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BERR., BERBABRLGEOBROYTIAV N, FULIEL, BEER
. EE. bR, Ry FT—FELLTHERAGHERMICERY B,

5 fie 451l

UTICERGIZH T TAFBAZSSITH LSBT AN, KFERXZOE
HEHIDHIBREEINDEDTIEALY,

Ft-, EFFOETEERZEQ 1 OLBILEAMERQI10LNDESIF
. FEEHPLCHIFICKYRDI=A, Bon-ExRAEERQ1 0 LEER
HEBRRQI1O0LENDESLIEX, XERICKITAHALEREZRETS2HDTEHAN
o BH. AERFITEIETEEERQ1 0 LBRIEEFEERIQI10NEELE
BEICKRRET S0, #ERQ102E (BLEHERQ 1 0 LETIME
ZQ10NEFE) FITHOIETEMERQ1 0NEEZ IExBmESR
QT1ONEEL] ELTNA—tEUFTRTIELT D, HIZE, TETREE
FQT1O0NEELN20%] ERFELESBEE. ETEEERQ 10 LE1E
REREQ1O0NEELN20./80THEZLEEKT D,

(HP L CHa#H&EH)

H5L: SYMMETRY C18 (Waters8) 250mm (&)
4. 6mm (AR . B ; C,H;0OH : CH;0OH=4:3 (v : v) .
BHERE: 210nm, i ; 1ml./min, ExE@EERQ1 ODFE
B 9. 1min, BIEEHERQ1O0ODREFRM,; 13. 83min,
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[0114] (EHEHI 1)
RI1CEHLEZEDVERY (d—JERY) EIR/—)LE, 25m |
HEECHML, SJITBREEMERQ10%200mg (0. 23mmo
1) . BEXHELTL—FRANLENLNILET—F576mg (6F4=)
EARMLT, BHRAZERERML-KR, 80°C, 1 6HFHEEHRIFLTET
RIGZEiT>z. RIEBRORIGERDETEFMEHRRQI1IONDEELER1ITR
T, £, LBHRELTIF/—ILERMLEI > -HERELEHETE
[ZRY,

[0115] [%1]

JERVEME| EtOHFEME |[ExEHERQONDEEL
] ® ) (%)
&R 3.00 0.00 34
Run.1 297 0.03 88
Run.2 1.50 1.50 93

[0116]  (EfEHI2)
R2ICEHLEEDVERY (d—JERY) EIR/—)LE, 25m |
HEECHML, SJITBREEMERQ10%200mg (0. 23mmo
1) . ERFIELTL—F7RIIEVE245mg (6fEHE) ZARMLT
. BRRNEEZRERL-%E. 80°C. 1 6BHHEREBELTETRIGET>
fzo RIGEDORICEFDETEMBERQIONDEELETR2ITRT, Fi-.
HBHMERE LTI/ —IILERMLGEN>HBRLEHDE TR 2R,
[0117] [%2]

J

YEREME | EtOHFME |[ExBPAMRQIONDERL
® (8) (%)
HEBHR 3.00 0.00 0
Run. 1.50 1.50 70

[0118]  (SEHEHI3)
RIICEHBLEEDYERY (d—UERY) EKE25m | HREITH
mL., STICEEREEEEQ10%200mg (0. 23mmo |) | EX
BlELTL—F7ARAOIEI/NRILET—RE576mg (6fFHE) ZARMLT
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. BRRNEEZRERL-%E. 80°C., 1 6BHHEREBELTETRIGET>
fzo RIGEDORICEFDETEMEERQ I ONEELERIITERT, Fi-.
R E L TKERMLULGEN>BERLEHLETERIITERT,

[0119] [%3]

JERURME| KENE ErimERQI0DERH
| @ @ (3%4)
[fASESE 3.00 0.00. ;
Run.1 2.85 0.15 : 95
Run.2 2.70 0.30 . 95
Run.3 2.40 0.60 93

[0120]  (EfEHI4)

