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B OTER.

(18L) MAXIBEITRANRY MLICHWT, EIfAE (26) : 5. 2°

+0. 2°, 6. 9° £0. 2°, 10. 4° £0. 2°, 12. 1° 0
2° . 13. 8 £0. 2°, 15, 6° £0. 2° , 17. 3° £0.

2° .19, 1° £0. 2°, 20. 8 £0. 2°, 24, 3" £0. 2

T IKE—-J%FT 5. LEEE (18J) RBHEOESR.

(19) EEBEB (1) EBHOBEHEICLY., A (1 1)

[1624]

(XA, RYUE, C1—-C37NFINAFFLIFNAOFVRET; R2ELT
R3E. B4MILTC1-C87IFI) TRINZLEMOHEREHET
2IR%EEETZ. A (VI I)

[125]

= 0 (VI )
R® O.

R?

(R, R, R2BLUR3E, LEEEEF; R4BLURSIE, E4HIILT
NOFTVERF; REBLIUVRIF, 84HMILTC1-C37IFI) TR
N3 aYoERDELERE,

(20) LkEIER (9) ZBFOBEHEICLY, & (VI 1)
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[1£26]
HO,C R4 RE
- 0 (VI

R® Ou g7
(RHP. REBELUVRYME, FLAMILTNATVRF; REBLURIE. &
AMIILTCT1-C37IFI) TREINDEEMWERETIIREEZEET
. R (VI 1)

[1827]

(XA, RYUE, CT1-C37IFIAFIFELEINATVRF; R2BLV
R3E, E4MILTC1-C87IFI; R4 RS ROBLURTIE, L&
EAE) THREINDILEVMORROERES X,

(21) EEEEB (1) BHOBESHEICEY., R (1 1)

[1£28]

(XA, RYUE, C1—-C37NFINAFFLIFNAOFVRET; R2ELT
R3E. B4MILTC1-C87IFI) TRINZLEMOHEREHET
5Tz,

BLC, LEEEB (9) BHEOEEFEICLY., X (VI 1)

[1629]

HO,C R*
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(XA, RABLVTReGE, BLARIULTNATFVERF; REBLUTRIF, &
AMIILTCT1-C37IFI) TREINDEEMWERETIIREEZEET
. R (VI 1)

[1£30]

¥ o (v

RS O.

(XA, R'. R2, R3 R4 RS5 ReBLVTRIE, LEEAEFE) TRI
N3 LEMOBRDEET %,

(21A) EEEE (1) BFOBESHEICLY., A (1 1)

[1631]

(XP, RUI. CT1—-C37IFIAXxTFLENOFVEREF; R2EBLT
R3l3, B4MILTC1-C87IFI) TRINDILEYDOEREEEL
L, EEREE (9) BEOEEAEICLY., X (VI 1)

[t32]

HO,C R*

RB
Jd_ o (VI1)

R® Ou g7
(X, RABLVPRIFE, FLMILTNAATVETF; RESLITVRIF, &
AMILTC1-C37IFI) TRINZLEMWEREL, BE5NER (
| 1) TRENBEREX (VI 1) TRINZEEDZT I NMeRIBITH

T EFHETHLEEERB (21) BHOEESE
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(22) EEEB (12), (19), (20). (21) BL» (21 A
) DWIFNMNMIEEDOFEICELYR (VI )
[1£33]

(XA, R'IFE. C1=C37IFIAFTFTENATVET ; R2BLT
R3E., B4MILTC1-C87IFI; ROBLIUVRE, BAMILL TN
O VIRF; REBLUPRIF, BLAMILTCT1-C37IFI) TRIN
ZIEYOEREE. Bo5NER (VI 1 1) TRINDIEEMORR%EN
KPR Bl&a/mBedsd. X (X 1)

[1£34]

4
RRG

{X1)
Z > Co,H

R5

(XA, R, R2, R3, R4, RSBLIUVREEFE, LEBERARK) THRINBE
BYOR-RDEE S K,

(23) R'D, AFILFHFTTHY ;

R2H, XFILTHY ;

R, n=AFIILTHY ;

R*BIUVRH, HIIBRFEFTHY ;

ReM., XFITHY ; D

R7A ITFITH3. £EEEB (22) @BFHOKX (X 1) TRINZLEY
DiERDEIES I,

(24) X (X 1) TRINZEEVOEROERAHHOSEEN,1. O
EE%LUTTHD. LEIEE (23) EBOERDEESZE,
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(25) X (X 1) TREINZELEDOR/RDAEMEDS., 95%e. e.
UETHD, LEEEB (23) Fkid (24) BHBOBROBESE,
(25A) BERHMMOSHEN1T. OFEEWRUTTHS. t&HW (X I

)
[1£35]
7 S @]
N/)\N ¢l CH;
H _ (XI')
OCH, CO,H
HSC/W\O ‘CH3 C|
D &R
(25B) EMEMNIES%e. e. UETHBD, £EaH (X 17 )
[136]
7 S @]
N/)\N cl CHj
H P (XI)
OCH; CO,H
D &R

(25C) X (X 1) TRINZEEMODORERDAFMEDL. 99%e.
e. UETHB, £BEEEB (23) FLiE (24) EHOBRORESE,
(25D) AEMENIO%e. e. UETHSB, tEY (X 17 )

[1£37]
j S @]
N/)\N ¢l CH;
H _ (XI')
OCHs CO,H
HC "0 H'CHa Cl
D&

[0010] WTKREZOBKAEHAT S, SFEZRARMEH, #— LAEKTE
L. BMTHVONZIESE. NEHBOBESBASbINTHLNLNS
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[0011]

[0012]

[0013]

[0014]

[0015]

a6, A—OEKTHWLN S,

ABRMESR, T & |, #HE&. Kd, BEMH. 75U
— b~ EELEEYM. FL— MK BEEZEET B, Tk EZMAMMWIE. 8.
HiES. KHY. BEM®. 75U —b SELEY. FL— LV
SBEAEDLRDZBENOBRINZ 1 TR 22U EONMMEES ST 5, HIZAIE
 BESLCBREMYPOMNY. HERELCKIMONNIEEEET 5,

MRBEE ] &3, NATYRERF. p— MLIVRIKRZIL, M) T30
AGVZNRZINBLIUPA IV RIEZINETET S, FlAE. NOT VR
FHREF LN S,

ABMEHR. TNOFVERTF] &F 7vyREF. BREF. RERETF.
AVRERTEERT 5, 7vREF. BREF. BILITRRRERFN/IFZ LV

ABRMER, [T7IFIV] &iF. RREFH1 ~8DEHEXIINRED 1
MORIEKFEEETDET S, BIAE. AFI. TFIL, n—FOEL, 41V
JOEN. n=TFI, AVTFI., sec—TFI., tert—TFI,
N—RYFIb, AYRVFI, XFRVFI. n=~"FII)b, A IYNFIUI
 N=ATFI, n—F I FILEIFETFLNS, IFELIE. C1-C67
WHFILDEFLND, ILHICTFELLIE. CT-CA4T7ILFLDBETFLND
o WICRFBEEE LLBEE. TOROHEDORFZEEETS [FILFIL
1 28T %,

REBHEAR, TF7ILFLFFT] ELTE AFILATFD, ITFILAFY
n=7FOELAFT AVTOAOELAEFY n—TFIFTFI, AVTF
WAFY, sec—TFILAFY, tert—TFILAFS, n—RVFI
FTFRI, AYRVFILFFY, 2 RUFILFFD, S—RUFILFFD,
N—A"NFIINFFI, AINFIINTFY, 2-A"FI)NFFHFD, 3—~F
UIWFFY, n—ATFIAFY, n—FIFLFFIOENREBEFEND, F
FLLEE. CT1—CO6T7LFILAFXFIOAEFLND, IHIIHTFELLIFE. C
1—CATLFNAFIDEFOND, HICRRBEEBELLBEIEX. TO
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[0016]

[0017]

[0018]

[0019]

[0020]

HOBEDORFREETS [TILFILAFD] 2BKT 5,

AEAMIES. [FEBMARE] SIOROLIICERINE, HEHFOHD
BERHN. TODFHAKANBTFE—AY MEFRFLBVWELIICHHLTWVWBEE
. CDDTEFBEDFEWVND, TOLOIRDTHIORDIBEEBEELT
AWSEE, IhzEEBEREEW D, (EFFHHA, B3IRSR) HlxE
. RIEKR, BEERIEKREDEFT OGN, AFHY (il >oOnFHy,
nN—A~AFHY) ANTHY Bl: n—~"FHY) Fh3>00X%5>, b
WIV, F2Ly, RuEy, DoOQxdy, JIFILI—FIb. IFF
HUERBITOND, BIZAIE. AFHY (Bl >oOnFHy, n—~AFY
V) ANTHY MLIV, FULUNEIFLN B,

ABRMER, ERETZ] Sid. RBBROBBEN,MSERITHET 256
. BEURIGEROBEB TR ONHERBREELNAEICAR L. HFEM

Lit@MHE T 226428327 %,

ABRMER, [BRAHY] &3, BETRICHRT 27 WE2E27T 3
o BLETRETREIET 274, SLUVEETROHENEICTEINTVE
M EERT 5,

REBMEESH. TEHEICIT O] i, R (V) TRIhSeameE. R®iL
SIMERZEELT. N=RILINWELERY Y, N=KRILIIWERY DV FEL
N, N=IXFIVRIVLT I RERIEIEZTIRETHEONIERDZ EMt
TH5ZER R (V) TRINDEEMERBITEZZEEEKT 3,

AEBEMEH. R (1 1) TRINZEEH . el (117 ) 1.
X (VI 1) Trs¥habam . Megw (Vi ) 10 TX (VI
| 1) THRINBIEH . & (VI 1) 10 TR (X)) TR
INBEM LT MEEW (X 17 ) 1 & BEBRLTWTHE LU,
BIZE. Zle&meTIVAVEE BIAE. UFoL, FhNYUDL AYD
L) . TILAVIEEE BIAIE ALPDL, N)DLE) | TRy
UL, BRER (FIzE, @A 8%%) . TUEZT. BREE (BIZIE.
MUXFILTZIV, NIIFILTIV, D27OANFUINTIV, TH /) —
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[0021]

[0022]

[0023]

. IFLYITIV, BEYYY EO
SOCT7I/BEDIR. TRFERE (B2 IE REE. WL HiE. kKB, R
fbkREE, ) UBE. 3VKRESE) . SIUCEEE (BIAE ¥R B
L oEFVEE. M)A OB, VT VB B BEAEE. a1 U,

LA VB, TTIIVEE. T UTIVEE. JIVAILEE ) OB, REER. U
SIIEE. FAOANEVEE RVEVIILEVEE., p— MLIYVRIKVER,

A VRIRVEE, THVRIIKRVEE) EORIVZETOND, FICIERE.

