANEXHYAFINOOZOR n—=TFLIVFIOL, s—TFILIVFIL, t—
TFIL)FIOLEOARESEREERTHILNTE S, RIGEHIF. —8
0~150°%C, FFELLIZFO~100CICT1H~58M. FELLIE 10
B~3ARRGIEAZLICK>TEMITHL— KK (IV) OBFEERNE
oY (7
EERERETHELONI-NADT LFEEER (IV) (TBEEHR, BEOFETXIE
EEFEET. 1S FEEY (V) ZRIGSEDHZEICEYBHY (1) 2H2ET
5ENTED, BIELTIE, WHICHRBREEN, AIZIETFFZE RO
S, LIV, DAFH U N, N=UAFLKRILLTE R, N—=AF)L
ERY Ry, SAFILALKREY R, FERZRYI, TAEFZRYIL,
FEbo, AFLIFILT bo, KETERIBHAEDLETERTSHIL
NTED, BEE, BICHREAZVLA, FIZIEKFRE)FIL, KFREFH
)L, KFIEDVDLEDKFLTIVAUEEE, KEELY FoL, K
b b L, KEBIED) D LFOKEILTILA)EREE. RE' F7 L,
REES RUDL, REBHYDL, REBEIIVLEQORBETILNEEE. 7
FUDLARED R, AUDLA R R, FRYUDLI XV R, AHUD
LIFHRDR, t—TrERIFM)TL, t—TrXLHUTLEDTILO
—ILOERBIEE. YFILSAVTAEILTIR, FrUDLSAYTOE
WZER, AUDLOAYTOAELT IR, UFILANFHAFILOOSY
K. TRUDLAZHAFILOSUS DR, AUDLANFHAFILOSOZ DR
 Nn=TFIL)F DL, s—=TFINI)FIL, t—TFILI)FILEOEH
EREEZFEAIHIENTESD, RIGEHIF, —80~150%C, HFELL
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(FO~100CICTT1H~5HME., H#ELLIE1RE~3BERIGSES
EICE>TEMMNELN S,

[0083] Fi=. FZIT—fEX (V) TREINBA = FieawIc, — K&K (VI) TR
NEREEZRESHE, BREE (V) £#HG-%& 7-BR—2—-FFvo0A
VKR () ERIGEETH, LEW () 2HET LI ENTED, D
RERBELZRGXTRT ERDBEY THD.

[0084] [1k3]

o W3 —1—w?
R® R®
o e
HN > Wi—1—N v
; I
) R'" R? (ViI)
3
P R
0% o XH ROR
4 R3
R a_ Q RSHS
X...... —
o} ¢ =N
0
(I

[0085] (XA, R'"ABRE, XRULEHIFEERLIDERL, W2d/N\BS VR
FERL, WENOSFVRF, ZILTE R, ZILTE FEiA, £=E7
VETRY, )

[0086] 7ITE FEMEEIE, 7PILTE FICREREZMFTEDH D IE—HRIC
Ausnd7AiE (Comprehensivelrganic Transformations Second Edition :
John Wiley & Sons, Inc.;1999) T7ITE RIZEBRTZLLDEET., R
EE L LTIE, —#RICAWLWSNSAE (Protective Groups in Organic Synt
hesis Third Edition : John Wiley& Sons, Inc.;1999) ZRAWAIEMTE
o

[0087] —#&xX (V) TRENEA I FEEDIIREEOEBRELSHNIX, —H&IZH
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[0088]

[0089]

[0090]

WibhBdA%E (Protective Groups in Organic Synthesis Third Edition :
John Wiley& Sons, Inc. ;1999) TREEZM(T7-%&. BALRHRICKHRE
TH5ET, BHIDILEMERSIZENTES,

— X (V) TRENEA I FMEEYZE, BEOFETRIEERET. —#
X (V) TRENDIRELBEPTRIGESEDI LI >TEMITH S —
ik (VI OFBESFOLND, BELE LTI, HICHRBREEOA, GIZE
ThkoERATIU, MLID, OFAFHU N, N=DAFILKRILLT =
F. N=AFILERY R, PAFILALKREFVE, PEZ R, FO
EFA=rJIL, FEED, AFILIFILT o KEZEBRXTHEAEDHE
THEATLHIIENTES, BRITFITHRITEOD., FIZEKRLEL)FIL
CKFEFRUDL, KFRIEDYDLEDOKRETILAUEES. KEEELY
Fol, KEEIEF FUDL, KEBIED ) D LEOKBEIETILL)EEHE. ik
BBUTF oL, RETFIDL, REBHUIL, REBELIVLEORBETILA
JERBE., T rRIDLA LXK, AVDLAMED R, FRIDLIME
DR AUDLIRFEVR, t—T XV FMIDL, t—T XD AUD
LEDT7IA—ILDOERBIEFE. VFILOAVTOAELTEFR, T RUDLA
CAVTAELTER, HUDLDAVTOELTE R, UFJLATHA
FICUVIDR, FRUDLAXYAFILOUZI DR, AUDLAFYAF
WOVSOR, n=TFIYFIL, s—TFILVFIL, t—TFILJF
DLAENDERESEEEFERATHIENTED, RIEEHIE. —80~150
C. ¥ELLIFO~100CIZT, 13~58M. IFE LI 1 FFHE~3H
MRIGESEDHZEICE>TEHMMTHLI KK (V) OFBEENLFELND,

W3HANOT VRFDEZEEF, HIdk & RBRD T IILFILIERIET, E&Y (1
) EHEFTBHENTES,

Fl-. XB-NR)-ZRTBEICIE, WeATLTE FETHE—BRK (VI
) TRINZDBEZFRANT, ETH7ILFILERGERANTEEY (1) #&
BEFTHIENTES, BEXM7ILFILIERIEE. —#RICAWLLNS7E (Com

prehensive Organic Transformations Second Edition : , John Wiley& Son
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[0091]

[0092]

[0093]

[0094]

[0095]

s, Inc. ; 1999) ZRAWWSIEMTE S,

2—FFVU 0 FERO—MMGELETEE, 2FDAE (Organic R
eactions vol.7,ppl.: John Wiley & Sons, Inc; 1953., Chem. Rev., 36.pp
1-62, 1945) #ZFBICHET S ENTE D,

—MRX (1 1) TREIND7—ER—2-FFVIOAVFEBKRIELZD
HETHETHIENTE, HICHIREINSILDTHEHEL, A, RET
UMBEBICKYRET A ENTES, CORGEBBEZIEERIGKXTRI ER
DEYTHS,

[1£4]
R‘I
/2 ﬁo R' R?
Ra W40 (@] Z H3
(1X)
HO XH = 07 0 XH
R4 R?
(VIID) (1)
(P, R"DHRARUXIFHIFEERLENDEZRL., WAHEIKEZERFRITIELRK

FILXILEZEZTT, )

— iz (VI TRENDIFERITEEPXIEBZET, BOFETXE
FEFET. BT FIRTIXIEAILRUE (IX) #RIGSESHIEICTKYE
B (1) ZHETEHIENTE D, BELE LTI, HICHIBRIEENS, 6
ZETEZERR TS, MLIY, OFFH . N, N=DAFILERILL
TR, N=AFILEOQY R, PAFIALEKXRI R, FEMZ UL,
T boEEERRIIEHEDLETHERTHIENTE D, BRITHFITHIRE
O, Bl IEHREE. BFE, EBIEZU 2, AF VB R U UEX
(., EbESN, EETILI DL, WELEFEY, BEELRXED/ILA A
EEATAHIENTES, RIEEHIZ. —80~150C, IFFELLIEFO0O~
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[0096]

[0097]

[0098]

[0099]

[0100]

100CICT, 17~58., FFLLLF 1 HE~3AMRLEEESHZ &IC
Lo TEHMYAELN D,

£, —&X () TREINEG7—BE—2—FFV 004 VEERET—
RRICALS B AiE (Comprehensive Organic Transformations Second Edit
ion: John Wiley& Sons, Inc. ;1999) TEREEZEHRI S &ITLY., HET
B5ENTED,

FlzIE, — =X X) TREIND2—AFVIO0LAVEREERENOT UL
%, R—EBHEAYTYUITICEYBBREZBAT L ENTES, COD
REBBREELERGXTTRTERDBYTH D,

[{E5]

(XA, R"DMHRARUXFHIFEBERLC LD ERL, WelENOF VRFER
9, )

— X X) TREINDZ2—-FFVIOAVFEEKRE, BEEOHFEAETXIIEHE
FET. NAOFTUHIEBEFTRIESESZLICE>TEMYTH L — %
X X)) OFEERLBONDS, BEELTE, HISHREEND, HIZET
FSERBTSU, MLTY DAFHU N N=DAFIILARILLT S E,N
—AFIEQY Y, DAFIIRLKRFDR, PEFZ MY, TAREFZ
I, PR AFILIFILT R, A8/ =)L, T2/ =)L, 4VT
0/8/ =)L, KEZERXIEAEDOETERTEIIENTES, £z, /N
O LB CEBIEREZFEE LTAVWTERL, BEIFFICHRIEEN
M. BIZIEKRIE ) F UL, KRIEFT R DL, KRIEHDYTLEFEDKERIE
TILAYEEE, KBILY F oL, KEEFT )DL, KBIEHY ILED
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[0101]

KEEETILA Y ERE. REE)FV L, REFT DL, REEAUIL, &
Bl O LFEORB7ZILAVERE, T h)DLAMEY R, BUDLAR
FOR, FMI)DLIRFRDR, AUDLI MRV R =T REIFT U
L, t—=T X2 HIDLFEOTILI—ILDERER, VFOL AV TOE
IWZER, FRUDLOAVTAELT IR, hUDLDAYTAEILTE