JERY (d—UERY) 2. 85gé&, RAIREBELETILI—-ILEF
DERMFNLZO0. 156g%, 25m | HBREISHML., CTICBEEMmEERQ
10%200mg (0. 23mmo ) &, ERFIELTL—F7RILENL
NWILET—F576mg (6fFHE) ZHRMLT, BRAZEREB L&
. 80T, 1 6HFHEHRFELTERIREZ{To=. RIGRDRIGRFDE
THEERRQI1O0NEELFERLITTT, £, EBEIAFKELTIYERVE
3. OO0 gfEALAMAZRMLAN>I-FERELEDLETRALITERT,

[0121] [%R4]

wmm#E ﬁiﬂﬁﬁ%gmmiéﬁ
HESR |Hmm 34
Run.1 A /—IL 88
Run.2 2-JR/—)L 89
Run.3 1-7R2/—IL 89
Run.4 Jorrygya—iv 63

[0122]  (EHEHIS)

JERY (d—UJERY) 1. 50 gtRSICHRHL-FEmBFEFIRIED
FONTO—LEDOFMFEZE1. 50g%25m | HBREISHML, 2
CICBEEEEFEQ10%200meg (0. 23mmo |) &, EXFIEL
TL—FARALELINILET—F576mg (6EHE) 2HRMLT, B8
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RNEEREW|L-E, 80C., 1 6 FEIEHRFELTERREZITo=. K
SEODREETDETEEERQ1IONDEELERSITRT, £, &
RELTYERVZES. OO gFERALAMBAZAMLEGE,>-ERLEDE
TRS5ITERT,

[0123] [%5]

A BExR@gBER00ERE

(%)
HBxER i3] 34
Run.1 STy EO— () 11
Run.2 FhIYEYURVEF L VBIRTIL 80
Run.3 FrSTURYUEBEVY/ LA VBIXTIL 77
Run.4 HEBE/FUEIVE (50UVFR) 100
Run.5 E/ALAVBTOELYT) a0 82
Run.6 E/RFPUYUVETOELYS) o)L : 65
Run.7 HIUBE/IYEVE (FLALUR) 77
Run.8 FESTYEYIEI SO VBIATIL 100
Run.9 YLEAVEBE/ AT LA VBIRTIL 100
Run.10 LaEt LA UBIRATIL 75
Run.11 LiFy 100
Run.12 FUEYESARATFFTIVIBIATI 99

%) STULTYEO—L  KBRteEkReds 4> o7y FGDO—D) | EREE
B:TELTALSIVE. STIUNT)Ea—LERO6%. HE/ )Y F4%&H

[0124]  (EfEHI6)

JERY (d—UERV) 1. 50g&EOGICEEH LTI —ILEXIE
AREESAFORMAS 1. 50gZ26m I REREITHEML, T
AEEREQ10%200meg (0. 23mmo |) &, EXTHIE L THRH
HY (ERS. EY2/Sz/—)L) 2. 00g (10fEEE) #FmMLT,
BRANEEZEHL L%, 80°C, 1 6 MR ERLTETREZITo 1=
o RIEBOREBRFPDETEGHERQIONEELEROGITTRT, £z,
BHMRELTUERVE3. OO gERLAMAIZRMLAN > -HERLE
HETERG6ITFRT,

[0125]
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[56]
pry)ip:il BEXxREEBEZEQONERL
(%)
[ EE 3y I 30
Run.1 IR/—IJL 100
Run.2 LoF 100

[0126] (EHEH17)
A—ER1. 560 geR7ICEHL-FEERHFFORMAE1. 50
gx25m I HREICHML, CIICRLEEERFEQ10%200mg (O
23mmol) &, EXFIELTL—FRIILEVE245mg (618H
B) ZHAMLT, BHRAEZEFRER L%, 80°C. 1 6HMERERFLT
EXREET>1z. REEORGBEFOETEFEEREQI10NEELERT
[SRT, Ff-, EBEMFELTE—ER2E3. 00 g EALFEMAIZEFHMN
Lam-T-#ERLEHETRTIIFRT,
[0127] [&7]