Mg, VB, BAEB. XYV RANKRVBEDEBENEIFONE, IhHOD
BIE. BETONDIFERICLI>THERIEDENTE S,

Fo. AR EYISBENMERR L TWTE LW, FlZIE, BENY (
BIZIE, KNWE) LV FLRBERESHEERT S5E0H Y. KFEH
EEZDL O ARBEOBRENYS LI CRREHEITET S, TAENY] 1.
ZiEEWIIH L., EROBOBESTF (B2, K2FFHF) EWBEILTWT
bEW, ZLEYMELREDEE, RRPICRET DI &ICEY. KoER
L. BREKDNMLEET 2HBEP. KNDEERT 2EE508H 5, i ik
EMELITTDIEE, BiERITDIETENLOHERZSHETENT 255D
HB5

X (1) TRINZEEMICEVWT, X1 &LTE, NAFYEFHIBSFS

%, PIZE. BREFIET LN D,

RTELTE, CT-C37LFILAFIHNETFOLND, BIZIE. C1T7IL
FNTFY (AFIAFY) BEFLND,

R2ELTE, CT—-C87ILFILNEFLNS, HlZIE C1TILFIL (
XFI) BEIFLNB,

R3&ELTE, CT—-C8T7ILFINEFLNS, HlZIE. CE6ETILFIL (
NEDI) DEF LN D,

X (1) TRINBEEMIBENT, R7&ELTIE. C1-C37ILFIL
THFRIDNETFOND, BIZIE. CTTFILFILAFD (AFILFFD) BNES
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[0024]

[0025]

[0026]

[0027]

bnhd,

R2ELTE, CT—-C87ILFILNEFLNS, HlZIE C1TILFIL (
XFI) BEIFLNB,

R3&ELTE, CT—-C8T7ILFINEFLNS, HlZIE. CE6ETILFIL (
NEDI) DEF LN D,

XN (V) TRINZIEEMCEWT, R4&ELTE. NATFVEFH/ETS
ha, PIzZIE. BREFHIETFONDS,

R&LTIE. NOFUVRERFHEITONS, HIAIE. BEREFHIETFLNDS

X (V1) TRINBEEMIENT, REELTIE, C1-C37IL*IL
NEFOEND, FIZIE. C1TTZIFIL (XFI) DBEFLNS,
R7&ELTE, CT-C37ILFILDEFLNS, HlZIE C2T7ILFIL (
TFI) BEFLND,

REELTIE, CT—-C3T7ILFILDEFLNS, HlZIE C2T7ILFIL (
TFI) BEFLND,

X (VI 1) TRINZEEMCSEWT, R4&E LTI NAFVRFIE
Fonad, Bl BREFIET LN D,

R&LTIE. NOFUVRERFHEITONS, HIAIE. BEREFHIETFLNDS

R6ELTIE, CT—-C37ILFILDEFLNS, HlZIE C1TILFIL (
XFI) BEIFLNB,

R7&ELTE, CT—-C37ILFILDEFLNS, HlZIE C2T7ILFIL (
TFI) BEFLND,

K (VI ) TRINDIBEWICBWT, R'&LTIE. C1—-C37I
FILFFXFIODNETFOENDS, BIZIE. CTTFILFILAFY (XFILAFFD) N
Hifonhsd,

R2& LTI, C1—-C8F7IFIIEIFOND, BFIZIEX. C1T7IFIL (
XFI) BEIFLENDS,
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[0028]

[0029]

R3&LTI. C1—-—C8F7IFIHBEFOND, BIZIX. C6T7IFIL (
ANFUI) BEIFSEN S,
R4& LTI, NATFVEFHIEFEITFSNS, BIAE. BERFHI/EITFSNDS

RS&E LT, NAOTVRFHVZETLOND, HlAE, BRRFIETFOSND

R6ELTIE, CT—-C37ILFILDEFLNS, HlZIE C1TILFIL (
XFI) BEIFLNB,

R7&ELTE, CT—-C37ILFILDEFLNS, HlZIE C2T7ILFIL (
TFI) BEFLND,

X (X 1) TRINBEEMIENT, R7&ELTIE. C1-C37ILFIL
THFRIDNETFOND, BIZIE. CTTFILFILAFD (AFILFFD) BNES
bnhd,

R2ELTE, CT-C8T7ILFINEFLNS, HlZIE. C1TILFIL (
XFI) BEIFLNB,

R3&ELTE, CT—-C87ILFILNEFLNS, HlZIE. CE6ETILFIL (
NEDI) DEF LN D,

R4& LTIE. NOFVRERFHEITONS, HIAIE. BEREFHETFLNDS

R5& LT, NAOTVRFHETLOND, HIAE, BRRFIESFSND

ReELTIE. C1—-—C3F7IFILHBEFOSND, FIZIEX. C1T7IFIL (
XFI) BEIFLENDS,

FEEHADOTMR
EEMES LV FRIAFMEOBTVN. R (1 1) TRINZLENS
LUK (VI 1 1) TRINDCAYOERERET 5 ENTES,

Free X (V) TRINBZEEMORILINVERIGOIR., BLTELN
ERMER (V1) TRENSEENMEDR—F— - TXT—X - ITEY
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[0030]

Xt (Horner-Wadsworth-Emmons reaction) DI %, EE FD—TEE

L CGEBRBICITY 2T ENTE S,

I, EEm (VI T ) B&UZOMIIMIORRERET S &
MNTE S,

FERICEY., EEHESLV FLEAEHMEOS L. X (X 1) TRS
NZEEMIIZEEY (X 17 ) | BLPENEOBRERET D &N
TZ %,

5 1 oD & 7 A

[B11E&EH (VI 17 ) OFROMEKXGLEF/ Y —> &R,
[B21b&% (1 1)) OFBROMEKXFLEH/ Y —> &R,
[E31t&% (1 1)) OHBEROAZMELMNELLZHPLCERT,
[B41T % /=L / KRICLZ2BEHREDELEY (1 17 ) ORBROAFME
HRHELIHPLC#%ARY,

[BS]1MNILIY /ANTHVRICLZDBHEREOLEY (1 1)) OFEROAE
MELZAELLHPLCAERTY,

[E61t&% (117 ) OEBEROHPLCAERTY,

[B71T% /=L / KRICL2BEREOLELEY (1 17 ) OBROHPLC
NI

[BE8]MNILIY /ANTHURICLZBERHREOLEY (1 17 ) OFROHP

LC%RY,

[911t&% (VI 117 ) ®DMS Ot RDMKRXIRET/9 —> %
=Y,

[B101tE% (V1 117 ) ODMSORIIMYIIEROTG, /DTADHER
AN I

[ MEEm (VI T 1) OMEROHPLCFvy—hamRd,
[E121{e&® (VI 1 17 ) OMBEEROHPLCOE—I57—TILERT,
[1314&¥ (VI 117 ) ODMSORNIMIEROHPLCFv—hEaR

ER
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[K141ie& (VI 117 ) ODMSOfIMEROHPLCOE—Y 5 —
T ETRT,

[15MeE&H (X 17 ) OREDOHMRXELEIFT/NG —»&RT,
[B16Me&® (VI 117 ) O7 & b ANIEROMKRXREHF/S —
ETRTo

[B17MeE&H (VI 117 ) O7 M AMIEROT G/ DTADHER
ETRTo

[B181e&H (VI 1 17 ) OBEEMINMEROMKRXEEF/NS -2 &R
ER

[B19Me&H (VI 117 ) OBEEANMEROT G/ DTASHERES
ER

[B201e&% (VI 117 ) ORBERNMIEROMAKRXREF/S—
ETRTo

[B211e&H (VI 117 ) ORBEBRNMIEROT G/ DTADHER
ETRTo

[B2214t&% (V1117 ) D p— ML IVERSIIDIESR D MR X RO/
A L I

[B231e&E (VI 117 ) DOp— MLAIVEE RO TG . DTAS
MERERT,

[B24le&¥ (VI 117 ) o7 b AMPEROHPLCFy— 2R
ER

[M25Me&¥ (VI 117 ) o7 bbAmEROHPLCOE— 57—
T ETRT,

[B4261i6&H (VI 117 ) OEEBMMIEROHPLCFYy—heRTd,
[B42716&m (VI 117 ) OEEMMIEROHPLCOE—-YF7—TL
ETRTo

[M281e&¥ (VI 117 ) ORBERNNMEROHPLCFy— 2R

ER
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[0031]

[B1291b&¥ (VI 1 17 ) OREEFEBRAMMEROHPLCOE—YF—
TIV%ErT,
[B3011b&4 (VI 117 ) ®p— MBS IMIEROHPLCF v+ —
h&ExRT,
[E311e&¥ (VI 117 ) @Op— ML IIVBBEIEROHPLCOE—

97 —TIWERT,
FHA%ERET 57 HDHEE
AFERIE KX (1)

[1538]

R‘1 (I)
R3, -R2
o
(RXp, X'iE, BREEE : R'i1Z. C1—-C37IFIAFTFHZNO0rY
BF; R2BLUR3K, FE4HMILTC1—-C87IFI) TRINDELES
MeEaEFAOLT7ERBIE, X (1 1)

[1£39]