F. UFDLANXHAFILOOZOR, T RUDLAXHAFILOOZ DR
BV TLANFRHAFILOOSOR, n=TFIL)FIL, s—TFILYFD
L, t=TFNIVFOLEORHEERE. EUYDY, FIIFLTI, 2, 6
SLFOU. EQ) VEDEREEILLEMEERTLIENTES, NATY
ERNTFFICHIBR T L WA, FIZ SRR, BR, AR, TS ITFLLTUE
—oLoaY R, TESITFALTUOEZDLTAZI R, TRITFILTUE
ZOLIA—VF N0 F<KEAS R N-TJOEIE<ECMT R N-3
—RFIF<EA S F, ORLRFFZFERATEHIENTE S, T, RikD
oL, LAV DL, BIEF YD L, IoEF MO LEDONAT Y
LR & BEL KB K ORERRE T b T LKBREDERILFITERIELT
RATNAT LRI ZRESERETHELTED, RIEEHE, —80
~150%C, FELLIZO~100CIZTT1H~58M. 1FFL <X 1EFMHE
~3AMRIGSEDZLICK>TEMYMTHL—HBK XI) OFEERNES
nad,

—fEX XI) TRIhB2—A4FVorOAVFEERE, BEOFETXIE
FEFEET. METCTARERLENMEBEPTRLEIESZLITL>TEY
MTHE—KX (1) OFEERNEOND, BEE L TE, HICHEREEN
M, BIZIETF FSEROTSY, PLIY, DSFHFHD N N=DAFILR
IWLT R N=AFILEQY RY PAFILALEKFR R, FELZ R
IJREAZ MY, TFERU AFILIFIVI R, AR/ —L, T8/
—Ib, 4T =)L, KEZERXIIEAEDOETHERT LI ENTE
5. WETHICHIRITEOD, BIXEKRFRIEYFIL, KFREF R DL,
KFEH U DLEDKRIETILH Y EERE, KEBIL U F UL, KEEES Y
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L, KEEIEH U D LEDKEEETILAYESEE. REE) F oL, RET b+
oL, REHY DL, REBEIIVLAEORBT7ILHEEHE. T LUILA
AREDVER AUYDLARED R, FRYUDLI MR R, AUYTLI M
VR t=TrFVFRIDL =T X VAUDLEFEDTILI—ILDERE
B, UFIOLOAVYTOELTEI R, T hUDLDAYTOEILTE R,

HUDLDAVTAELTER, UFDLAFHAFILOOSDR, S LY
DLANFYAFILOOZ R, BUDTLAFHAFILOOZDR, n—TFIL
JFOL, s—TFIUFIL t—TFILVFOLEODAHEREE. T+
ITFILTURZDLIILAY R, TSI TFITUORZDLIILAY K, T
VA F oL, Tk F RUDL, TVEA )DL, TVlbktEIVLEDT
VILMEFZERT A ENTE S, AEE L TIEHFITHIRIE G OA, FlZ
F[1, 17 —EX (PT7zZ)RRT /) 2z0€2]129 00597
L (1) o ER(MYTZZUNHRRT ) IRFGOILA]) PT7ET—F, E
A(FYTIZIHRARTZ 42N 2HO0IRSDOLA) ( IRSOOLAD)
FET—b, TEIFR(M)TZZWRRA T4 )INT O TL(0)EDIND
COLREZEFERTEENTES, AEBILEME L TIEBITHIRE
WA, RZETIARKVRILEY. BHERILEY. ARAXLENE
EHERAITHAENTE S, Ff-, BILER (1) ©LIAVIEE (1) FonNOTY
LEBEMA T, ERXMREZFITHH-RRICSIESIIELELTES, RIEE
#ix, —80~150C, HHELLIEFO~100CIZTT1~58M/M. 75
LLIE 1B~ 3AMRGSE S EICE>TEHMMTHS MK (1) D
FEFRNEOND,

[0102] Ff=, —#&3xX XII) TERENSG8—EH—2—FFV /0O A FEARLE
RRIC6MIZNOT L LIz, EREZEATLHIIENTES, CORIGE
BEILFEREXTTRIERDBEY THD,

[0103]
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[0104]

[0105]

[0106]

[0107]

[0108]

[1£6]
1 > R' R? p' R?
R' R W o
A H e .
0% o0 Yy T 070 XH —————— 0" 0 XH
R* R? R*
(X (XI11D) (m

(XA, R"DHRARUXIFHIFEEERICEDERL, WelENOFT VRFE
=9, )

— %= (VII1) TREINDFERIILMDAE (. Med. Chem., 32, pp807
-826, 1989., J. Med. Chem., 38, ppd4411-4432, 1995. , J. Med. Chem., 48
, Pp2262-2265, 2005., EEAEAW02001/060807/8> 7L v k) ZRAWTEHE
FTHIENTES,

AERAO—MEKX (1) TRIND2—FAFVIDOALFEERIE. LEDA
FEICEk>THRONDN., SHIIREIIKRLTHEHERE, h74L703 73
T1—FDEEDREFBZAVTHERETILIENTES, FELEITEL
T, BRICE>THIR LI-FEDEXTAENMICTELELETES,

MELTHELONE—MBK (1) TREhS2—-FFV o0 AVFERK, %
DEX(FZEN L DBFENY (UTF., HHET I-KKX (1) TREIBHILE
M1 ERBIT S ENADHD) X, REARBICTTEIIICENZLXRET
JZRAMEAZRL, EFZECHYOILATO—IILKBREISERT S
KB, PIZET7 TO—LMBIRERILE. MBRKICERT 2EREILEZFDE
IREELEE., EERBEE. S0 LATO—/LME., EEBEERE, REEY A
FAAVIZEYSIZSEISNSGERTHOIREMRKRE, 7LUILXF—MHRER
BEOREESR, BREXETZILIYNAI—HFEDFHEV/ XITABRFD
BHEAELTERTH S,

AFEAOEERBEEMIE., —MKX (1) TRShS2—FFV /04 UEEE
X, TOBRIXFIENoDBENPEERTHLDTH>T, BERTHNTEL
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[0109]

[0110]

[0111]

WA, BEFEZHICHBSINSGIBER, FMPFZRELTERSIND, E
EEAYPOBRERER, KICRESAT, AREMVICHCTHEERIRTES
o BIZIE, BAKI FEHHE, LA, ®HEH. RAF., RRA., [KS&F. B
BlZEDONIThTHELL, CNoDBREREICEL-EXERME. 20OH
FlAEHIZEYEETES,
BOAEREREANT HHEE, —BX (1) TREINHILEMITEE
Fl, BICRZEICH CTHREH, BRIER, BRAL. F8F. BH®RHAl. BREAF
EMAT-%&, BEICE YRR, WERE. BHA. 85, hTELEEEHE
BT HENTES, AMFIE, BRAIFT—RUIEASIATLEIOT
LUy, B, BEElE LTE, 58, BHE. BIeF UL, TR,
ToTo. RBALYIL, AF) Y, HESKELO—X BERENEITFSL
hd, #EEBlELTIEK, T4/ =L, TR/ —)L, BLov T, TR
MR, TUoTUR, ESF VR, ALRFIDAFILEZLO—X, EROXY
JOEILt/ILO0—X, EFOFSTOEILRE—F, AF)IE)IO0—-X, T
FILELO—X, o399, VVBALIDL, RY)EZLEDYY FUFE
NEFLND, RERIE LTEERTY TV, FILXUBFNIDL, hY
TUKR, REBAKRFTRUDL, REEOALS DL, TOVILEET MDA,
RATTIVUEEE/ UL R, IEENEFLND, BREIE L TIIRES
WO ATT7Y R, ROB, RUIFLUT)I—LENEITONS,
BRAlE LTIEBNE. R, VI UB., BAERENZETFLND,
BORAKRERIZANT H5EE, —BX (1) TREINHILEMITER
Al BEH., RELF. BREFASEMZ TERICLYRRES. 0w TH
CIURVILKIEEEETEENTES, BHFIE LTELEREICE TSN
3DTELS, BEFELTEI I UES M) DLEN, TELEFIELTIE
FSAUR, PSETIL, ESFUENETLND,

ESFIEARNT HEHEEE, —BX (1) TREINDHIEEMIC o HEAEH,
BER, RELHF. FREF., BARBFFZRAML, BEIEIYET. &
AR UEIRRERFIZEET I ENTED, p HIARFIRUEERIE LT
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[0112]

[0113]

[0114]
[0115]

[0116]

[0117]

[0118]

FOIVEEFT RO L, BFEEFT DL, UUBT M) ILENETLND
o REAFE LTIERHERES F) DL, EDTA, FA4Y)I—ILEE.
FAEABENZEF LN S, BAFRFIE LTXERTOHA >, BRRY KD
1 UEREFONS, FRIEFIE LTI, BlEF FUDL, TREOBEENRE
Fohd,
4FEAETHHEEE. — B (1) TRIQDIEEWITAMOLF RE
w, BIZIE RUTFLGUa—, 370>, hh#lE. BB ~) S
54 FE, BIIBEICKELTYA —r (BREREE FORmEHFSEE
Mzt-#%, BEICKVEETDHIIENTES,
HEFERETLHEIEL. —RKX (1) TRIWDEEVICEEEA S
HEF. RELHF. BEA. REFHENLDEICELCTREIN, EEICKY
BE. BHillbehd, EFELTE, RBNZT120, BRETERY D, 45
DEIYOY, AYFILRTIULTILA=IL, RS T 4 UEREIFLNE, &
BHRIELTE, p—EFAXSREEFERATFIL, p—EFOFOREFTHT
Fib, p—EFAXFOREBFRTIOEILENEFLND,

EELSMI, EEICEYRAK, REH. RRFETEILELETES,
— X (1) TREINHILEVOBREEIFR. KE, EK. BEBER
UBBRHFICL>TERLEEN, EBEEIRAIIHLT—HK (1) TRHS
Nd2—FFVIRAVFEERELTIATI~1000mg%, 1EIRIEH

EIZH T TEORERIIFERARET 5OMNIFELL,
& Tt 451

LTIZ, EfflEZF CAEKRZERICHAT A, RERIT I S5 EREH
[CRRESNDEDTIHALY,
EHEF 1 5— (2, 3= FORYY [b] [1, 4] OPFFP2—6
—AJL) —56—FAF)I—3— [4— [2—FFVY—-8—-T0EIL—4— (+
JILABAFIV) —2H=DO(A—T—A)LFF] TFIL] 4124V
Jyov—2, 4—UFUNEE

a) 7—kefFOxP—8-—7JOCE/L—4— (FUYTLAOAFIIL) —2H
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— QA —2—F2DHEE .
[0119] [1E7]

CF,

[0120] 2—TRELRYEY—1, 3—UF—)L(J. Med. Chem., 38, ppdd11-4432,
1995.) (3.65 g, 24.0 mmol) . i&{bEESER (3.60g, 26.4 mmol) . 4, 4,
4—R)JNLAOTF7E FEFEETFIL (4.86 g, 26.4 mmol) Z110°CTHREIE
BLfz REBISKEMAERBRIFIILTHE L%, EHEZHAMEBIEKT
HEl, BAKREF M) OLZAVTEEL, BREREL-. Gonf-&E&E
EOVATINAZ LA TS T74— (U OOKRILL) ZRVDTHERLE
%, y00/RILLTEHERL, RELEWS. 01 g (IRFT] W) ZREEERME
MERELTHEE.