F ﬁf@ﬁﬁﬁgmmiﬂﬁ
HEHE |mEm 4
Run.1 FRSHYEY TSI ABITXTIL 64
Run.2 LirFs 99

[0128]  (ZEHEHI8)

EHRL>1. 50 g&HR8ICEEBLI-T7ILa—/LE, KXITFEEEH
FOARMAIZT1. 50gZ25m I RERECHAML, CIICRELEGEEKEQ
10%200mg (0. 23mmo ) &, ERFIELTL—F7RILENL
NWILET—F576mg (6fFHE) ZHRMLT, BRAZEREB L&
. 80T, 1 6FHEHRFELTERTRLZ{To=. Ron=-RIGKRFDE
THEERRQI1O0NEELER8ITTT, £, K ELT, EYRL
E3. OO0 gERALAMBZFTMLEN>IHEREEHLETERSITTET,
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[0129] [3&8]
Fin#El BrHEBEQIONERL
(%)
thE % SR 35
Run.1 IH2/—I)L 76
Run.2 7K 100
Run.3 1-TH/—b 75
Run.4 FrSHYEYLEIFTI)BIATIL 75
Run.5 LirF 99
[0130] (Eref 9)

EHHRLY1. 60g&RIICEH LTI - ILEXTREEERED
AMFE1. 50gZ%26m | REREITHRML, CCICEIEREMERQ10
%200mg (0. 283mmo |) &, ERXFIELTL-—TFTRIILEVE2
45mg (6fF4E) ZRMLT, BHRRNZEREML-&, 80°C, 16
RS RFL TEIREZT >z, REEORGEFDOETEHERQ 1
ONEELZERIIITY, Ff-. LBAKRELT, EH¥RLUEZ3. 00¢g
FERLAMBIZRZMLEN>-HERELEHETERIICIRT,

[0131] [%9]

ZmEl ﬁiﬂﬁgﬁgmefE‘
HER smEN 31
Run.1 I&i/—)\ 79
Run.2 FrSHTYRYUEISVVBETATIV 73
Run.3 LirF, 100
[0132] (ZEREHI 1 0)

JERY (d—YERY) 26. BkgeIB/—JLO. 27 k g 2RI
BHRICHEML, SIICHREEEERQ10MERZ20kg(23. 2mo 1) &
ETHELTL=—7RANLE/SILET—F1. 845 (17. 3kg, 4
1. 8mo |) ZHFMLT, REBEHRNZZEREML-&, 80°C, 24K
FRERELCEIRGETL., EXBEEREQ1 028E T HEEMER
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fzo RERIZBON-MHBRMEZTOEERNBRYMET I ESF YT A TE
IWEHZE, BEICEYERLT,
[0133] (ErEHl 1 1)

EiEfl 1 ~9 TH-. REEZROETEMBEFREQ 10 LETAZELHEREY
&, EEF1IOTHERBLIZESFUYI A TRILE, ThEN, BERF.
25CT1EMBAKRELE. REROETEGEZQ1 ONDEELIL, REHR
IREFDIEL VIETLTWVEd o1,

[0134] (LLBA5l 1)

JERY (d—UJERY) 1. 5g&R10ICRBELEEHFMF1. 50
gZ., 25m I AREICHML, Ekfl 2 LRLAET, BRIEEBERQ1
0%#200mg (0. 23mmo |) , ERXFIELTL—FROIEVEE2
45mg (6fF4E) ZRMLT, BHRRNZEREML-&, 80°C, 16
RS RFL TEIREZT >z, REEORGEFDOETEHERQ 1
ONEELZERT1O0IITY, -, EBEARELTYERVEZ3. 00 gfE
RALAMAZR/ZMLEGEI>-HERLEDLETER1 0ITTT,

[0135] [%&10]