(X, R, R2BLUVRIFLEERARE) TRINDILEWERIIRES
a7 %,

HEREEEHWORX (1) TRINDIEWIE. FEFXE 2 3 DERFDAEIC
MWRETEIENTES,

BEE L TR RISZHEELRVWRYKICREIRINARWVWS, X4/ -
I =l AVTaNI =L MILIV, FULUVEDNEFLNDS, I
ZWE, TH/—IVEMILIVDREREERAVDE I ENTES,
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RIGEER. BE. EEILLBRENERT 2 BEOHETERINS, H
ZIE, 50C~100CHEHATITIZENTES,

X (1) TRINZEEYIIHLT, FAILFOERER. BF. 1.
O0~5. OME, HlAE 1. 5~3. OYEAFEATIIELL,
AFEBRIK, BonitiEX (1 1) TRINSIeEWE. BRiET2IE
2887 %,
fERILICAWSBESE LT, #FBMAEERAWS I ENTES, iz
cMLIU FULY AT AFHUEDNBITFOND, HAKIE, B
WAL CEEREE LTHWSZERNTES, BIZIE. MLIVFEEE
FOLUDNLERIND 1 L2088, BLUV. ATIY U FERiEAFY
VHLEBEBRIND 1 TLIF2O0BREOREREEZAVEIENTES, HIX
. MVIVBIUANTIVOREBRE. MV IVELIUAFHVDOREEE
W, ¥ LUVBLUANTIVDOREBE. B5TICFILYBLUANFT Y
DREBEZAVDIENTES, FFELLIE., MIVELIUANTSIVO
RABREAEBWVWS I ENTES,

ABLUBOREREECEHLLBE. BRLLICEZSAQWVWRY., A
BLUBUADBREZDVEZATUVWTH LW,
ERICICEAAREAAWVWSIESICIE. BEORMIEFIIFICREI NGWL
o BIZIE. BONHERERBEICABIELRIC. BREERNL TR
mAEMEIETHE LW, Fh flAE SonCHBREZRAESERE.
EURGBBICEMIE LRI, EREERANL TREEMHIETELW
EE{bICAWSBHEEDOLERIFICREI NGV, MMLIVELEEFIL
VHOHLBRIND 1 FLE20BEOEEEZY (mL) &LEEE ATH
VERBAFHUNSLBIRIND 1 FAIE20RBEIR. FIZIEHWT5 v (
mL) ~1Tv (mL) ., #11v (mL) ~4v (mL) . #9v (mL)
~4v (mL) ., #87v (mL) ~5v (mL) ., #86v (mL) »ZEIFf5
hd, NVIZIVBLUANTYVOREBE. MVIVEIUANFHUDRE
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B, FULVBIUANTHIVDOREBE., BOTILFI L UELTAFY
VOREBREOLEERDBEEARTH D,

EMTREIE. BREZEELAVWRYKFICRERINAWSA, FIZIE. O
CT~30CHFEMATITIZENTES, IFELLIE. 15C~25COEHA
TIIIDTENTE, FYUFFELLIE. 20CTHIIENTES,

T, AFEHRIF, ZERECIRICKY. BRI EZRETDHENTE
%, REBTHME LTIE, HERETHDIR (1) TRINDIEEYHIC
BETIERIMIN., FAILT7ERIGLUTER LEZBERMEEET 3
o BlZIE, BEFHMMAL L UCERAIMYBHIETFOND,

IHIC, FBREIRICLY., aWAFEHEZETSEY (117 ) %

HETDHIENTED, HIZIE, FEREIRICLY, &% (117 ) &
ICEEYT 2B % 1. SEEBUTICRETEZIENTES, Fik.
HREMENIT%e. e. LUEDLEYW (117 ) 2RETZIENTES
o BIZIE, HFEMEMNIO%e. e. ULDIbEY (I 17 ) 2#8iETHZ
ENTES,
RIS, AFBIZ, BEOEET. X (V)
[1E40]
HO,C R*

=5

(R, R4BLVTRE. LML TNOFVET)
TREINBEEME., RILINWERFEE LT, N=FRILIILEILRY >, N
—FRILINWERY I VEREN, N=IUXFINRLLT I RERIKEIEZT
BEE29 5,

HEREEEHWORX (V) TRINDILEWE. MREZAWVWEIENTES

AEE L TR, RISZBEELAVRYKFICRERRI AW 1, 2=
AMFOIHV FRSERATISY YIOARVFUAFILI=FTI. I



WO 2015/093586 31 PCT/JP2014/083646

IFILI—FIb, XFltert-TFII—FI)b, /OO X5Y, MLI
V. FULUBEIFLNE, BIZIE. 1, 2= AMNFIITHIVUREIFLN
%,

RSEEIR. &%, —78C~FROHHATEEIND, HlaiE. —78
T~5CHEHE. LYEFLLIE. —78C~—30COEETITY &M
TZ %,

EHEELTIE, LDA, KHMDS, LHMDS, n—=7FILYUFILE
E7zZIVYFOLRETLONDS, HIZAE. LDARZETFLNS, R (V
) TRINDEEMICH LT, EEIK. 2. 0~5. OHE, Flxif2. 5
~3. BEEAFERTIIELV,

RILIVEREE LTE N=FRILINLEILRY) Y, N=FRILIILERY
CUERIEN, N=IAFIVRIVLT I RBZEFOLNS, HlAE. N—KRIL
SIVEINRY VELREN-—FRILILERY I UBBIFLND, HIZIE, N—
RIVILNEILR) VDBZEITF LN S,

X (V) TRINZEEMITH LT, N=KRILIIEILEY Y, N—KI
SIERY I VFELIEN, N=IXFIRIVLT I ROFEHAEIF. 8. 2

0~5. OME, flalF2. 5~3. BYBAFEATIIELL,

oo ARG, EEIRZOERMIC. X (V1)

[1641]

RS

»—P(O)YORY), (V1)
R70,C

(XA, ROBLVTRIE, FELAMIILTC1-C37IFIL; ReiF, &4k
ILTCT1-C37LFI) TRINZIEEMERBIELITRE, REL
D—TRELTERMUICTICEERFHETS. X (VI 1)

[1b42]

HO,C R* .
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(X, R4, R85, ReBLURIF, LEERATE) THRINZLEMOHEE
hEedEY %,

X (V1) TREINSEEDE, TlREEAVWDSIIENTES,

RISEER. B8, —78C~EROHETERINS, flXE. —10
C~10COEHEATITIEMNTES,

X (V) TRINBEEWIIHLT X (V1) TRINDZELEWIE. 1

O~5. OYE, HxiIE1. 2~2, OYEAFEAITHIELWL,

BE. X (V) TRINBEEDEN—RLINELRY VERBIED
T8 (RILIMERE) &, EFFFXE 2 ICEBBINTWS LD IC, BRNE
TEREMATRLINEEMEERET D, LALAR L, RFERIE, RILI
WERIGED%E, BEMABZERL R (V) TRINZILEMEDR—
+— - JX7—R - TEV AKX (Horner-Wadsworth-Emmons reaction) %
TV X (VI ) TRINZEEDERELO—TRRE L TERNICERE
T5IENTES,

FEEF XA 2 3Tk, KERIEY FU L - 1 KMPOHFEET. t&¥W15&+
YIFIKRZAK/ FOEFR—bEDR—F— - D7XT—Z - TEVARB
(Horner-Wadswor th-Emmons reaction) IC&k Y. {EEM1 INBELIhZ &
AERHMINT WD, LHMLABAL, BRBICBEVWT, RIVRPDKICE>T
LEM1 SOAINKRYEBTZATIANMKZEI N, AILRVEBIEEYHEIE
BE LTERT DI ENRELNER S,

AFERIZ. KB FOL - 1 KAPERWS I ELAKKR—F— - TXT
— 2 - TEVXRIS (Horner-Wadsworth-Emmons reaction) AT L. KIS
RAPICKDFELAWESD, BIRISOZ AT IVIKDEEIFER SanEWnD
MRBHD, £, BE. RVINESIVR—F—-TXT7—- - TEY
A (Horner-Wadsworth-Emmons reaction) 2 BRFERISICLY R (V I
1) TRINZDEEWMBLIMEEY (VI 1) #85ET 54, AFKBIEE
BELO—IRE L TERMICHETES LD, ITXREEELTENRTWS

(o)
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I HICAFERK, X (1)
[1£43]

(XA, RYUE, C1—-C37NFINAFFLIEFNAOFVRET; R2BLT
R3lE, B4MILTC1-C87IFI)
THINBtEEMeE. X (VI 1)

[1644]

HO,C R* .

(R, R4BLUVRSE, EAMILTNAOFVEF; REBSLIUVRTIE, &
RMWIILTC1—-C37IFI)

TRINBEEMERBIE X (VI T 1)
[1£45]
R* 6

(XA, R, R2, R3 R4, R% ReéBLIURIE, LEEEEFE) THI
h3tEMaB2TREEET 5,

BEE LTI, RISZEELAVWRYFICREEINAWDS, MLT v,

FoLy, BRI FIL. BFBR4 Y TOBEL, YAXAFILT7EIMT7I R, N-XAF
ey Y ) VvEREIFLND, flAlE BRI FIERAVWEIENTES

(o)

RECEEIE, BF. BE~BEI’ERT 2 EEOHEETERINS, HIX
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iE. 20C~7 OCOFETITI &N TE S,

X () THRINBEEMITHLT, X (VI 1) THRINBEEHMOD
FEHEEF,. B8, 1. 0~3. OXE, #fMxiE. 1. 0~1. 3LE%EEH
FThiELW,

T RMEoEMEEER (BEF) LT, Y7z /%> ) vEEo0Y) K,
BleFAZI, XHVRI)ERZIL7BY R N, N =2 oOnxoiLh
WRIA IR, 1-(3-IYAFINTZX/)7OEN) -3-ZTFINAIKRIA I
NMIERRIEENZE T O N D, FIZIE. Yoz /F2YUEE/O) REEIFLN
%, & (1 1) TRINZIEEWIIH LT, FEEH (BeH) OFEBEIR