[0121] 'H-NMR (CDCl3) & :1.00 (3H, t, J =7.4 Hz), 1.65 (2H, sixtet, J = 7.5
Hz), 2.84 (2H, t, J = 7.8 Hz), 5.95 (1H, s),6.63 (1H, s), 6.85 (IH, d
, J=86Hz), 7.48 (1H, dd, J = 8.6 Hz).

[0122] b) 7— (4—TJRETrXxY) —8—TJAEIL—4— (FYTILADA
FI) —2H—=VOAV—2—-F2DHE

[0123] [1E8]
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[0124]

[0125]

[0126]

7—EFO¥X>—8—TJREL—4— (FJTLAFOAFII) —2H—%0O
Ar—2—F2 (500 mg, 1.84mmol) &1, 4—TJOFETR2E (2.19 mL,
18.36 mmol) &REEH V)L (375 mg, 2.76 mmol) DN, N—IAF)LKRIL
L7k Gnl) BREEZETHRRERL-. RIERICTKEZMAEBBERIFIL
THHE L%, AREZHENEBIEKTHREL. BKREBF L) ILZRANT
L., RERMEL, Bon-BEZUATILAS LA NI 5 T4
— (NFYY CEEETFIIL= 10 1) ZRAVTHREL, REILELEW (0.7
9g) FEEMKME L TH-

'H-NMR (CDCl3) & :0.98 (3H, t, J =7.4 Hz), 1.59 (2H, sextet, J=17.4
Hz), 1.98-2.16 (4H, m), 2.83 (2H, t, J =7.6Jz), 3.53 (2H, t, J =6.2
Hz), 4.14 (2H, t, J =5.7 Hz), 6.59 (1H, s), 6.90(1H, d, J = 9.5 Hz)
, 1.54 (1H, m).

c) 5— (2, 3=TebraARTY [b] [1, 4] oFFL2—6—4A
L) —5—AFI—3— [4— [2—FFV—-8—-TOEL—4— (U7
IWAOAFI) —2H=—HDAAV—=T—ANLFF] TFL] A5V YD

V=2, 4—THINEE

[0127] [4E9]

0
CFs j
= © 0
N NH
0 o) O/\/\/ \\{

O

[0128] 7— (4—JAET rxY) —8—7JOFIIL—4— (Y TZ/)LAOAFI)

—2H—/704*>—2—7%> (30 mg,0.074 mmol) AN, N—IAFILKRIL
L7z k 2m) B&ICKRED) DL (20.4 mg, 0.148 mmol) &5— (2,
3—vEerORYY [b] [1, 4] OFFL2—6—4JL) —5—FFJL
AEEYYOr—2, 4—UF2 (27.4 mg, 0.111 mmol) ZEhNZ. #HLEEt
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[0129]

[0130]

[0131]

[0132]

Lfze RISBICKEMZEBTF/ILCHE Lk, A¥EZANRIEKTHE

L, BKEESF)DLEZRAVTEREL, BRERELZ, Sonf-KE%

BEIVATNLAZLYVAI NI ZT4— (NFHY HBIFIL = 5 2
) ZRLNTREL, RELEY (40.2 mg, 95 % FEEHKMELTEE

'H-NMR (CDCl5) & :0.92 (3H, t, J =7.5 Hz), 1.51-1.62 (2H, m), 1.83-1.
85 (7H, m), 2.80 (2H, t, J = 7.6 Hz), 3.60(2H, t, J = 6.2 Hz), 4.07-4
.08 (2H, m), 4.24 (4H, s), 6.20 (1H, s), 6.60 (I1H,s), 6.80 (2H, d, J

= 8.8 Hz), 6.93 (1H, d, J =85 Hz), 7.00 (1H, s), 7.52 (1H,dd, J =1
7, 9.0 Hz).

EfEH2 1, 5, 5—rJAFIL—3— [4— [2—FFVY—-8—-T0F

W—4— (FYTIAOAFI) —2H—HO(0—T7—AILFF] TF

L] ASAYYS U —2 44— nEE -

[1£10]
CFy
N
=
NN
0 0 O/\\/\/ \‘(
o)
7—EREF¥T—8—-TJOEIL—4— (FYTLABAFIL) —2H—/ O

Ar—2—A> (30 mg, 0.11mmol) , 83— (4—TRAETFI) —1, 5,
E—FUAFILLZAEY YO —2, 4—4 2 (30.5 mg, 0.11 mmol) | %
Bgh1) L (22.8 mg, 0.165 mmol) M2 - TR/ > (2 mL) HiK%ELOCTHK
BMBIRH L=, RIGRIZKZMZAEERTFILCTHE L=, BHEZE8MN
BIEKTHRSEL., BKEERSTF)DLZRANTEEL, BEREBLE, 85
NERBEEEBLVDTFLVASLIOIRN TS T4— (NZHY EFEETF
IL=1:1) ZAVLTHEE L., RBE1LEY 53.5 mg (U100 %) ZEE MK
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[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

MeE LTH,
'H-NMR (CDCl3) & :0.96 (3H, t, J =7.3 Hz), 1.39 (6H, s), 1.55-1.61 (2
Hm, 1.86 (4H, brs), 2.83 (2H, t, J = 7.6Hz), 2.90 (3H, s), 3.57-3.6
3 (2H, m), 4.10-4.13 (2H, m), 6.61 (1H, s), 6.88(1H, d, J = 9.0Hz), 7
.54(1H, dd, J =8.9, 2.0 Hz).

NRDIEEPMH S NEXMDATEICEIVEoNDLEME Y. EifEHI1 X
(EEHEH 2 LRBRDFETUTOERHF IMNS 1 5DLEMESK LT,

[F1]
[o
CF, o 5-(4=-ArHF LT = )L)-5-AF N-3-{4-(2-4
- XY-3-7OE L -4-(bY LA AF I -2H-
NH
REHS 1 oo DAAST-ANARINTFILIAIEY D
-2.4-LFA

'"H~-NMR (CDCl,; 6 :0.92 (3H, t, J = 7.4 Hz), 1.50-1.60 (2H, m), 1.81-1.83 (74, m), 2.79 (2H, t,
J = 7.6 Hz), 3.59-3.62 (2H. m), 3.78 (3H, s}, 4.06-4.13 (2H, m), 6.60 (1H, s), 6.73 (IH, brs;,

6.83-6.91 (3H, m), 7.41 (2H, d, J = 6.8 Hz}, 7.52 (1H, dd, J = 8.8, 1.7 Hz)

EGISDILEMIDONTIE, EDF MYV LIBIZTONWTHUTOERY
B LT,
5-(4-A FFT T ZIL)5-AFIL-3-(4-Q-FFV-8-TREJL-4-(+)T)L
AOAAFIV-2H-0 O A-T-ANAFXL)TFINAZIET) D02 4-OF

FTRUDLEORE
5-(4-A FFT T ZIL)5-AFIL-3-(4-Q-FFV-8-TREJL-4-(+)T)L
AOAAFIV-2H-0 O A-T-ANAFXL)TFINAZIET) D02 4-OF
(201.9 mg, 0.369 mmol) DF +SEFOTSVAKZO. 98 mol/L KEE
b+ R UDLKAER 0.75 ML MNZ. 4 5°CHRARICTIHMMBELE, &
BRERTEREIZEL., RELEMQNB ng )EHFERBTELI7RELTER
'H-NMR (CD;0D) & :0.92 (3H, t, J =7.6 Hz), 1.44-1.52 (2H, m), 1.71-1.
89 (7H, m), 2.63 (2H, t, J =7.6 Hz), 3.56(2H, t, J = 6.5 Hz), 3.75 (
3H, s), 3.93 (2H, t, J=6.5Hz), 6.20 (1H, d, J =8.6 Hz), 6.79 (1H,
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s), 6.86-6.98 (3H, m), 7.41 (1H, J = 8.6 Hz).

[0140] [%2]

PCT/JP2009/000872

7

o, B-(3- AR TT=)b)-5-AF L-3-(4-(2-7

= i Bl o A O #‘178*7DI:“JL.—a—(MJj)u—uxa’—;k)—m—

: S W N DRA-T-A LA FNTFLIAZIHIUS Y
0 -2,4-4

'H-NMR (CDGl,) ¢ :0.92 (3H, t, J = 7.3 Hz), 1.50-1.60 (2H. m), 1.82-1.84 (7H. m). 2.79 {2H, 4,

J =76 Hz), 3.59-3.61 (2H, m), 3.80 (3H, 5), 4.07-4.11 (2H, m), 6.60 (1H, s}, 6.83-6 89 (2H, m),

7.06-709 (2H. m), 7.30 (1H, t, J = 8.1 Hz), 7.51 {1H, d. J = 8.1 Hz).

[0141] [%3]

Eh M5

5-(AVAIT 31U A Y — )L 5 A L}-5- A
FR-3-4-(2-F XU -8-FOE -4 (FJT
A OAF)-2H-5OA=T-f LA X L)T

FIIAZTETYDY-24-T04

"H-NMR (CDCl,) ¢ :0.63 {3H, t, J = 7.3 Hz), 1.51-1.63 (2H. m). 1.79-1.85 (7H. m). 2 BO {2H. t,

J = 7.6 Hz), 3.61 {(2H, t, J = 6.1 Hz), 4.06-4.09 (2H. m), 5.96 (2H, s), 6.34 (1H, brs), 6 61 (1H,

), 6.78 (1H, d, J = 8.0 Hz), 6.85 (1H, d, J = 9.0 Hz), 6.95 (1H. dd, J = 8.3, 2.0 Hz), 6.99 {1H, s},

7.53 (1H, dd, J = 8.6, [.7 Hz).