#hn#El ExifEZEQONEEL
(%)
A FTE 3 s n 0
Run.1 HTI)IVER 1
Run.2 Sy R 1
Run.3 LA 0

[0136] RIE, XFEBRADEAKMGZEFRRO N DNEFHMICHALLLS, HEXETH
NIEREN-BEORERKICIE., FEADHTEF AN SREMITERL LG
HETHRAGBELEEZLT CLETRETH D, #E->T. TDLIGREBE
RUZEEDL, IXNTREDHEROEETHER SN AEFEADNEM & HEIRNI
BEENDHLDTHS,
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[0137] AHFEFZEATHEIN-HE2010—097263%H@ELTHY
. FORBIEIABRHEZIZ2TEEINDZEDOTH D,
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[FERIE]

[FERIE2]

(5 RIB3]
(5 RIB4]

[FE3RIE5]

[FE3RIE6]

FERIET]

[FE3RIES]

REOR D&

FILa—)LEE, K. REFEFIRVCST LT Y O0—ILh5%d
BLUBIhILLGEL 1 EORMBIOEET. TILRVERT,
EXHZERAVTRILEFEERQI102ETT I LER/MET D, &
TEEERQ 1 0NEEAE,

FILA—LENRFBR I ~4D1E7ILI—ILXEERFH2~4D
2ffi7ILI—ILTHAHERIE 1V ICEBOREESE,

FILA—ILENTR /) —IILTHAHFEREIIEEBOEERE,

RESEEFRIN, F)) VEBRBIXTIL, LaERRBIXTIL
. BEEBE/ )RR, VILESVEBRBIXTIL, RUFFTT
FLUYILER VEHRBIXTIL, JAELYY ) 3—LEEHEBITX
T, RUTYRYUEEIS ) LA VEETRTIL, Y R=ZVRUY
VIEEMN L ABEYEITNDILUCEL 1 DTHHERE R
DEEFHE,

TILRVEMN, ASTIARY, B/ TFIRY, EXFTFILRY,
TR, BRETILRURVP M) TIRUNGEDHELYEINS
DEELT1DTHAFERE N ICERDHES .

EXFMN, L—F7RXAIJEVEE, D—arabo-7XAaJLEVEE, L—
FAAWEINIET—F, L=F7RXIJLELRTTFTL—F, K&t
RORF DL, RERES DL, LFF—IL, 7EOTHE
M. MEBEY. SREREY. VF T BRRUVUEBENLLIHEL
YBIENZDHECEL 1 DTHIERE 1 ICEHDOEEAE,

EXRGEIC, S5, BEEZRFESIELERE1~600Thh
1BICEREOREAZE,

SHEEAY., Y UH. /N—LH, /N—LRKH, TIZH, DIEEH. X
KIESEM, A1) — Tk, RIEM, Kil, BEEMR, 3— ik, PER
M, K2, T, MEMH, cvITVEFH, ARy HE. A
REH, V7. YILEE. hAhARE. I<l, Y73 T—l, 7HRA



WO 2011/132718 42 PCT/JP2011/059762

[FERIEI]

[FE3RIE10]
[FERIE11]
[FERIE12]

[FERIE13]

FERIE14]

[FERIE15]

[FERIE16]

[FERIE1T]

[FERIE18]

N, UM, JESFim. BEE. LR, BUH. 5. ChoZzahl
 KFRFM, TXATFILRBEICIYMI Li-mfs, PHEERELN) S
&) FRUBHEEDES Y Ut ) Eh 5558 & YEENED4<
EHLI1RBTHIERE 7 ICHRHDOEEAE,