BE. 1. 0~5. OYE, fxiX, 1. 0~2., OYEAMFEHTIIEL
W,

BEELTE NIIFLTIV, D4V TOELIFILTIV, N—X
FILVENLRY Y, BIERY Y, EYIVERBIFLND, HIZIE. M)IF
WFPIVERWSRIENTES, R (1 1) TRINDEEMIHLT, &
HEOFERAZIE., B8, 2. 0~6. 0Y=E, AL, 2. 0~3. OY=E%
FERTHIELL,

AFBRIE, BohiERBX (VI 1 1) TRINBLEEWE, BRIETS
THRZ2A2Y %,

EEbICAWSBAHEE LT, IAFILANERFY R PEMNDFETS

%, BIZIE. DAFINRIVEFY RERWSIENTE S,

Fe. BRERLICE. BE. ) VB, M REBB. FUFIUE p
—MLAIVEE. 3—/VD00OREEHK. 3, 5 - Y/0NREEREOBAE
AT52ENTES, BIZE, B, ZEEE. p— MULMIBZRWSZ
ENTED,

T, AFEHRIF, ZERECIRICKY. BRI EZRETDHENTE
%, ZEBATHME LTIE, HERBTHZR (I 1) TRIWDEEMH
ICEET 28RN, X (VI 1) TRINZEEMERIGLTERL
EIERYMETET S, Bz, BRAHEHCHAEITFOND, I5IC. & (
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[0032]

[0033]

[0034]

[0035]

| 1) TRINWZEEYD, X (VI |) TRINBIEEYRICEETZE
BRI e ISUTERLEBIERMEZEET 5, fIAIE. BB DA
EiFfons,

MAT, EHBERIEIRICLY, & (VI 1 1) OFRAKRERE
TEHIENTED, T, EfEREIRICEY. k& (VI 117 ) I
FET2EMTMME, 2. OEERUTICHRET LI ENTES,

LRICAHRBAORRERET 2HEICDIHAT 5,

BICERDRTNIE, ABEMESHS L OFHEROBHIHOBEK. &
BLEDETHZ, BEOEEIE. HKEF v ITL—ary, EEIS—.
MEOME. ERYAX. YT 14 X 2OMORFICERT %,

APEMERTHAWVWDS [HER] &id. MEESERVEEOS THEEEET
DMEEEKRYT 5, HRBVEOCHSBLER., FIZE, HRXEET. Kok
B NE. BESW. BKRLE. BRREMESDEORMICE > TRE
THIENTES,

—RICEREEREEDIR. 3RTEEMICEARNICEIIINEZRORT
FYURD, BEREMEE. B FEACODRENTO—T BIAE X
REF. KARRT ML, SIVARYI MULBLTEERERNMR) ICL>TH
FeICX B AT BE AR YIRS ME A IR T B,

RTHEMARXIZET (XRPD) (k. BEFROEEZEEAET 2/-00K
BEORWAINEDIED 1 2THD, XBIAERICBHIND &, &
FECTRAL. BWCFSHLHAWV., TS5y JAIL > TFRAIN D EHE AT
THBEOEITHROAREIER L. TRMMITEHE LH > THRAI L AL
o —HA. FREEFRICOWTIAEEOKFE > EIHTHRIERD Shigun,
FREERKIZ. BE. RETL2EE2BRTFOLVEBEOMENIRERETH D
H, NA—RIY—=2EFENETO—RKEXRPDNRY—VERT,

AEFETHETYT 218 (1 17 ) OfF&R. &l (X 17 ) O&.
F;EE (VI 117 ) FEEZORMPOBERIE. MERXIRETSO7
4 —=IEETZ, FIZE &% (VI 117 ) OIXFIRINKFY R
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mYome. FENALE—JDEEICL > TREFERET S ENT
T2, ARAMEFTHWIHHENALHE -7k, BRIhEH/ 1§ —:
NORBRINBZE—VTHB, FELLIF. FENAE—7E, OfF/85—
VICBIFBEHM20K, JYHFFLLIEHNTOR, RBPHFFLLIFHWEAERADLS
BRI N 3,

[0036] —fRIC. MARXBETICHSIFHEHAE (26) 1£0. 2° OFHFEAT
RENELEDOT. LROOTAEDEIFEO. 2° EREOCSHERNORIE
E2UHDELTEBEINDIMENH D, LD >T. HERXBEFICS T
-V DOEFAENTRIC—NT 2R/RELIT TR, E—JOEITAED
+0. 2° BEORET—HIIERLAREBIIETND,

[0037] —f%IC. BADRRUVHICEWTERRIIND E— I OBEAREIE. Z<OD
EF. FZIEXBE—LICHT 2BROBEEMIR. 2SI 2WEOMEX
B TIVORBBREEICL >TEBLES DO NTWS, Tk E—
JREBICDOWTH, YV TILBOEEICEDWTY 7 MLEB%, IHIC. &
BRHBEREFEALTHETSETI7v IR (nA=2ds inb) IC->TE
BB T MDELNED. ZOLDBBDRROERICIYELNDFIDX
RPDNRY—H, AEFAOHBEICZIND,

[0038] LEEOBEHETEXRIND, bEYW (117 ) O#ESR. L&YW (X 17
) DR, BLMEEH (VI 117 ) FLEZOMMMOKRIE. RET

TEEOHETREZITO LTHEEIFEEY (X 17 ) 2B ELTEER
TEIERMENMERET 2 LTRMYRVWP T, FLRHEETHZ I EMD
. EERERMEEET S OICERRMERTH D,

[0039] ARBOFEREFIBRINMOFERIL>TERETDIIENTES,

FEDVEDTH>T. RF - pFOEEHRELTONEDEES L VRN
BERAETDHETHD,

TG/ DTAREEEEHRDDBETLIHEICKRIEES JUVREDEL
ZRAETZHETHY., BONALT S EREFLEEERICSLTTOY b
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[0040]

THIEICLY,. TG (BREE) BLUDTA (RER) HENIELNS,
TG/DTAMIRLY., EXRFUKRDS O, BiK B, B, FE &
RICEITI2EES I UVRBELLDOBHRERFTDLENTE S,

TG/DTAIREWT, TRRI &iF. vty MNEEEWI,

TG/DTAICDWT, BRINDEE. EEXLKE. BEERLEERS
CICAWSIERAREKRES S UREDERBICKELES &b TWS
o HEmRDE—MHDREICEVTIE., £2ENLQ/IS—VHEETHY., AESF
HICE>THEVEILLES,

e (X1 ) 228FT5ERERMIE. BRbOVYRRIFURS
A7 I=Z MEEERL, MRBDE (GEM#MEHEE (SHE%EE) &
BomM/NMEY, EZEREER. BETRUEN, SHEMREIRE. R4
M/NRR A SRR E DR R M/NMORME, POYRRIF Y RIBESD
SRMIMNREME. DAV AHE (CEFXE) . ZOMOIFERSR (FFE
£%E) ) FOMMRBOEREH D MREBDOFERICHT T 5FF (M/NRE
HIREFD) . ELTERLD %, EBlREERE. BEESESICNT 5TERIR
BICL2MNMRBOREDEBERY /X FHICHLTERTEIENTE
%, DIMER (DRMES) FOARFMEFOMNMUREDDERRT/ XIE
FHICH L TERTZIENTED,

AEEMEY%E., LROKRBDBEERZBME LTE MIBRET ZHER.
BYEI, FEMIFL SR A TEFL AF. REISE L TROMIC, XIEEH
Bl AF, RBRRINA. RAFIEFE L CGERONICKS T2 &N TE S,
/. KEAMOBWNEICTOFEISE L ZBFE. #aF. EBE. BE
B, BRESOEZERRMFZMHBISCTRAEL. EXEF TR &N
TES, IHRFOHZEICIKE., EBHLEAEHITRENEEZT> THAETS

BREBIREBRODRRE, #BE5IL— b BEOFE, XIZFEICL>THER
2H, RAICROTRS T 55%4, ®F0. 01~100mg kg HTHY
. FFLLIEO, 02~10mg kg /HTHY, 0. 05~5mg kg HAH
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[0041]

[0042]

BHEIFE L,

AREBELUTOERBBICLY ILICHFLKERBET S, ChHIRBEAREBAER
ETDHHDTIREWV, BE B2, 2, BEAL) ICE L TERM%RET
TEBNZLTVED, WK ODDRESSIVPREIFERINIANEITHSD
o WICLRIATNIE, BIIMDPDEERS L CHBRNOLEEOEENTH
5, ENRRIEIFLIEEFNITEWENTH S,

AEMECTERT 2MOBEIIUTOLIICERINDS :

9: 735
L:Yy bbb
mg:3IVISAh
mL:IYYy b
LDA: DFoL 4V 7OELTIR
DMSO : YXFIRIEFT R
HPLC :&&®&&E/OvbI>7 14—

(MR XHREHT/88 — > DRIE)

BEBHITHESNBROMRXIEEITCAEIX. BARRBH O—RARE
ICEEE I NAMRXREITAEERICKWL. UTORERETIT >

MARXREFT/NY =V ICDWTIE, £ET—9%2RE L TRLE, IHIC,
Bk, Nv oI5y RBRESLIUVK aBREEZTWV. BIFLET—9 5K
ELTrRLE,

(RE)

UAHIHMER I NT—TTRIII
(BEHE)

B DWT, UTOXRGTREEIT> 7.
AEE « RETE

HIROFELER : CuBIK
FRRR : CuKafi

EER:300mA
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EEBE: 50KV
g SAAVEl N | VSl N
XIZDAHAE : 4°
[0043] (TG /DTAF—4DRIE)
BERHIITH/ONLCRIBERMNOEMgZEY., FILIZVL/IVIIDH, HF
BRICTAUE L, MERGIZUTOESY TH B,
GRIZE%&4)
EE:HINTIHAM IV ARETG DTA7200
BIERESEME: 30C—-250T
FEEE:10C/ %
[0044] (NMRAIZE)
NMRF—4%Znrd5HEIE. RELLZETOE—VZEH L TWAWES
NEET B,
[0045] (HP L CHIE)
(XYvy KA)
#5 4 : CHIRALCEL 0J-H, 4.6mmXx250mm, 5um (441 IL{LEETE)
RE 1 1, 0mL/ %y
U VigHRER : 284nm
BEIME  PLCRT7E R NUL /I FILT
(XYvy KB)
H S L o Unison UK-C18, ¢4.6%X100 mm, 3 wum (Imtakt)