[0142] [%4]

¢Fa o H 5 (4-TF I FT=I)-5-2F L-3-(4—(2- 4
EH 56 - ‘3’" FU-B-FAE L4 (b)) TNA B AF L)-2H~
L Gl SUAY-T-ALFH T FLICIFT DY

-24-LF

'"H-NMR (CDCl;) 6 :0.92 (3H, t, J

1.82-1.85 (7JH. m), 2.63 (2H, g,
4.06-4.09 (2H. m), 6.48 (1H, brs). 6.60 (1H, s). 6.84 (TH, d, J = 90 Hz), 7.21 (2H, d, J = 8.3

i

J =

7.4 Hz), 1.21 (3H, t, J =

1.6 Hz),

2.80 (2H, £, J =

Hz). 7.41 (2H. d. J = 8.3 Hz}. 7.52 {1H, dd, J = 8.8, 1.6 Hz).

[0143]

7.6 Hz) 151-1.60 {(2H m)

7.6 Hz), 3.59-3.61 (2H, m).
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cF, o H 5-(4- 4 VT AN T T =L )-5- X F
£ 5 85 7 2 N 304 (2 A%y 8.7Faci 4 (FYZLF0O
oo o AF ) 2H-AOAL-T-A LA FINFFI A

36

PCT/JP2009/000872

Q

IHEYO -2 4-UF

'H-NMR (CDCI;) &§:0.92 (3H, t, J = 7.3 Hz), 1.22 (6H, d, J = 6.BHz), 1.51-1.60 (2H, m),
1.82-1.85 (7H, m), 2.63 (2H, t, J = 7.6 Hz), 2.80 {1H, sept, J = 8.9 Hz), 3.59-3.61 (2H. m},
4.08-4.09 (2H, m), 6.31 (1H, brs), 6.60 (1H, s), 6.85 (1H, d, J = 9.0 Hz), 7.24 (2H. d. J = 8.3

Hz), 7.41 (2H, d, J = 8.3 Hz), 7.52 (1H, dd, J = 8.0, 1.7 Hz).

[0144] [%6]

5-4-ThFL 727 )L)-5-AF JL-3-(4-(2-%
Fy-s-FOE N -a-(FZNF O AFIL)-2H-
DOAU=T- AN F LT FILIAZHE IS
-2,4-UF

CF; H O~
2 °~?"k@
oPo o™~~-N

o]

EHEHS

H~NMR (CDCIl;) & :0.92 (3H, t, J = 7.3 Hz}, 1.40 (3H, t, J = 7.0Hz), 1.48-1.62 (2H. m),

1.81-1.84 (7H, m), 2.63 (2K, t, J = 7.8 Hz), 3.58-3.63 (2H, m). 4.00 (2H, q, J = 7.0 Hz},
4.10-4.13 (2H, m), 6.46 (1H, ¢), 6.60 (1H, &), 6.82-6.90 (3H, m), 7.38 (2H, d. J = 9.2 Hz), 7.52

(tH. dd, J = 8.9, 2.0 Hz).

[0145] [%T7]

'"H-NMR (GDGl;) & :0.92 (3H, t. J = 7.4 Hz). 1.48-1.62 (2H, m), 1.81-1.84 {(7H, m), 2.80 (2H. t,

J

J

[0146] [%8]

GFs o H Ou [5-(3-20Fa-4-ARX Loz = L)-5-AF L

= i & A oo —ata--FEv-s-TFar-4-(hUTLAn

| oY oY AF L) 2H- DA AT A LA F VT F NI
TEV D -2 4-UF Y

7.6 Hz), 3.61 (2H. s}, 3.88 (3H. s). 4.08-4.13 (2H. mj. 6.47 (1H, &), 6.60 (1H. s), 6.84 (1H, d.

9.2 Hz), .95 (1H. m), 7.20-7.23 {(2H. m), 7.52 (1H, dd. J = 8.9. 1.6 Hz).

CFs oy X @0 - AFA-SAF AL -2-A ) -3-(a-(2- F

£ % 6 g E’\{(. TY-8-T0E R-4-(F) 7 LA D AFILI-2H-

10 0P oY BARL T ANAE T F LIS IS
-24-Ut

'H-NMR (CDCi,) & :0.89 (3H,t, J = 7.3 Hz), 1.47-1.57 {2H. m), 1.82-1.93 (7H, m), 2.76 (2H, t,
J = 7.6 Hz), 3.62-3.68 (2ZH. m). 4.02-4.05 (2H, m), 6.46 {1H, s), 6.59 (1H, s), 6.78 (1H. d. J =

9.0 Hz), 7.47-7.52 (3H, m). 7.60-7.62 (1H, m}, 7.80-7.87 (3H, m}, 7.95 (iH, s.
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[0147] [%9]

CF.
= 15 B < ; o 1.5,5- ) AFI-3-(5-(2-F F/-8-TDOE I
11 oo OW\N& “4-(F)ZNAOXFL)-2H-5040-T-1 )L
el FHEINRUFILIASF IS w2 4Tk
A

"H-NMR (CDCly) 6 :0.96 (3H, t, J = 7.4 Hz). 1.37 (6H. s), 1.41-1.63 (4H.m), 1.67-1.82 (2ZH.

5

m), 1.86-1.92 (2H, m), 2.80-2.86 (5H, mJ, 3.55 (2H, t, J = 7.3 Hz), 4.09 (2H, t. J = 8.06 Hz).

6.60 (1H, s), 6,87 (1H, d, J = 9.3Hz), 7.54{1H. dd, J = 10.4. 2.0 Hz).

[0148] [F10]

TF,
X o 1 TFN-55-UAF L-3-(5-(2-F %% 8
= it # ! W~ | FEER-4-(FUTZRAB2AFL)-2H-70 A0
12 L a A O SEROIE L SIS INPEY DU EE
& vty

'H-NMR (CDCI,) & :0.96 (3H, t, J = 7.3 Hz), 1.25 (3H, t, J = 7.3 Hz), 1.39 {(6H, s), 1.46-1.94

{6H. m), 2.82 (2H, t, J = 7.6 Hz), 3.34 (2H, g, J = 7.3 Hz), 3.51-3.56 (2H, m), 4.05-4.09 {2H, m;,

6.60 (1H, s}, 6.86 (1H, d, J = 8.9Hz), 7.53 (1H, d, J = 8.9Hz;.

[0149] [F11]

CF,

oy 1 O |5 i~ A 3] P4 %y — -5 )L}-5-4

£ 4 Y o | Fi-3-(4-(2-F FU-68-CTOE A-4-(F

18 R g} TAAOAFILI-ZH-7O A% 1 A LF X
TFIASHID 28U

'"H-NMR (CDGCI,)

7.8 Hz), 276 (2H. t, J = 7.8 Hz}, 3.63 (2K, t. J = 6.7 Hs), 3.82 {2H, t, J = 5.9 Hz), 5.96 (2H, s).

§:0.86-0.99 (6H, m), 1.57-1.68 (4H, m), 1.81-1.89 (7H, m), 261 {2H. t, J =

6.51 (1H, brs), 6.68 (1H, s), 6.78 (1H, d, J = B.1 Hz), 6.95-6.98 (2H, m}, 7.37 (1H, s)

[0150] [F12]

G o B Foo|5-(3-70E-4-20 407z n)-5-AF 1L

% Hi 4 g Tk Br | -3-(-(2-F £V-6,8-SFAC N-4-(FUT L

14 R FOAF L) EH- G A A =T LA F L) TFF
JDAZFT) D -2 4-0F L

'"H-NMR (CDCl,) & .0.93-0.98 (6H, m). 1.57—1.66 (4H. m), 1.83~1.00 (7H. m). 2.60 {2H, t, J -

78 Hz) 2.76 €2H, t, J = 7.8 Hz), 3.64 (2H. t, J = 7.0 Hz), 3.82 (2M, t, J = 5.9 Hz), 6.55 (1H, &),

669 (TH, s}, 713 (1H, t, J = 8,3 Hz), 7.37 {1H, s}, 7.46-7.50 (1H. m), 7.72-7.75 {1H. m).

[0151]
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CF; 3-(4-(B-ITFN-2-7FF Y -4-(FYZ /LA DA

= i 5l z °~7»—\;_ FAIZR-TRFAr-i-A LA XTI F

15 o™a o’v\r"wg -1 85-FYAFILASH T YO -2 4-2 o
o

"H-NMR (CDCl;} §:1.15 {(3H, t. J = 6.3 Hz), 1.38 (6H, s). 1.87 (4H, brs), 2.84-2.92 (5H. m).

3.81 (2ZH. brs), 4.13 (2H. brs), 6.61 (1H, s), 689 (1H, d, J = 9.0 Hz), 7.54 (1H, d. J = 9.0 Hz).