VIR (1000 : 1)

i

U ViRHER : 265nm

MEIMEA . MY DA OB iAo O NS T4 —B7ENZ ML
BR (13:7)

BEMEB : RAE IO N IS T4 —RAT7ENZN)IL

ERAIESE  HAREARKNS00H

TS9N IOTIL%5RTICRT,
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[0046]

40

PCT/JP2014/083646

[&1]

TEATE ORE (47 BHEiHA (vol %) EaEB vol %)
0~5 100 0

5~35 100—45 0—55

35~50 45 55

50~50.01 45—100 55—0
50.01~60 100 0

(XY v RC)

A > L Unison UK-C18, ¢4.6X100 mm, 3 wm (Imtakt)
2
18

7 %%ﬁ]@ mL

U VigHRER - 248nm

HBEIMEA : M) 7L OEFEREIK
MEIMEB : iAo O NS T4 —RBT7EINZNMIIL
ERRESE  ERE AR5 E

ST NTOTSLERTICRT,

[3R2]
FEAROER] (53) BaEHA (vol %) BaEHB (vol %)
0~7 30 70
7~35 30—5 70—95
35~50 5 95
50~50.01 530 9570
50.01~60 30 70
BB, HPLCORFERBICIK., ZLDREEZSTCEDE L TEHAIND Y
EAH D,
hedl 1
[1646]
HO,C Cl HO,C  en,
g \@R/Lcozcﬁ
Cl Cl

VII'
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(TR1) k& (V1 17 ) O&K

ZRFEST. L&MW1 (2. 00kg) 21, 2—IARFITHY (
28. Okg) ICBM LT 25%LDAFT I SEROTISY—ATHY—
IFMRVEVEKR (13, 20kg) Z2—55CT1HREMNMFITETFL.
SOMEE#HLAE, N=HRILIILEILRY V(3. 74kg) D1, 2—-I X
h¥oT4> (3. Okg) BERE—55CT4O0NRMNTTHETL., 185
BB LE, 2—FKRAKR/7ORXRVEBRN)ITFIL(3. 74kg) D1, 2-—
IARNFIIHY (3. Okg) BREZOTCTAEHEMNTTHETL., 285
BT Le, RIGHKIC3 5 %MEKAKR (15. 8kg) 4 O4@EMNITT
MRLAE, K (16, Okg) #IlA. HiH L. BoN/AREALZK (8
. Okg) THEL, REERBEEZEELL, PEA=MYIL (16. Okg
) ZMA. 25CT1REEHLRL, OCICANMLTS5EE3 OpRE#RLL
o MHLEBREZRERL, 5CO7Er=MYIL (3. 2kg) THRELE
s BonERETSCTT7EMN MY (16. Okg) ICBELAE, 6
OCICAFL., 30DBE#R LA, 1EHEMNIT3I0OCTETAHAANL, 459
BE#E L, 409BMNITECTETHAAL, SBRBFERER LA, HHLALRE
maEIL., 5CO7EN=ZRYIL (3. 2kg) THELL, BONLKE
BETS5CTF7EI=MYIL (13, Okg) ICAMLE, 6 0CITARIL
. SONMEE®R LA, IHII, TEHENMNIT3IOCTETHAEL, 7 00HE
BLAE, 3OQMMNITETETAML, 4BRBEER LA, THLUALES
BELE, BCO7EM=RMYIL (3. 2kg) THAFEL., BIELTEEY
(VI17) (1. 63kg. INE51., 2%) 58k,

NMR (CDCl;) & ppm: 8.07 (s, 2H), 7.47 (s, 1H), 4.32 (q, 2H, J = 7.0 H
z), 1.79 (s, 3H), 1.38 (t, 3H, J = 7.0 Hz)
MAXBOIFOBREK 1 BLUTRIICTT,
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[£R3]

26 dfiE WEE | {HxERE
8.108 10.8953 56.3 44.3
10.78 8.20055 6.2 49

16.257 | 544785 127 100
19.185 | 4.62239 18.4 14.5
19.968 | 4.44294 23.9 18.8
22076 | 4.02312 4.88 3.8
24463 | 3.63573 12.9 10.2
24.801 3.58703 30.1 23.7
26.232 | 3.39442 15.5 12.2
26.63 3.34461 6.88 54
27.294 | 3.26469 8.86 7
27.871 3.19848 4.55 3.6
30.918 | 2.88984 5.05 4
31.317 | 2.85387 10.5 8.3
32.152 | 2.78163 10.3 8.1
32.84 2.72495 15.6 12.3
34.166 | 2.62214 3.55 2.8
35.122 | 2.55297 12.8 10.1
36.042 | 2.48989 4.74 3.7
37.931 2.37008 13.1 10.3
38.508 | 2.33593 5.61 4.4
39.028 | 2.30595 25 19.7

MARXIREFT AR MLICBWT, BFAZE (26) : 8. 1£0. 2°
, 16, 3+0. 2°, 19, 2+0. 2°, 20. 0+£0. 2°, 24,
8+0. 2°, LUW39. 0x0. 2° EILE—IHTEDHLNL,
EhHl 2
[0047] (&Y (X 17 ) DERK)
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Br Br Br
[; — OCH — OCH
OCH, 3 CH 3
Br 07 CH, HO" % ™™
3 4 5
Cl
Br
®
— OCH, —— —_—
n-CeH150” %, 0 pers
o H n-CgH130 lllCHS
H
6 7
/s /s 0
' Cl
NA\NHz VI N)\H -
—_—
OCH; OCH; ZNC0,CHs
(ICH JICH Cl
n-CgH;07 %, ° n-CeHi307 %, °
(VI
(1)
/s 0
N//\\N Cl CH
H 3
—_—
OCH; Z>coH
ICH cl
n—C5H13O H 3
(X1

(T 2) {t&%W4 DEK

ZRFHKT. t&¥W3 (3. 00kg) #1mo | /LavFOELTY
xoL70Y) RFAZSEROT7SVEKR (11, 40kg) IZ25CT1
BRI TETRL, 2BEBE#E L, Tmo | /LA4vOELT TR D L
2AY RFrSEROTZSVEAR (0. 56kg) #25CTMA., 28E[H
B L, RINRICN—X RFY—N—XFLFPEIPIR (1. 45k g
) Z25CT4O00EMNMITETL., S8OEEHLE, RIGEICT %IEEE
(9. 7kg) #MA. MLT> (11, Okg) THIHLAE, B5NhiH
WE#Z/KT2E (87. 5kg) k%L, BEZRBEESL. LEW4 (2
63kg) =5k,
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NMR (CDCl;) & ppm: 7.69 (dd, 1H, J = 7.7 Hz, J = 1.5 Hz), 7.55 (dd, 1
H, J =7.7 Hz, J =1,5Hz), 7.05 (t, 1H, J =7.7 Hz), 3.88 (s, 3H), 2
.64 (s, 3H)
ppm:

(TE3) t&%W5 DEK

EZRXFEST. &4 (2. 63 kg) iczoAal (1S, 2S) —N—
(p—MLVLIVRNEKZN) =1, 2=IT72Z)NIHVITIV] (p—¥
AV) WF=oL (II) (28. 69) . FhZErFATZY (1. 3kg
) RCRN)IFALFTIY (880, O0g) #A/k, ¥B (570. O0g)
Z40CTOEREMNTITETL, 1REERLL, REBKRIC3. 5%ER (
14. 4kg) #MA. MLTY (13. Okg) THHELE, Bi%E% 3
5%EM (14, 4kg) RUOK (7. 5kg) THEL., BEAEHTE
wL. EEMEDOMIVIVAKR (4. 44k g) &
(I#24) L& e D&

ZRFHKT. KBthUDL (6. 03kg) #XK (6. Ok g) ITA
L BRI, TRSTFALTPYEZULTATAR (182, 09g) &
MMEEMESDMILIVER (4. 44kg) EMAl, 1 —TOEAFHY
(2. 79kg) 26 0CTIBEANMNITHETL. 4RBFEERLE, RINK
WK (4. 4kg) ZMATHE L, BONEERBZMAREIO—XT
L, WRICMLTIY (3. Okg) RUK (7. 6kg) ZMMATHE
Lic. BRENSBEZRBEEZEELE, MLy (7. 8k g) #MATE
BaRBEEET5BFZ050EYRL. bEMEeDMILTIVEKR (10. 0
kg) 187,

(I#25) LEaMm7 OER

BEFHEST. v7/XV94H (301, 0g) . FhSerROT7SY (
1. 3kg). bMbTY (6. 4kg) RO 1mo | /LAVTOELTITR
oL 0O) RFESEROTSVAKR (432, 0g) ITiLEHED ML
TV@AKR (0. 50kg) #230CTmMA. 28R L, {LEWE6D
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IWIVEHR (9. 50kg) #50CTI3REMITHTL., 2BREHERL
oo 1—70FAFHY (746, 0g) Z250CTHMAT. 1BHEERL
feo 2—200-N—ARFS—N—XFJIFPEIF7IR (1. 78k g)
DhILIY (5. 3kg) BREZSCTIRENMNITETL. 1REERL
foo RISTRIC3. 7T%3EEE (16. 7Tkg) #MA. HELE, BONhiE
BEZ/K (15. Okg) THELALE., REREL. L&M7TONLTY
R (8. 25k g) &8/,

(T#6) k& (117 ) DO&EK

BREFEKT. F49L7 (1. 03kg).,. T4/—J)L (1. 2kg)
BRUOMLTIY (6. 3kg) IKILEHTOMIVAR (8. 25kg) %
6 5 CTIRMMTTHETL., 20EE#H L, RIGKICO. 7 %iEE (3
0. 6kg) Z#MATHEL, K (30. Okg) T2E¥EEL-, BIE
ICTH /=) (9. 5kg) . NS4 (10. Okg) RU'3. 5%iEHE
(5. 9k g) ZMATHE LA, BoNKBEE4%EHE (1. 5kg)
RUOTH /= (3. 5kg) ICLYBBENSHE LIEKEZEGH L. A
75> (10. Okg) THEHELTIY/—I (3. 1kg) #Mir, 8
%KEEILF R LKER (6. Okg) #5CT30HBEMITET L.
20pMEIEH L, 8%KEILF M) D LKABR (6. 8kg) Z5CTI1
SABMNFI TR T L, i LARRZEIL, 45%T4 ./ —ILKER (
10. 9kg) RUK (15, Okg) THELE (L& (1 17 ) OH
fHem) - Boh-liER%E=T49 /—J)L (8. 1Tkg) ICS50CTAMAL. 1
BEMNMFT1OCETAHRAML., SO0OEIRMH LA, K (10. Okg) %2
FREEAMT TR T L., S3O0NEER LA, fiHLARRZENL., 50%T4
J—KAH® (7. 5kg) RUK (10. Okg) THELEZ (TH/—
W KRICK Z2BERBEOLEES (117 ) OFR) . SohkiER%Z ML
TV (1. 6kg) RUANT4H> (1. 3kg) ICE5CTAMFEL. 18548
MFIT20CETHEL., 30NMEERLLE, ~ANTHY (6. 3kg) &3
ONEMITHETL., 1 59@EER L, fiHLABREZERL., MLy
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(0. 3kg) &nTHY (2. 3kg) OREEBETHESRR. LELTE
g (17) (1. 67kg, K44, 5%) 28k (MLTY /T
YURICIDBER/RIBEROLEES (117 ) ORR) .

NMR (CDCLly) & ppm: 0.84 (3H, t, J =7.0 Hz), 1.2 - 1,3 (6H, m), 1.35
(3H, d, J =6.5Hz), 1.48 (2H, m), 3.25 (2H, m), 3.61 (3H, s), 4.78 (
H, q, J = 6.4 Hz), 6.99 (2H, brs), 7.05 (1H, s), 7.16 (1H, t, J = 7.
7 Hz), 7.27 (H, dd, J = 7.5 Hz, J = 1,8 Hz), 7.81 (1H, dd, J = 7.6 H
z, J =1.9 Hz)

MARXIFEFTORBRER 2 BL VRS ICRT,
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[3:4]

20 diE | mE | ANaEE
8173 10.80873 22 6.3
10.15 8.70733 7.99 2.3

12.044 7.34226 10.3 29
12.526 7.06085 29.7 85
12.96 6.82519 25.5 7.3
13633 6.48972 302 86
15455 5.72849 227 6.5
16.399 5.401 330 100
16.74 5.29166 323 92
17.319 5.1161 6.26 1.8
17.734 499722 6.53 1.9
18.352 483027 141 4
19.025 4.66083 12 34
19875 4.46344 201 58
21.323 4.1635 9.66 28
21.65 410143 12.7 36
23.026 3.85932 47.5 13.6
23.32 381131 18.6 53
24 265 3.66492 56.2 16.1
24 .56 362162 248 71
24 944 3.56676 941 2.7
25234 3.52635 7.91 2.3
25556 3.48265 8.01 2.3
26.107 3.41041 16.8 4.8
26453 3.36656 26.6 76
27523 3.23813 9.86 28
28638 3.11453 591 1.7
29371 3.03844 5.3 1.5
30.268 2.95039 5.29 1.5
30.78 2.90248 6.06 1.7
32.347 2.76539 7.26 2.1
3311 2.70324 569 1.6
33.774 2.65169 15.2 4.4
35952 2.49588 14 4
36.615 2.45222 9.01 2.6
36.905 2.43363 11.2 32
38.207 2.35362 13.7 39
38.784 2.31991 7.98 2.3

BMARXBLEITARY MLICBWT, OIFAE (26) 12, 5+£0, 2
°, 13, 0+0. 2°, 13. 6+0. 2°, 16, 4+0., 2°, 23
0x0. 2°, 24, 3x0. 2° BicE—uhrBHOLEN,
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EER. A (1 17) OBER. T4/ -/ KRILLI2BHRZHROL
& (117 ) OERBLTCMIY /ATHIVRICLLIZBEREDOLEEY
(117) ORBEOAFHEDRRESZS42, M3, H4BLTHERLTIC
R5IITRT,

[£%5]
E—_mE FPHE (Ye. e. )
E&#(I)—R 161816
el omsEs :t:ﬁzzn’ ; —si 6694409 28
8 ) —
I8N/ KRIZESBHRSE :E ﬁzzn’ ; _:ﬁ 6;22;2: 96.14
FLIZV /AT RIZASBERE :E::EE;::E 67;:?;2 99.46

(HPLCIRLEEXY Y RAICTAELR, )

FERFROBRICRTEY. T4/ -/ KRICLZBEREERLT, b
WIV/ANTHVRICLDERERIZ. BVWAEREEZETSEEY (1 I
) DIEREHETZIENTES,

RIS, E&. &YW (117 ) OMESR. T4 /- KRICLH2BEHER
BOWEEYW (I 17 ) OBRBLCRNVIY /ANTHYVRICLZBR/REBO

&% (117 ) OEROHPLCOERARZ A, 6. 7THLVHE8 L
STICKRGICTT,
[36]
HBFEMA &) HRAHHB
R (49) 133 145 28.3
{t&hm ) oA 0.15 99.44 0.09
IH/—N s KERIZXLBAERE 0.03 99.80 0.08
FLIY /AT RIZEDEERE N.D. 99.93 0.04

(B, E—omEE (%) #59, N. D. . FHHEA5xd, HPLC
[T EEEXY Yy RBICTHEIE LS )
TRROF[BRICRTEY., T4/ =) KRICLZ2EHEREEEELT, b
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WIV/ANTHVRICLDBERERIE. BEAHYA S LCERTHYB %20
KWICRETED &A1 S,

(ZRR7) k& (VI 117 ) ODMS ORI D &K

BRFHEST. &% (117 ) (1. 50kg) R;™MeE® (VI I

) (1. 43 kg) ICEEETFIL (17, 6kg) RCMIIZFALT IV (
1. 09kg) ZIERMA., WL, ¥Y7x)bRRFA70)7T—h (
1. 46kg) #50CTIRENMNITETL. SHBEE®RLL, RINEE
25TICARL, 2. 6%IEE (8. 1kg) ZMA/E HMELE B
N-BHEIC6. 3%KELEFTMN)TLKAR (3. 2kg) RUG1 4%k
BFrr)OLKAR (6. 2kg) ZMAx. 200[FEHRLE, 8. 3%AE
BMTpH7. SICEAEL. LA, BHEZ 4. 8%IEILT MU D LKEA
® (11, Okg) TH%EL/<, DMSO (16. 5kg) #MMAi. EHEE
L7, DMSO (5. 8kg) #iMA. 40CT3O0HEMFTK (0.
9k g) #ETFL., 1BEHEHRLAL, 309BMNFIT25CICARL, 30
PEEH LI, 25CTI3I0NEMNMTITK (1. 4kg) ZFFL. KL
IfEREBER Lz, 90%DMSOK®EK (10, Okg) RUK (27.
Ok g) THE%R SBELTEEH (VI L1’ ) ODMSOMMH (2.
98kg., NEKI95. 2%) ODEREST -,

TH-NMR (CDCl,) & :0.87 (t, J = 6.8Hz, 3H), 1.20-1.34 (m, 6H), 1.37 (t
, J =7.1Hz, 3H), 1.44 (d, J = 6.5Hz, 3H), 1.52-1.59 (m, 2H), 1.77 (d
, J = 1.3Hz, 3H), 2.62 (s, 6H), 3.28-3.34 (m, 2H), 3.59 (s, 3H), 4.31
(q, J = 7.1Hz, 2H), 4.83 (q, J = 6.5Hz, TH), 7.16 (t, J = 7.7Hz, TH)
, 7.40-7.43 (m, 2H), 7.51 (s, 1H), 7.68 (dd, J = 7.7, 1.8Hz, 1H), 7.9
2 (d, J =1.3Hz, 2H), 10.58 (s, 1H).
MARXIZEFOBRER I B LVRT ITRT,
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[%&7]

20(%) dfis HEE | HXTREE
52| 16.8509 5233 67
7.0| 126175 2757 35
8.7| 10.1091 1896 24

10.5 8.4182 4446 57
12.3 7.2134 2505 32
14.0| 6.3205 1411 18
14.8| 59887 1837 24
14.9 5.9407 2302 30
15.8| 56184 7927 100
17.1 5.1811 607 8
17.5 5.0521 1225 16
19.3| 4.5952 7284 92
19.7| 44937 897 12
20.0{ 44359 815 11
21.1 4.2149 800 11
22.2 3.9974 574 8
225 3.9518 2357 30
229 3.8803 1576 20
23.5 3.7762 947 12
241 3.6927 3019 39
245 3.6274 1091 14
24.6 3.6129 1554 20
249 3.5786 565 8
25.7 3.4582 639 9
26.4 3.3707 547 7
29.6 3.0134 979 13
300 29781 701 9
395 22773 718 10

MARXRREITZARY MLICBWT, BFAE (26) 5. 2° £0. 2
°. 7. 0°£0. 2°, 8. 7° 0. 2°,10. 5° £0. 2° . 1
2. 3° 0. 2°, 14, 0° £0. 2°, 15, 8 0. 2°, 19