[0152] D ILEMHAIWNEARMDAEIZLYBTonSLEHMELY ., EiEH1X
(XEEH 2 EBEHDAETUTORTI—116R1—-35(ZBIF5LEH%E
BREL. BH., —HOEEWONMRT—2%E2KR1—-36M5K1—38
[ZRY,

[0153]
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[%14]
#&1—1
CF; o
= 1t 5 3 N-NH 3-(4-(2-Fxv-g-FOIL-4-(bJINLFR
16 o] 0 0/\/\/N )‘:f‘}l/)-ZH—’jﬂJ‘?/—T—‘fllaﬁ'i\'-?)j?‘}b)’r
0 IEVYDL-24-DF
CFs
= i Bl 2 o3 5-AFIL-3-(4-(2-F £ -8-F AL L4k
17 o> o o~ 2L AOAFIL-2ZH-90 A -T-( )L ¥
° NTFIIAIFTYSo-24-04
CF, o
= NH 55-DAFIL-3-(4-(2-AFv-8-TOE 1L
i 3
%?EBWJ oo OM’N‘K “A-(FYTNABAFIL)-2H- IO A -T-1 )L
] FXINTFINAZHITYD-24-DF
CF, °q)(© 5-AF JL-3-(4-(2-F % -8-F AL L-4-(k
5 1 - T NH JZLAQAFNI-ZH-2B AL -T-A LA *
19 Ll g G DTFN)B-TIZNASTI DL 242
o
1
CF, o 5-(2-AF LT ZI)-5-AF N -3-(4-(2-7
= 5 B 2 0, ™= TU-8-T O -4- ()T OAFIL)-2H-
20 G0N 2RAL-T-AIFFNTFIN(EETID Y
° —2.4-3F Y
Fs oy ! O [ 5-AF L-3-(4-(2-F % v-8-TOE JL-4-(F
= ft5 B 4 1 WZAAOAFL)-2H-H DAL -T-f L+ %
21 L ITFIR)-5-4-FORF LI LI EE Y
Yow-24-0A
5 o, H o |sl-AvFaREL I L)-5-AF N
% 35 ) S S PS1 -3-(4-(2-A ¥ -8-FAE -a-(FY 7 LA D
22 S AFI)-2H-20A-T-A JLF F VT F LA
SHVYCL-p4-TF L
" o H O | 5-(4-ThF T U)-5-AF jL-3-(4-(2-F
5 35 Bl - ——_ £-8-FOE L-4-(F 7 LA D AF JL)-2H-
23 o070 o DOAL-T-ANFEFNTFINLEHT YD
-2,4-CF

[0154]
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[15]
f1—2
CFy o H oM |5 - AV THEL Tz L2 F N
3 HE B 2 3N -3-(4-(2-FFV-8-FAE L -4-(+)TILARD
24 oP0 Y o™~ { AFN2H-IO A -T-A LA X )T F A
IFYCL24-00 0
G o K 5-AFIL-3-(4-(2-FFV-8-FAL -4 (+
= 5 1 z »\/\I OCFy |UZNABAFNLI-2H- PO A -T-ANFF
25 L > T FN-5-B-(RUTNF AT T
WITEHE T Yo -2 4-0F
£F o X OCFs | 5-XFL-3-(4-(2-FFV-8-TOE L-4-(}
% 1 ) é ——_ YA ARAF L )-2H-H T A -7-4 LA ¥
26 R S T FN)S-A-(bYTLFOARFL) T
INAEFT YD -24-0F
CF, o 5-AF L-3-(4-(2-F X V-8-T O L-4-(+
= 1 B - NH WA OAFI)-2H-2A A -T-4 L+ %
27 L G SVTFL)5p-hYRAZTH YD -24-3
b g
CF; o B 5-(4-tert- 7 F JL Tz = JL )-5- A F I
= It z N, -3-(4-(2-F £ v-g-FOE JL-4-(FT)FD0
28 0% o~~~ ( AFL)-2H-H0 A0 -T-A L F VT F LIS
TERVUDL-24-DF
CF
CF, ﬂ P |s-AFA-a-(--F FU-s-TRE L-a-(k
5 1% % 2 e ah HINABAF L) -2H- IO A -T- 4 LA %
29 070 Y o™~ YT FA)-5-(4-(FY DL ADAF L) Tz
WYLZH YD -24-07
GFa ot F 5-(4- 7 LA O TT 2 M )-5-4F JL-3-(4-(2-
% 1 ) g Y AEU-8-FOEN-4(FUTLADATF
30 S g WY-2H- R A -T- A LT F T FLICEH
YD L-24-SF
Cl
CF, q>(@ S5-(4- 500 1= JL)-5-AF JL-3-(4-(2-F
% 56 4 2 e £-8-T0OF JL-4-(FY T LA O AF L)-2H-
31 0>y o~ HAAY-T-ALFXFNTF I IS
-2 4-TF
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[%&16]
*1-—3
CFy o 54T OETI ) AT L -3-(4(2-F
= i 51 z NH FU-8-TOE -4 (R T ILA O AFIL)-2H-
<V 0> 0 Yy o~~-Ny BAA-T-A LA XNTFLILIETYSL
“2.4-2F
GFs o NO2 T s AF L -5-(4-=FOTT )3 (4-(2-4 ¥
= 1 g 3" Y-8-F O -4-(FU 7 LA D AF L)-2H-4
33 S g AAY-T-A LA FLITFALICIHIYS Y
-2,4-UF
cFa W AN |5 @ (S AFLTINTol)5-AF N
= 15 1 3 Oy-N -3-(4-(2-F FV-8-FOE JL-4-(FYTNF D
34 070 Y o~~N AFII-2H-20OAL-T-A NI F )T F L) A
SASYD L -2,4-LF
CFs H \hll 5-A-(CITFILFR/HITZR)-6-AF )
= 1 4 2 Og-N V| -3-(a-2-F % V-8-FAE L-a-(hU 7 LA R
35 070 o"‘\/\rN )‘9"”{)‘2!"‘7[’)‘“J‘T"f“/j—:\:‘:/)j?'“d)‘f
o VYT 24Ty
CF, ol N 442 F L 25-SF FV-1-(4-(2-F X ¥
% i B g Y ~8-FOE LA FAOAF L )-2H-4 1
36 L g AU-T-ALF XL TFLICZFTYS -4
ALY TR
CF, " o 5-AFN-3-(4-(2-F Fv-8-FOE N -4-(b
= 15 B Z O3-N Ej DINAOAFIL)-2H-9A A0 -T-A LT %
35 GO~ o~ T FN)-5-U4-(TFSERDO-2H-E S -2-
o ANTFINTIZNIAZIFI Y0 -24-DF
g
§F ol AT |5 U-EROF L IS5 AF L 3 -(4-(2
% 15 5] g ™ FEY-8-FOE L -4-(FUTLADAF
38 A G LI 2H-I B AL -T-A LA XL)TFNIA3H
V)i-2.4-S%
[¢]
CF, " 0+ 4-U4-AF N -25-D A FU-1-(4-(2-F %
= 1 I 2 O3-N ~8-FOEL-4-(FJT LA O AFL)-2H-20O
39 o™o o~ AU=T-AILFHINTFN)LTHFIYD L -4-
o MINEBEH tert-TF L

[0156]
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[%&17]
£1—4
§Fs oy H COM | a-(4-AFp-25-UFFU-1-(4-2-F %>
=4l - »\/\j— “8-FOEL-4-(FYT A OAFL)-2H-40
40 L % AT ANAXNTFUIMIE TS 04~
1R B E B
oF, ) L) | 5Tz a5 AF N 3-(4-(2-
5= 1 151 “ O3-N O FU-8-FOER-4-(FUZ LA OAF JL)-2H-
41 o0 o"\/\tN {7:1;‘J—T—{)b?!':‘éD)j:ﬁ)b)*r'E@“‘/"J*')‘/
—2,4-SF
s oy H OMe |5-(34- U ARF L T )5-4F L
3 1 B g /\/\j’ oMe | 3-(4-(2-F¥U-8-FOEL-4-(FYT 4O
42 LA ) AFII-2H- IO A ~T-A A F T F LA
EEV)ow-24-0F Y
0/
CFy " o., 5=AFII-3-(4-2-FFV-8-T O JL-4-(}
= i 1 - O3-N o YOUAOAFIL2H-2020-T-4 L4 %
43 070 0"\/\;" ] "/)7'3'-»)-5*(3.4,5—}-'))‘I‘j{-‘"/jlllb)'fE
o FJow-24-SF 0
CFa oy ! F 5-(34-T 7). A 0T )-5-AF L
= 1 ) ¢ . Foo| 3 (-2-F FU-8-FOE L-4-(FY T LA DO
44 070 o AF NI 2H-TRA A -T-A LA X VT F L) oA
EEIYD -2 4-CF
§Fa oy ! F 5-(3-JOE-4-TLAD T N)-5 AF I
% i g 1 B |-3-(4~(2-FFU-8-FOE L-4-(FYTLAD
45 Y o AFINN-2H- DAL =T-A L X INTF L)L
VYD 24-0F 0
CFs oy H Cl 5-(3.4-H900A 7T L)-5-AF JL-3-(4-(2-
% ft ) T ¢ [FFV-s-ToEA-4(rUTLAOATF
46 A G > W)=2H=-7 02 -T-A NF XL TFIIMZF
V-2 4-DF
CFa o cl 5-AF N -3-(4-(2-F %-s-Ja L-4-(+
% & Bl Z ———_ o |UIRAOAF L) H-H R AL -T-A L X
47 L 5 C T FN)5234-R)7AATIZNIAZH
VYT -z a-UA
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[#18]
®1-5
cFs o?y@, 5-AF L -3-(4-(2-F £ V-8-TOE fL-4-(}
= 1t 4 2 T NH U200 AFI)-2H- U0 A -T-AjLF %
48 0?0 Y o™ INTFI-5-(EUS -3 ILIAIF Yy
-2,4-F
fFa oyl 93 5 (7324 J)-5-AF JL-3-(4-(2-4 F
= it I 4 ~8-FOEL-a-(RJTNF OAF L)-2H-40
49 Tt o AV-T-AUFRLNTFAILIFE IS
-2.4-U%
e EFs oy 53 5-AF N -3-(4-(2-F % -8-F O JL-4-(+
- UZLAOAFII)-2H- 2O AV-T-A L F %
N
50 U - VT FII5(FF Tz 2-A LIS TS
-2,4-UF
'$ ol 5 5-AFIL-3-(4-(2-F F V-8-T O JL-4-(h
% 1 ) g ——h UIAABAF L) 2H-H O A0 -T- A LA %
51 S % DITFN)-5-(FFITo-3-ALIAIF I YT
-2.4-4
CFs oy X 0 S§-AF L-5-(F2FL - 1-A))-3-(4-(2-F
% ¥ ) g o Q) | ¥ E TR (b uD A a AT 2n-
52 S 23 DRA-T-AWFFRLITFINAZIFIYD L
-2.4-UA
CFs a8 5-3 a7 A N-5-AF L -3-(4—(2-F F
% s z 1 -8-F O L-4-(FU T LA A AF L)-2H-HD
53 oToT Yo 53 AT A NFF LT FAIAZHE VS
-2.4-U%
CFs o, H 5-2 4007 FN-5-AFJL-3-{4-(2-F %V
% 1 5l ¢ 1 ~8-JOE L-4-(F I LA AF L)-2H-5D0
54 S AT ANFXLITFIIICZF I YD
-2,4-CF
CF, OF;S(@ 3-(4-(2-FFv-8-FOEN-4-(k)I 040
= el - ¥ NH AFN)-2H-IOA-T-ANFFLITF
55 0o Y oY W)-5-2 1= JL-5-(FY DA BAF LIS
YU -24-DF

[0158]



WO 2009/107387 44 PCT/JP2009/000872
[F&19]
#£1—6
CF3 o ! 0. 5-TFJL-5-(4-AFF I ))-3-(4-(2-7F
% Ife ) ¢ —. F-8-TOE L-4-(FYD LA DAF L) 2H-
56 S % HAAL-T-ALFEFNTFLIEHEIT DY
-2,4-TF
O .
CFy H o 5—{AJ[dI.3] A F U — 54 )-5-T
= f 5] - Oy-N FI-3-(4-(2-F F-8-FOE JL-4-(F1Y D
57 0”0 o ™~"~N LA O AFIL)-2H-2D A -T-A LT X )T
° FINAZHTIS U -24-54 >
CFs o, K 5-tert-7 F N -3-(4-(2-F ¥ v-8-T O I
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#£1—36

=HRE 20 VHENMER (CDCKY € 0095 (3H, «, J — 7.3 Hxl, 1.54-1.63 (2H, m). 1.7 (311, «.
E89-1.81 (4B, m), 2.88 (2H, ¢, J = 7.6 [z}, 3.67-5.69 (2H, m), 3.87 (3H. s,
409115 (zH. m), 6.37 (TH. 83, 6.60 (1H, s). 6.87 (1H. d, J =90 Hz), 6.9146.97
(2H, m), 7.32 i H. m), 7.49°7 44 (ZH, m).
%EEWJQZ TH-NMR lCUCl;) G 0093 BH, T = 7.3 Ha) 131 (GH, d, J = 6.1 Haz), 1.51 150
(2H, m), 1.81-1.85 (TH, m}, 2.80 (211, t. J = 7.6 Hx), 8.61 (2H. (. J = 6.2 Hz), 4.07
(2H, v, d - 5.4 Hz), 4.53 (0H, m), 6.25 (1H, 3). 6.60 (1H, s), 6.54 689 (3H, m)}.
T35 749 (2H, m), 7.52 (1H, m).
EHEza "H-NMR (CDCLY 8 0093 GBH. ¢, J = 7.4 He), 1.00 {6H, d, d = 6.6 Hz), 1L.o1-1.61
(211, m), 1.81-1.84 (TH, w), 2.06 (1H, m}, 3_30 w”->'1 t,J =7.7T Hz), 3.61 (ZH, t. T =
6.2 Hz), 3.69 (2H, +, J = 6.6 Hz), 4.07 (2H, A% Hz). 5.85 (LH, &), 6.60 (LH,
s). 6.83-6.91 (4H, m), 7.36-7.139 ("H m), 7. y) ’lH m),

EHRH|28 | HNMRCDCL) 6 ;092 GH, 1, J = 7.4 [1z), 1.29 (9H, 8], 1.51-1.60 (2. w), |
1.83-1.85 (7H, m}, 2. 51 (2H, t, J T.7T Hz), 3.74-3.75 (2H, m), 4.09-4 10 (2FH, m),
6.50 (1H. =), 661 (17, &) 685 (IH d, Jo= Y0 Hz), 7.39-7.44 (4H, m), 7.52 {1 H,
m).

ERE 31 H-NMR (CDCY) 8 :0.92 (311, t. J = 7.3 Hz), 1.50-1.58 (2H, m), 1.82 (7H, ), 2.79

{2H, t, J = 7.6 Hz), 3.59-3.63 (H, m), 1.06-4.09 (2H, m), 6.60 (1H, s}, ¢.83 (1H,

d, J = 9.0 Hz), 6.90 (1H, &), 7.33-7.36 (2H, m), 7.45-7.66 (3H, m).

EfH 32 | INMRCDCL) §:0.92 (31, 1, J = 7.3 Ha), LA&- 161 (211, m), 1.82 {TH, »), 2.79
(2H, 1. J = 7.6 He), 3.59-3.61 (2H, m), 41.07-4.11 (2H, m), 6.61 (1H, s), .84 (i H.

d, JJ = 9.2 Hz), 6.90 (1H, &), 7.39-7.55 (AH. m)

EHEH33 H-NMR (CDCLs} 4 :0.92 (3H, t, J = 7.3 Hz!, 1.50-1.50 (2H, m), 1.84-1.95 (7[I,
m). 2.79 (2H, t, J = 7.7 Hz), 3.64 (2L, ¢, J = 6.4 Hz), 4.08 (2H, , J — 3.7 Hw),

6.61 (1H, s}, 6.84 (1H, d. J = 90 Hz), 6.93 (1H. 8), 7.52 (1H, 4, J = 9.0 H),

7.52-7.73 (2H, m), 8.22-8.24 (2H, m).

L Hi B 34 TH-NMR (CDCls) 6 :0.93 (3H, t, J = 7.4 Hz), 1.51-1.62 (2H, m), 1.79-2.09 (71,
m), 2.80 (2H, ¢, J = 7.6 lz), 2.93 (611, 5), 3.53-3.60 (2H, m), 4.07-4.09 (2ZH, m),

6.31 (1H, &), 6.60 (1H. s), 6.68 (2H, d, J = 9.0 Hz). 684 (1H, 4, J = 9.0 Hz),

727732 2H m), 752 (1H, m)

iﬁﬁ@]37 'H-NMRE (CDCL) & :0.93 (3H, t, J = 7.3 Hz), 1.51-1.72 (GH, m), 1.80 1.84 (81,
m), 2.00 {(1H, m), 2.80 (2H, t, J = 7.6 Hz), 3.55-3.60 (3H, m), 3.85 (1H, m).

4084.09 (2H, m), 5.39 (1H, m), 6.60-6.70 (2H, m), 6. 85 (1H, d, J = 9.0 Hz), 7.04

(2H, d, J = 8.8 He}, 7.39 (24, d, J = 8 8 He), 7.52 (1H, m).

¥5§@] 30 '"H-NMR (CDCls) 6 :0.92 (3H, t, J = 7.3 Hz), 1.50-1.62 (11H, m), 1.82-1.89 (7H.

m), 280 (2H, t, J = 7.6 Hz}), 3.62-3.65 (2H, m). 4.06-4.09 (2H. m), 6.74-6.64 (2H,

m), 6.84 OH, 4. J=90Hgz), 7.51-7.59 (3H, m), 7.99-8.01 {(2H, m).

%fjﬁ@]40 'H-NMR (CDCls) 6 :0.86-0.93 (3H, m), 1.49-1.58 (2H, m) 1.84-1.93 {7H, m), 2.78
(2H, v, = 7.7 Hz), 3.64-3.69 (2L, m), 4.08 (2I[, t, J = 5.5 Hz), 6.61 (1H, 3), 6.86

(1, d, J - 9.0 He), 7.54°7.66 (2H, m), 7.63 (2H, d, J = BAG Hz), 8.11 (20, d, Jd =

85 H, 1191 {(H, brs)

%ﬁﬁﬁﬂ‘lZ 'H-NMR (CDCls} 86 : 0.93 (3H, t, J = 7.3 Hz), 1.51-1.60 (2H, m), L.&2-1.98 {7t
m), 2.80 {2H, t, 4 = 7.6 Hu), 361 (2H, . J - 6.2 Hz), 3.86 (3H, s, 3. 89 (‘lH s),

4.04-4.09 (2H, m), 6.24 {1H, s), 6.61 (1H. ). 6.83-6.86 (2H, m), 7 02-7.04 {2H, !

m), 7.52 (1H, m).

EER LB '"H-NMR (CDCL.} ¢ : 0.02 (3H, t, J = 7.4 Haz), 1.51-1.59 (2H, m), 1.73 1.82 (71T,
m), 2.79 (2H, i, J = 7.6 Hz} 3.60-3.62 {2H, m), 4.08-4.11 (2H, m), 6.61 (1H, s),

6.84 (2H, d. J=8.9 Hz), 7.87-7.63 (4H, m)

EHmMS2 'H-I\‘MR (CLCly) 6 :0.92 (m, t.J = 7.3 Ho), 1.52-1.59 (2H, m), 1.90-1.97 (4H,
m), 2 (3H, 8), 2.81 {2H, t, J = 7.6 H=z), 3 (.1 3.79 (2H, m), 1.10-4.13 (211, m),

6 36 un, 5), 6.60 (1H, s), 6.85 (1H, d, J - 9.0 Hz), 7.39-7.33 (4H. m), 7.66 (1H,

m), 7.83-7.93 (AH, m}

%M@JSB 'H-WMR (CDCia 8 : 0,94 (3H, t. J
7.
7)

I

]

= 7.4 Hz), 1.03 (9H, s), 1.50-1.63 (2H, m),
G Lz, 1.63 5.04 (210, m), 1 09-4.11 (2H, m), ! i
7.30-7.39 (3H. m), 7.51 (IH, m), 7.65-7 69

1.85-1.87 {4H, m), 2.81 {2H, ¢, J =
6.61 (1H, s}, 6.83 (1H. d, J = 8,9 ft
(2H, m), 826 (1H, s).
FHH B0 TH-NMR (CDCly) 6 @ 0.95 (3H, t, J = 7.5 Hz), 1.15 (3H, &), 1.22 (3H, d, J = 7.6
Hz), 130 (3H, s), 1.53-1.65 (I, ), 1.79 1.83 (aIl, m), 2.56 (LH, q. J = 7.5 Hu).
2.82 2H, v, J = 7.6 He}, 588 2H, ¢, J = 6.5 Hz), 410 (2H, t. J = 5.5 Hz), 661
(IH, s), 6,87 (L d, 5 =90 He), 7.53 {IH, dd, J = 2.0, 9.0 Hz).
EHEHBS TH-NMR {(CDCls) 6 2 0.94 (3H, t, 4 — 7.3 Hz), 1.33-1.62 (2H, m), 1.73 (2H, &),
L&5-1.87 {4H, m), 2.82 (2H, ¢, J = 7.7 Hz), 2,86 (1H, d, J = 18.0 1Tz}, 3.13 (14, d
J - 133 He), 3.67-3.6% 024, ml, 410413 (2H, m). 6.61 (1H, &), 6.83 (1H, d. J =
9.0 Hz), 7.27-7.39 (5H. m} 7.33 ¢1H. dd, J =210, 9.0 Hz)
EHH 67 H-WMR ACDCE) § 0096 (34, (,J - 7.4 He), 143 {3H, d, Jd = 7.3 He), 1.541.64
CIH, mY, 1.85-1.87 (4H, m), 2.83 (ZH, t, J = 7.6 [lz), 2.86 (3. &), 3.58-3.60 (2H,
w), 387 (1H, g, J = 5.9 Ha) 4 10-4.12 (2H, m), 6.61 {1H, s}, 6.87 (tH. d, J = 9.0
Hyd. 7853 (IH, dd, =20 80 Hs)
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E W 73 'H-NMR (CDCl) 6 :0.93 (3H, ¢, J = 7.3 Hz), 1.53-1.57 {6H, m), 1.85 (4}, s), 2.81
{2H, +, J = 7.6 Hz), 2.90 (3H, s}, 3.63-3.65 (2H, m), 4.09-4 10 (2H, m), 6.61 (1H,
8}, 6.85 (1H, d, J = 9.0 Hed, 7.35 (1H, m), 7.53 (1H, d, J = 6.8 Hz), 7.64 (1H, m),
887 (1H, d,J=2.2He) 862 (1H, d, J=3.2 Hz).