3° +0. 2°, 22, 5° £0. 2° $&LU24. 1° £0. 2° II¥
— I DEH LN,

TG/ DTADHEREZE1 OICRT,

RIS, FERSEF ICERORBLZEYS L O LEEDMS OftNERD
HPLCO#ERZ& 4. M1 1H5LUET12, H13BLUKT 4, bt
ICR8ICRT,
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[=8]
A#THMC | AEFHHD | LE5M(VIN) R (%)
TREFEERE (53) 29.1 295 30.8 HBETHHC | FRFEMD
=EREY 022 0.04 96.79
{t5¥H(vin’)
DMSO 0.23 0.02 99.24 BEHRLL 56.23
0¥
(BfLlk, E—2@EE (%) #5R-F, HPLCIFEEEAY Y RCICTHEL
feo )
FERROBRICRTEY., HHKRELET S, & (VI T ) @
DMS O DIERFICIE, BHEAHYD OBERELN DL, #5 6 %hE
TEXDLZEDDH 5B,
(T} 8)
ZRFEIT. &M (VI 117 ) ODMSOfm¥ (2. 50k g)

ZIXN/)—JL (15, 8kg) ICAMRLL, BRIC24%KEEFN)D L
97kg) #45CT30NEMTTETFL., IBEEHRLA
8 k

KiEmw (1.
o RINEZ25CICARL, K (20, Okg) RUTH/—IL (7.
g) ZMAilz, 18%EEE (2. 61 kg) #25CTI3I0OLBMNTTET
L. REFX#A 2 SICRRBDFEICK > THELLBREMA 2, 3SREIER
Lictd, —REs@E L7, D%, B LAKREZERL. 50%Ty /-
KB (14, 2kg) THEE RZELTEEY (X117 ) (1. 99k
g. IXNEL9 3., 9%) =B,

NMR (CDCl;) & ppm: 0.87 (3H, t, J =6.8 Hz), 1.2 - 1.4 (6H, m), 1.48
(3H, d, J = 6.4 Hz), 1.52 - 1.64 (2H, m), 1.86 (3H, d, J = 1.4Hz), 3.
35 (2H, t, J = 6.7Hz), 3.55 (3H, s), 4.87 (1H, q, J = 6.3 Hz), 7.25 (
1.6

MH, t, J =7.7Hz) , 7.41 (1H, s), 7.49 (1H, dd, J = 7.9 Hz, J
Hz), 7.51 (1H, dd, J = 7.5 Hz, J = 1.8 Hz), 7.65 (1H, d, J = 1.4 Hz),
8.33 (2H, s), 13.4 (2H, brs)

MARXFREHFTORREM 1 5ICRT,
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[0048] LEEEEHI2OTIRT7 EEKICLTUTICRTEEH (VI T ) OF
BN EHET 2 ENTES,

(BEHI1)

(e&% (VI 117 ) o7& b {dnERoan)

(T#1)

ZRFHKT. & (117 ) (10, 03g) R&™Me&EY (VI 17
) (9. 60g) IChTY (43, 3g) RUMNYIFITIV (6. 6
79) ZIERMA. WL, P7xZ/)ARRFO2OYF—b (8. 85
g) Z45CTIEEMNITETL., SEAEE®RLE, RISBEZ25TCICH
L. LIV (34. 69g) RU'2. 4%EM (54. 1g) Z2NA. #
Bl Bon/BHEIC4. 4%KEILF M) D LKAR (22, 349)
RU3. 3%EBFT M) ULKAR (31, 6g) ZMA. HHLE, B5
Ni-E#EE 4. 8%RILFTNIILKAR (74, 69g) THEL., EK
M, M) OLTEELL, REZREEEZESL. (BEM (VI 117 ) (
19. 539) ORBEZEYES .

(T#22)

(k& (VI 117 ) (300mg) Z2=FTF. PEh>Y (200ulL
) ICBE LTS CT2HAE#REB LK. MELABRZEMNL. KoLk
0%7t hvYKBRTHEL. &YW (VI 117 ) o7t b idme (1
63. 2mg) DORERES,
MARXIZOFORRER1 6 BLUVRIIIRT,
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[£R9]
20(%) dfis HEE | HXTREE

52| 17.0459 3476 14

6.9| 12.8002 25716 100
104 8.5317 11812 46
12.1 7.3084 2024 8
13.8| 6.3933 7151 28
15.0 5.8857 1365 6
15.6 5.6829 22786 89
17.3 5.1157 3663 15
19.1 4.6525 25259 99
208 4.2630 2820 1
223 3.9868 831 4
22.6 3.9380 3249 13
229 3.3736 830 4
231 3.8438 999 4
239 3.7140 2440 10
243 3.6568 12465 49
24.7 3.5957 1461 6
25.6 3.4822 1154 5
26.1 3.4113 2363 10
28.0 3.1818 756 3
28.8| 3.0932 628 3
29.7 3.0095 1667 7
333 26915 892 4
386 23282 894 4
392 22963 2123 9

MARXIREF AR MLICBWT, EffAE (26) 5. 2° £0. 2

. 6. 9°+x0. 2°, 10. 4° £0. 2°, 12, 1° £0. 2° |
13. 8 £0. 2°, 15, 6° £0. 2° [ 17. 3° £0. 2° | 1
9. 1° £0. 2° [ 20. 8° £0. 2° B8&Ur24. 3° £0. 2° C
E—I B 5N,
TG/ DTAZHERER1 7ICR7,

[0049] (Z&H12)

(e&m (V1117 ) OBRERMANDERZDOSNK)
EEZEFTOIRTICHE>TERLE, & (VI T 17 ) (500

mg) #=;RTF, Tmo | /LEILKE—a4YTO/NR/)—=IAK (0. 89
mL) ICARBLTCSCTA4HEHEL-, TELEREE L. KSLE
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QO0%7ERZMYIKBERTHEZL, £EW (VI 1 17 ) OERRSINY
(373. Omg) DEREE,
MARXEBOFORREAR1 8B LUxR1 0ICRT,

[5k10]

20(°) dfis HEE | HXTREE
5.6| 156566 5303 100
8.5| 10.4184 561 11
10.0 8.8380 577 1
10.8| 8.2002 3915 74
114 7.7556 838 16
14.0| 6.3026 999 19
18.00 4.9240 1232 24
18.3| 4.8545 583 11
19.7| 44982 2165 1
19.9| 4.4491 1585 30
205 4.3372 2902 55
219| 4.0478 665 13
22.6 3.9380 1641 31
228 3.8971 1252 24
23.7 3.7542 2836 54
248 3.5843 2459 47
25.5 3.4929 875 17
26.0 3.4268 725 14
26.3 3.3858 555 11
27.2 3.2758 1573 30

MARXIREF AR MLICBEWT, EffAE (26) 5. 6° £0. 2
. 10. 8 x£x0. 2°, 14, 0° £0. 2°, 18, 0" £0. 2°
.19, 7° £0., 2°, 20, 56° £0. 2° [ 22, 6° £0. 2° |
23. 7° £0. 2° [ 24, 8° £0. 2° B&Ur27. 2° £0. 2°
ICE—=IEd 5N,
TG/ DTAZHERER1 9ICTT,
[0050] (&&EHI3)

(e&m (V1117 ) ORBEBERMANMERDOEH)
EEZEFTOIRTNICE>TERLEEEH (VI T T ) (500m

g) RUOZLZEEEE (220, 9mg) #=FETF. 7Eh=MJJI (2. 5m
L) ICABELCS5CTAHBE®HELL, TELEREZRIIL. KaLE9
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O%7E M KNYIKBRTHEL, & (VI 1 17 ) OXBERAMN
¥ (521, 6mg) DERESE,

MR XEOIFOREAHM20B8L0EF1 1ICRT,
[R11]
20(°) di i | HxTREE
47| 189468 6374 41
5.8 15.2251 4543 29
6.8| 13.0649 8417 53
10.1| 8.7680 1037 7
117| 75317 1846 12
136| 6.5246 15904 100
139| 6.3658 2619 17
162| 54735 1265 8
166| 5.3488 2329 15
180 49186 1080 7
18.3| 4.8492 6076 39
186| 4.7665 2331 15
202| 4.3881 12675 80
218 4.0735 1414 9
232| 3.8373 2235 15
236| 3.7730 1265 8
240 3.7048 3695 24
243| 3.6568 2994 19
250/ 3.5533 1661 11
252 35283 1722 11
255 3.4929 1062 7
26.8| 3.3287 1317 9
272| 32758 1860 12
274| 32547 1254 8
293| 3.0456 1229 8
30.1] 29626 2721 18
36.3| 24741 1564 10
BMARXBLEITARY MLICBWT, OIFAE (26) 4, 7° £0, 2
° . 5. 8 +0. 2°,. 6, 8 0., 2° .11, 7° £0. 2° .1
3. 6° 0. 2°,.18. 3° 0. 2°, 20. 2° 0. 2° . 24
0° £0. 2° ., 24, 3° £0. 2° 8&130. 1° £0. 2° ¥
— O hEDH SN,

[0051]

TG/DTARHEREZM2 1IZR7,
(BEH4)
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UE&% (V1 117 ) Op— MLA LB MSESDER)
FERBEHIOTRICR>TARLALE (VI 117 ) (500m

g) RUp—MILAINEEER (243, 6mg) #=8F. 7h=hY
(5., OmL) [CBRBLTA4HARELL, MELAEBREZREIIL. KD
LE290% 7MY LKBRTHEEL, EEH (VI 117 ) Op—§
LA VBRI (588, 2mg) DERESBL,
MARXBEFTORREM2 25 LUK 1 21T,

[$&12]

20(%) dfis HEE | HXTREE
45| 19.4473 9583 100
5.9 14.9672 2067 22
6.8| 13.0649 2219 24
9.9 8.8912 822 9

11.8| 7.5062 2887 31
13.6| 6.5151 7909 83
13.8| 64210 5851 62
15.9 5.5763 1136 12
16.3 5.4401 2364 25
17.3 5.1157 866 10
18.00 49132 3438 36
18.5| 4.7920 1492 16
19.7| 44937 2480 26
19.9| 44491 3772 40
20.3| 4.3667 2523 27
215 4.1335 2237 24
219 4.0478 832 9
226 3.9242 1309 14
23.8| 3.7293 3701 39
24.5 3.6333 1137 12
248 3.5900 1425 15
25.1 3.5449 1518 16
26.5 3.3582 2469 26
26.7 3.3311 2892 31
27.2 3.2805 1243 13
27.7 3.2133 876 10
301 2.9703 765 8
366 24519 640 7