EH{H 75 'H-NMR (CDCIy) 6 :0.93 (3H, t, J = 7.8 Hz), 1.52-1.61 (2H, m), 1.84-1.89 (7H,
m), 2,81 (2H, t, J = 7.6 Hz), 2.91 {3H s}, 3.62-3.69 (2H, m), 4.68-1.13 (2H, m),
6.61 (1M, ), 6,85 (+H, d, J = 9.0 Hz), 7.00-7.03 (21, m), 7.31 (1H, m), 7.52 (1H,
m).
'H-NMR (CDCly) & : 0.94 {3H, t, J = 7.4 Hz}, 1.50-1.64 (2H, m), 1.83-1.93 (4H,

R8s m), 2.81 {2H, t, J = 7.7 Hz), 2.96 (3H, s}, 3.71 (2H, t, J = 6.6 Hz), 4.10 (2H, t, J =
5.5 He), 6,61 (OOH, s), 6 86 (1H, d, JJ = 8.9 Ha), 7.40-7.55 (611, m).

EHE 11| HNMR (CDCly) & :0.97 (3H, t, J = 7.3 Hz), 1.52-1.64 (4H, m), 1.74-1.83 {2H,
m), 1.88-1.95 (2H, m), 2.84 (2H, t, J = 7.6 Hz), 3.66 (2H, t, J = 7.3 Hz), 4.08 (2H,

8 t,J = 6.3 Hz), 41.23 (2H, s), 6.60 (11, s), 6.87 (1H, d, J = 8.9 Hz), 7.36 (11, &, J =
7.6 He), 7.52-7.60 (20, m), 7.67 {1H, ¢, J= 7.6 Hz), 7.78 (UH, d, J = 7.9 Hz).

EREH2 'H-NMR (CDCH) 6 :0.95 (3H, t, J = 7.6 Hz), 1.52-1.64 (4H, m), 1.76-1.96 {41,
m), 2.82 (2H, t, J = 7.6 Hz}, 5.68 (2H, ¢, J = 7.3 He), 4.05-4.13 (2K, m}, 4.37 (2H,

5 s), 6.60 {1H, s}, 6.87 (1H, d, J = 8.9 Hz), 7.52-7.62 (2H, m), 8.02 (2H, d, J =8 2
Hz), 8.4} (IH, s).

= {5'] 15 | 'H-NMR (CDCls) §:0.96 (3H, t, J = 7.6 Hz), 1.41 (GH, 5), 1.564-1.64 (2H, m), 2.83
(2H, t, J = 7.8 Hea), 3.72-3.80 (4H, m), 3.88 (2H, t, J = 4.6 Hz), 4.21 (2H, ¢, J =

2 4.6 Hz}, 5.49 (1H, s}, 6.62 (1H, 8), 6.90 (1H, d, J = 9.0 Hz), 7.56 (1H, dd, J = 1.7,
9.0 Hz),

EFE P15 | HNME (CDCls) 6 :0.94 (3H,t, J=7.6 Hz), 1.52-1.62 (2H, m}, 1.81 {aH, s}, 2.81
(2H, t, J = 7.8 Hz), 3.70-3.78 (4H, m), 3.82 (2H, t, J = 4.9 Hz), 4.11 (2H, ¢, J =

4 4.9 Hz), 6.28 (1H, s}, 6.61 (1H, s), 6.83 (1H, d, J = 9.0 Hz), 7.26-7.39 (3H, m),
7.47-7.54 (3H, m),

=) ﬁfﬁ B 15 'H-NMR (CDCly) 4 :0.93 (3H,t, J = 7.6 Hz), 1.51-1.60 (2H, m), 2.30 {3H, s}, 2.80
(2H, t, J = 7.6 Hz), 3.78-3.82 (4H, m), 2,85 (2H, t, J = 5.1 Hz), 4.09-4.15 (2H, m),

7 6.27 (1H, s), 6.61 (1H, s), 6.84 {(1H, d, d = 9.0 Hz), 7.10 (2H, 4, J = 7.8 Hz), 7.21
(2H, d, J= 7.8 Hz), 7.29-7.37 (5H, m}, 7.62 (1H, dd, J = 2.0, 9.0 Hz).

F {16 | 'HNMR(CDCL §:0.97-1.03 (6H, m), 1.60-1.70 (4H, m), 2.18-2.28 {2H, m}, 2.65
{2H, t, J = 7.8 Hz), 2.79-2.83 (2H, m)}, 3.90-3.86 (4H, m), 4.56 {2H, &), 6.69 (1H,

5 s), 7.07 (1H, m), 7.38 (IH, s), 7.74 (1H, m), 8.25 (IH, d, J = 8.5 Hz), 8.33 (1H,
m).

T H 18| HNMR {CDCly) 4 :0.93-0.99 (9H, m), 1.42-1.52 (2H, m)}, 1.57-1.91 (13H, m),
2,60 (2H, t, d = 7.7 Hz), 2.76 (2H, ¢, J = 7.8 Hez), 3.63 (2H, t, J = 6.8 Hz), 3.81

1 {2H, t, J = 6.3 H2), 3.94 (2H, t, J = 6.5 Hz), 6.14 (1H, s}, 6.68 (1H, s), 6.88-6.91
{2H, m), 7.37-7.40 (3H, m).

M 18 [ HNMR (CDCls) 6 :0.92-0.98 (6H, m}, 1.67-1.67 {4H, m), 1.80-1.90 (7TH, m), 2.5%
(2H, t, J = 7.7 Hz), 2,76 (2H, t, J = 7.8 Hz)}, 3.64 (2H, ¢, J = 7.0 Hz), 3.81 {2H, t,

7 J = 5.9 Hz), 6.63 {1H, s), 6.69(1H, s}, 7.37 (1H, s), 7.64-7.71 {4H, m).

= i 5] 1 8 | 'H'NMR (CDCls) & : 0.93-0.98 (6H, m}, 1.57-1.67 (4H, m), 1.80-1.89 (7H,
m), 2.60 (2H, t, J = 7.8 Hz), 2.74-2.78 (2H, m), 3.63 (2H, ¢, J = 7.0 Hz),

8 :(3.81 (?H, t, J = 6.(() Hz), ?.33 (1H, s}, 6.69 (1H, &), 7.04-7.09 (2H, m), 7.37
1H, &), 7.48-7.52 (2ZH, m}.

= 19 [ HNMRE (CDCl) 8 :0.94-1.00 {6H, m), 1.12:1.55 (6H, m), 1.58-1.68 (4H, m),
1,79-1.96 (TH, m), 2.61 (2H, t, J = 7.8 Hz), 2.76-2.79 (2H, m), 4.33 (4H,q, J = 7.1

3 Hz), 3.62 (2H, t, d = 6.7 Hz), 3 82 {2H, t, J = 5.8 Hz), 6.01 (1H, s), 6.63 (2H, d, J
=9.0 Hz), 6.68 (1H, 8), 7.27 (2H,d, J = 9.0 Hz), 7.37 {1H, s).

E2HE 19 'H-NMR (CDCl) 6§ :0.87-0.97 (6H, m), 1.53-1.67 {4H, m), 1.81-1.88 {TH, m), 2.60
{(2H, t, J = 7.7 Hz), 2.71 (2H, t, J = 7.8 Hz), 3.63 (2H, t, J = 6.8 Hz), 3.80-3.86

5 (2H, m), 4.81 {(1H, ), 6.41 (tH, a), 6.69 (1H, 2), 6.78-6.80 (2H, m), 7.28-7.31 (2H,
m), 7.37 (1H, a).

E M H 19 | HNMR (CDCLy) 6 :0.86-0.98 (H, m), 1.57-1.6 7 {4H, m),-1.80-1.8% (TH, m), 2.60
{2H, t, J = 7.8 Hz), 2.74-2.78 (2H, m}, 3.64 (2H,t, J = 7.0 Hz), 3.81 (2H, t, J =

6 5.9 Hz), 6.53 (1H, s}, 6.69 (1H, »), 7.37 (1H, 8}, 7.70 (4H, a).

EFHPE 20 'H-NMR (CDC1p) 6 :0.93-0.99 {6H, m), 1.68-1.67 (4H, m), 1.83-2.00 (TH, m), 2.61
(2H, ¢, J = 7.8 Hz), 2.77 (2H, ¢, J = 7.8 Hz), 3.62-3.69 (2H, m), 3.74-3.83 (5H, m),

O 3.84 (6H, 8), 6.48 (1H, s), 6.69 (1H, s), 6.74 {2H, s}, 7.37 (1 H, 8).

3 ﬁE {gq 2 | 'H'NMR (CDCls) 6 :0.87-0.98 (6H, m), 1.57-1.67 (4H, m), 1.83-1.92 (TH, m), 2.60
(ZH, t, J = 7.7 H2), 2.74-2.78 (2H, m), 3.64 (2H, t, J = 6.8 Hz), 3.82 (2H, t, J =

2 5.8 Hz), 6.69 (1H, s}, 6.83 (1H, s), 7.17 (1H, m}, 7.28 (1H, m), 7.37-7.43 (2H, m).
'H-NMR (CDCl) 6 :0.96-1.01 (6H, m), 1.66-1.70 {4H, m}, 1.87-2.08 (TH, m), 2.63

X Hl 20 {2H, t, J = 7.8 Hz), 2.77-2.81 {2H, m), 8.71 (2H, t, J = 7.0 Hz), 485 (2H, t, J =

4 6.0 Hz), 6.30 (1H, 5}, 6.69 (1H. ), 7.38-7.46 (2H, mj, 7.61 (14, d. J = 8.6 Hz).

F e 20 | HNMR(CDCL) §:0.87-0.96 (6H, m), 1.57-1.67 (4H, m), 1 83-1.82 (TH, m), 2.60
(2H, t, d = 7.7 Hz), 2.74-2.78 (2H, m), 3.64 (2H, t, J = 6.8 He}, 3.82 (¢, 1, J =

2 5.5 Hz), 6.69 (1H, s), 6.83 (1H, s), 7.17 (1H, m), 7 28 (/H, m), 7.37-7.43 (2H, m)}

i 'H-NMR (CDC1s) 6 :0.96-1.01 (6H, m), 1.60-1.70 (4H, m?}, 1.87-2.00 (7H, m}, 2.63
xHEHl 20 (2H, t, J = 7.8 Hz), 2.77-2.8) (2H, m), 3.71 (2H, t, J = 7.0 Hz), 3.85 {(2H, t, J =
4 6.0 Hz}, .30 (1H, 8}, 6.69 (1H, s}, 7.38-7.46 (2H, m}, 751 (1H, &, J = 8.6 Hz2).
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E R H 20 | HNMRICDCL) 5:0.91-0.99 (6H, m), 1.55 1.64 (1H, m), 1.79'1.95 (7H, m), 2.59
(2H, ¢, J = 7.6 Hz), 2,95 (2H, d, J = 7.7 H2), 4.66 (2H, t, J = 6.6 Hz),
5 J = 5.4 Le). 6.20 (111, 5). 6.67 (1H, s), 7.35-7.63 (10H, m).

3.81 (2H, ¢,

9 G.0 Hz), 6.08 {1H, 8), 6.35-6.39 (2H, m), 6.69 (1H &),

=+ FE ] 20 | ILNMR (CDCly) 6:0.95-1.01 (6H, m), 1.59-1.69 CIH, m), 1.71
(2H, t, 3= 7.7 Hz), 2.77-2.81 (2H. m), 2.67 (2H, t, J = 6.8 He).
T7.37-7

197 (TH, m), 2.63
1.85 (20, t, J =
7.38 (2H, m).

; ﬁﬁ @J 21 | 'H-NMR (CNCI) 6 :0 25-0.37 (2H, m), 0.45 (1H, m), 0.69 (1H, m), 0. % 1.04 (bH

m}, 1.35 (1H, m), 1.51 (3H, 5), 1.60-1.71 {4, m), 1.85 1.90 (1M, m), m t’H
2 J = 7.8 Ha), 2.77-2. 81 (2H, m), 3.61 (2H, (, J = 6.5 Hz), 3.85 (2H, ¢t, J - 5.7 Hu
5.452 {1H, s), 6.69 ,8), 7.8 (1M, m).

EHFH 21 HIMR (CDCLa) :5 D 0.95-1.01 (6H, m), 1.34 (3H,

3 6.13 (iH, s), 6.69 (1H, s), 7.17 (1H,

(2H, t. d = 7.7 H2), 2.73-2 OHH m) 3.R1-3.65 (2H, m),

1.59-1.93 {14H, ml}, 2.62

3.83 (2H, ¢, 4 = 5.7 Ha7),

% ﬁﬁ ﬁ]] 21 | 'tI'NMR (CDCL) 6 0.92 0.59 ((;H m) 1.58-1.97 (8H, m}, 2,60 (2Il. ¢, J = 7.7

Hz), 276 (2H, ¢, J = 7.8 Hz), 1.70 (2H. ¢, J = 6.5 Hz), 3.8¥ (BH, t, J = 5.7 Hz),
4 6.70 (1L, s), 7.32-7.77 {TH, m).
EWHMH21 | H NMR (CDCls) 6 :0¢.91-0.98 (91[, m), 1.: 1 67 (4H, m}, 1.81-1.92 (4H, m), 2.09
(1H, m), 2.41 (1H, m), 2.60 (2H, ¢, d = 78 Hz), 2.74-2.77 (2H, m), 3.62 (2H, ¢, J =
5 6.8 He), 3.706-3 32 (bH, m), 6 6% (1H &), 677 (1H, «), 680692(21{ m), 7.37 (1H,

5), 7.44-7.47 (2H, m).

% ¥ 23 HIMR (CDCL:) & @ 0.910-1.010 (9H, m), §.17-1.48 (1H, m),
H, L, dJ - 7.7 Hz),

L83 1.85 (4l1, m), 2.44 (111, d, J = 18.3 Hazl, 2.63 (2

6 J = 183 He), 2.79 (2H, t. J = 7.5 Hz), 3.59-3.62 [2H, m),

(IH. s}, 7.53 (1H, s}

1.47-1.71 (TH, m},
2.66 (1H, d
3.83-3.845 (2H, m}, 6.69

i % FE @j 24 'H- NMR {CDCls) 5-: 0.95-1.04 (KJH m), .16 (31, d, J = 7.1 Tl2),

= 1.7 Hz).

m), 2.67 (2H, ¢, J = 7.8 Hz), 2.80-2.85 (2H, m), 3.76-3.80 (1H, m),
9 m), 3.95 3.98 (211, m}, 4.07-4.14 (UH. w), 5,68 (LH, s), 6.69 (IH.

1.39-1.71 (4H.
3.83-3.86 (2H,
s). 7.38 (1H, d,

% FE ﬁ“ 25 [ 'HNMR (CDC1) 6 1 0.95-1.01 (GH. m), 1.46-1.44 (2H, m), 1.51-1.74 (8H, m),
1.75-1.84 {2H, m), 2.62 (2H, t, T = 7.6 Hz} 2 76-2.80 (211, m)
7 Hz), 278 (8H, t, J = 6.6 Hz), 6.62 {1H, ), 6.68 {LH, s}, 7.31-7

B.61(2H, 1. d = 7.3
38 {11H, m),

E Rl 27 | UNMR (CDCly) 6 : 100 (3H, t, J = 7.5 Hz), 1,25 (3H, t, d =

7.6 Hz), L.B1-1.70

(2H, m). 2.15-2.21 {2H, m), 2,64 211, t. J = 7.8 11z), 2,85 (2H, 4. J - §.1 Hz).
7 3.85:3.9% (AH, m), 3.98 (2H, s), 6.74 (14, ), 7.298 {1H, 8).
R H 28 | 'FNMRCDCI) 60091 (34, t. J = 7.3 He). 1.27-1.78 (4H, m), 1.86:1.88 {414
m), 284 (8H, ¢, J = 7.6 He), 3.73 (2H. (, J - 6.8 Hz), 3.98 (2H, &), 1.11 (2H, ¢, J =
1 5.7 Hz), 6.6Y (1H, &), 6.87 (1H, d. J =29 H2), 7.54 (1H, m).
EREH 28 | NMR FCDCL) 6 ¢ 0.95-1.02 (6H, m3, 1.40-1.49 (2H, m), 1.66-1.71 {44, m},
215221 (2H, m), 2,64 (2H . J 5 77 Hz), 282 (2H, £, J = 7.8 Hz). 3,493,099
3 (1H, m), 1.02 (2H, s), 6.73 (1H. 5), 7 39(1H, s).

6 He), 7.70 (1H, m).

EHEH 28 | 'HNMR (CDCLY F @ 1.39 (GH, 3). 1.8 1.86 (1H. m), 2.90 (3H, )
m) 374 (2H, g, = 10.3 He), 4.13-4.19 (2H, m), 6.65 (1H,

3.59 3,60 (201
sh 693 (IH, d,J = 8.9

% Tl'fﬁ .[gq 28 | 'HNMR (CDCL) & @ 1.23-1.39 (9H, m), 1.79 I'Wi fiII,
7.7 (LH, &),

3.07-3.62 (AH, m), 3.86-3.90 (2H, m). 6.71 (LH, 4),

7

m), 2.87 296 (U, w),

AER 1  BERET A
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EXLOFIAR&EYE

[0196] AFEBAD—MK (1) TRSNDH2—-FFV IO A*AFERIFE, LXRS
FIZRAMEAZAL., 7T7O0—LMBIREILIE. #BREISERT 5E0RE
ILEEOBIRIELE ; BEERE &3 LA T0—/LNE ; [BEEERSE ;
ISHREET Y v F. BEER, TLULX—MEE. WR. BRILE. 328, &
HREZED& 5%, REMYA FPHAUICKUBIZFRI SN DIREMEKSE ;
EHMT FT TR, BEEXEX V0—UREOBCRERS  E
miEMEERE, DRL2FOLS>WLDNERESE  KOEMESE ; BER ¥R
7 R, BE. E. SBREBFOMRREME  7LILX—HER
EREBFORBER B X X & XE, ZLINAI—REDTFH
RO/ RIFEEHR  KVIFEICE, 7T70—LEBIRELE. ¥BRHBICER
T HBIRELEFOSIRELE, BEEEE. 53 LATO—I/LME, AEE
BEEER, REEYA FPAAVICEYSIZFEISNDIERTHOIRERKE
TULTF—MEREREFORERE. MERRARXETILYNAIT—RDFH
RO/ RIFEEFEFRELLTHEATH S,
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SRk DEH
[1] xDO—HgK (1)
[1E1]
R' R?
2 R® O RS
6
0 0 X—L—N YR
R4
0] (1)

(KA, R, NBC s 7ILFILEZRL, R, R, RIE, AI—X[EFELGE-T,
KFBRF. NOFTURF, G 7ILFILE, NAC ¢ TILFILE, G 7 ILT
ZILE, CugZILFZILE, G g7 ILaxIE, G 7VIILE, ZhAE, ¥
T/ E, BILRFDILE, AILNFAILERIECe 07 ) —ILCi s TILFILE (
CIZT. CopoZ U—ILIEFTERIIL—TALYERSND 1 HESEOEREE
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