BMARXBLOIFT AR MLICBWT, OFAE (268) : 4. 5
. 5, 9° £0., 2°_, 6. 8 0. 2° .11, 8 £0. 2° 1
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3. 6° 0. 2°, 16. 3° £0. 2°, 18. 0° £0. 2°, 19
9° £0. 2°, 21, 5° £0. 2° &023. 8° £0. 2° LK
— I BRH LN,

TG/ DTASHEREE2 3ICTRY,

RIC, ERFI2OIR7 BHOHMERS LT L7 b AIYESR. 18
BANYER REEBNNMERS LT — ML VB NDESROH P
LCOEREZR A, M1 1E8LUMT1 2, 248425, 268 &
U227, H288LUM29, H30HBLUHI 1, ALIIFKRT IR

ER
[5=13]
Hi#F#MC | A8FEHHMD | £ (vin) BrE=E (%)
fRER (5) 29.1 295 30.8 HiBR§HC | FETHEHD
I E 022 0.04 96.79
{L&¥ (v’ )
7R 024 002 98.60 ErEsRiaL 54.64
ik
{E&¥(vin’)
1EEe 0.25 0.03 98.90 [ZE L 27.06
¥

{E&H(vin’)

LEEEE 0.16 0.03 99.44 26.48 22 55
¥

{L&vm’)

p—hMLALEE 0.18 003 9931 18.93 1167
it

(A, F—omEE (%) #25-:9, HPLCIZEEAY Y RCICTHIEL

7o )

LERROBRICRTEY., HERELE®RTDE, k& (VI T ) O

TN AMDORRF S L CEERAMIOBRFICIE. BHAHYD 0%
BERDRL, £42M55%. 27 WHRETEDZ /DD S, Tk, L&
(VI ) OREBEBRNMYOBERFICIE. BRAHYC S LTERK
AHD DEFEHNDRL, £2H26%. M2 3%NRETEDLZ&DDND
o ILICCAEEM (VI 117 ) Op— LA LBERAINMOBRFICIE. B
BAMPCHEIUDDEEN DAL, 481 9%, M1 2%HRETESZ
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EhhB,
EEX EDOF AT

[0052] AFBORESZEIE. NOVARRIFUVERATI_IAMEB%EET 5
FEMERT, 3—-FFV-LNFERKE EXRELTIEMICERET S0
ICBERTH S,
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[55KIA1]

[553K1R2]

[553KIR3]

[553K1R4]

[E53KIR5]

Fm R DEIH
X (1)
[{E1]
x1
@]
R1 (I)
R3\O H—RZ

(X, XiE, REEE ; R'E, C1—-C37IFIAFTEFLIT
NATVRF; R2ELVRE, FL2HBILTCT1-C8F7IFI
) TRINZEEMEFADLT7ERBIE, & (I 1)

[12]

(XA, R'. R2BIVRIFLEBEARE) TRINZIEEWES
fonkLtix (I 1) TRINZEMERERLET S Ea2/FHE
5. R (I 1) TRINDLENOERZDEESE,
FEBMABIC L YRBRIET 2 ARHME T 5. BRE 1 BHOBS
DEGES &,
MLIV, F2LY ATIVBLUANFHUDNORZENSL TRUE
BIRINZIMBEERBEICSLYRRIET I HEET D, HERIET
2 BHOBROEES L,
MLIVELGFILIUDNLERINDG 1 TG 205BE. BLU.
ANTHVFEREAFYHUDLBRING 1 T2 DBEDOREAE
FYUBRETIIEERHMET D, BFRE1 ~30VWTFhHICEE
DiERDEIES I,
MVIVESLTANTIVDOREBBICLYRRIET DI EE2/HHET
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[E53KIR6]

[553KIR7]

[53K1R8]

[553KIR9]

3. BRKE1~40VWTFNMEBOBROEES L,

R'A, XFIAFITHY ;

Rz, XFITHY ; D

R3S, n—AFUITHD, BREI1I~500WTFNicZHOR (
| 1) TRINZIEEMOBRBOEESE,

wREicLY, R (1 1) TRINDEENOBEROERRIMY % 1
SEEWUTICKRET S 2/ ET 5, FKRIECBHDBRD

REFHE,

X (1) TRINZIEEYOBROAEMEN. 97%e. . KU

FTHB, BREGFLIETDHOBROEES %,

BEOEET. R (V)

[1t3]

HO.C R*
T
R5
(XA, R4BLURSIE. FLAHILTNATFVIRT)
TREINBEEME., RILIVERFEE LT, N=FRILIILEILKRY
Ve N=RILIWERYIVELIEN, N=IUXFIFRILLTIR%E

RSS2 T,
BL, LEIBROEmRMIC. X (V1)
[184]
RB
)—P(OXOR®), (VD)
R’O,C

(R, REBLUVRIF, FLHMILTC1-C37IFI; RelL
BRBIILTC1—-—C37IFI) TRINDILEYMERIGIES
TiR%, EELO—TIRELTEEMICITI & Z#/FEHET S, & (
Vi)
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[55K1R10]

[55KIR11]

B RIR12]

[1£5]
HO,C R4R6
- 0 (VI
R® O. g7
(X, R4, R5, ReBLURIF, LEBEAT) THRINBILE
MOEET

EEMNLDA, KHMDS, LHMDS, n—=J7FILYFILEFEIE
72V FOLTHD, BEREIZEHORN (VI 1) THRINBL
BYOEES &,

R*BIUVRH, HIIBRFEFTHY ;

ReM., XFITHY ; D

R7A. TFILTHD, BFREIFAE10BHOR (VI 1) TR
TN LEMOEESE,

x (1)

[1t6]

(XA, RYUE, C1—-C37NFINAFFLEFNOFVEF; R
2BLTR3E, BLAMHIILTC1-C87IFI)
TrRIhditawes. X (VI 1)

[167]

HO,C R*

RB
A0 (VI

R® O. 7
(R, RABLURSE, FRAMILTNOTVEFT; REBLUR

W, FAHWILTC1—-C37IFI)
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TrRIhpeemeRiGItE, X (V11 1)
(18]
R“R6

NGO (VI
R® O.

R7
(XA, R, R2, R3, R4 RS ReBLTR7IF, LE&EFR)
TREINZLEWMES.

BonfcERZX (VI L) TREINZ(LEWE. BRETDEIE%

BEETSE. X (VI ) TRINZ(LEVMORBROEET %,
[E5>k1E13] RTAN XFILAFTTHY ;

R2A, XFLTHY ;

R3D n—=AFIILTHY ;

R‘BLVRA, HICERRFTHY ;

ReM, AFITHY ; D

R7H TFILTHD, FRE 2HORKX (VI I 1) TRIND

L EMORRDEESE,

[E53R1R14] faemibic&Y, X (VI 1 1) TREINDZIEEDORRZDBEHEAFHY
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Box No. 11 Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L I:l Claims Nos.:
because they relate to subject matter not required to be searched by this Authority, namely:

2. |:| Claims Nos.:

because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. |:| Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. 111 Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:
See (extra sheet).

L As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. I:I As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

3. |:| As only some of the required additional search fees were timely paid by the applicant, this intemational search report covers
only those claims for which fees were paid, specifically claims Nos.:

4. I:I No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest |:| The additional search fees were accompanied by the applicant’s protest and, where applicable, the
payment of a protest fee.

I:I The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

No protest accompanied the payment of additional search fees.
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Continuation of Box No.III of continuation of first sheet (2)

Document 1 (WO 2009/017098 A1) discloses: a method for producing a
compound (12), which comprises reacting a compound (11) with thiourea
and then purifying the resultant product with toluene; powder X-ray
diffraction data of the resultant compound (12); a method for producing
a compound (20), which comprises reacting a compound (19) with thiourea
and then purifying the resultant product with toluene; and powder X-ray
diffraction data of the resultant compound (20) (examples 3 and 4).
Because the powder X-ray diffraction data of the compounds (12) and (20)
are disloced in documentl, it can be said that each of the compounds
is crystallized with toluene and is therefore produced in a crystalline
form.

Claims 1-3 and 6-8 have no special technical feature, since said claims
lack novelty in the light of the document 1.

Next, in claims 4 and 5, a special technical feature “(a compound
represented by formula (II)) 1is crystallized with a mixed solvent
comprising one or two solvents selected from toluene and xylene and one
or two solvents selected from heptane and hexane” is found.

Accordingly, claims are classified into three inventions which
respectively have different special technical features indicated below.

Meanwhile, claims 1-3 and 6-8 having no special technical feature
are classified into Invention 1.

(Invention 1) claims 1-8

Eachof the inventions describedinclaims 4 and 5 has a special technical
feature “(a compound represented by formula (II)) is crystallized with
a mixed solvent comprising one or two solvents selected from toluene
and xylene and one or two solvents selected from heptane and hexane”.

Claims 1-3 and 6-8 having no special technical feature are classified
into Invention 1.

(Invention 2) claims 9-11, 20 and 21, and the parts of claims 22-25
which refer to claims 20 and 21

The special technical feature of each of the inventions described
in the claims resides in a method for producing a compound represented
by formula (VII) by carrying out multiple steps sequentially as
substantially a single step, which is described in claim 9.

(Invention 3) Claims 12-19, and the parts of claims 22-25 which refer
to claims 12 and 19

The special technical feature of each of the inventions described
in the claims resides in a matter that the inventions relate to a crystal
of a compound represented by formula (VIII).

Claims 19 and 21 describe inventions which belong to the same category
including all of the matters that specify the invention described in
claim 1. However, the technical feature of the invention described in
claimlresides inamethod forproducingacrystal of a compound represented
by formula (II), and special technical features that are supplemented
in the inventions described in claims 19 and 21 reside in “a method for
producing a crystal of a compound represented by formula (VIII)” and
“a production method involving a step of producing a compound represented
by formula (VII) by the production method described in claim 97.
Therefore, the technical relationship between claims 19 and 21 and claim
1 is tenuous.

Therefore, claims 19 and 21, and claims referring to any one of claims
19 and 21 cannot be classified into Invention 1.

Ww
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