ETRIGHBHFORISEDLE(CHNT HELEFERERTQ 1 0REN
0. OO 1TEEWULTHAHERE1~8DLIThh 1 EHICEEHDH
B %,

HEPTEARGETIHERE1~90VThM 1 HICEHROEE
i

HEMNH TEILBTHAHERE 1 OITEHOREESE,

HTEILENY T b AT THBERIE 1 ICEBOEES X,

ERXRIGERBERFEI[TICTIERE1~1 200 FThn 1IEIC
REBEOHIESE,

FILa—)LEE, K. REFEFIRVCST LT Y O0—ILh5%d
BLUBIhBLLGEL1TELE, TILRVE, EXFIRVETER
BRQ 102887 S,

FILA—LENRFBR I ~4D1E7ILI—ILXEERFH2~4D
2ffi7ILI—ILTHDHEKRIE 1 4 ICEHDOHERY,

RESEEFRIN, F)) VEBRBIXTIL, LaERRBIXTIL
. BEEBE/ )RR, VILESVEBRBIXTIL, RUFFTT
FLUYILER VEHRBIXTIL, JAELYY ) 3—LEEHEBITX
T, RUTYRYUEEIS ) LA VEETRTIL, Y R=ZVRUY
VIEEMN L ABEYETITNDILUCEL 1 DTHHERIET 4T
ORI,

TILRVEMN, ASTIARY, B/ TFIRY, EXFTFILRY,
TR, BRETILRURVP M) TIRUNGEDHELYEINS
DELCELTDTHAERE 4 CRBEADEAY.

EXFMN, L—F7RXAIJEVEE, D—arabo-7XAaJLEVEE, L—
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[FERIE19]

[FE3R1E20]

[FERIE21]

[FEkIE22]

F5RIE23]

FERIE24]

[FE3RIE25]

[FE3R1E26]

[FERIE2T]

FAAWEINIET—F, L=F7RXIJLELRTTFTL—F, K&t
ROFRFT UL, RERES )T L, LFF—IL, 7EASHE
M. MEBEY. SREREY. VF T BRRUVUEBENLLIHEL
YBIENZDHECESL 1 DTHDIERIE 1 4 ICERBDOHER,

S5, HMIEEEETHERET14~180WThh 1EICEHD
R,

HEMPOETEHERQ1 0EHEN0. 00 1EEWNLULTH
HFERIE14~190LVFThh 1 HIZEBDHERY,

ETHEERQ1ION, AEBFEMEIN-LDTHHERET14~2
ODWFhh 1 EBIZEHDERM,

ETHEERQ1 0N, HEYMPTETSINI-ELEDOTHLHERIE
4~200WFhM1IEICEHOEKD,

FILa—)LEE, K. REFEFIRVCST LT Y O0—ILh5%d
BLUBIhILGEL 1L, TIRVERVETHIZ/ESE
HIEERHMETHIEREMBERQ 1 ODKELLAE,

FILA—LENRFBR I ~4D1E7ILI—ILXEERFH2~4D
2ffi7ILI—ITHDHERIE2 SICEHDRELLSE.

RESEEFRIN, F)) VEBRBIXTIL, LaERRBIXTIL
. BEEBE/ )RR, VILESVEBRBIXTIL, RUFFTT
FLUYILER VEHRBIXTIL, JAELYY ) 3—LEEHEBITX
T, RUTYRYUEEIS ) LA VEETRTIL, Y R=ZVRUY
VIEEMN L ABEYEITNDILUECEL 1 DTHHERIE2 3(TFH
BOREILFE,

TILRVEMN, ASTIARY, B/ TFIRY, EXFTFILRY,
TR, BRETILRURVP M) TIRUNGEDHELYEINS
P EB1DTHBIERE2 SITRBOREILA .

EXFMN, L—F7RXAIJEVEE, D—arabo-7XAaJLEVEE, L—
FAAWEINIET—F, L=F7RXIJLELRTTFTL—F, K&t
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RORT FUDL, REREF )DL, LFF—IL, 7EOSHE
B, MEREY. EREREY. I FFVERRUVBHNLGIEL

VB EN DG EDB 1 DTHSHEKRIE2 ICEHDRELLA E.

[FEk1E28] EHIT, MEEEHGFSESERIE23~270Thh 1IEICEEH
DRELTE,

[FER1IE29] AEAEMEINT-ETEBEERQ10%HHT 5, FRE23~28
DOLIhh 1 BICEHEORELEZE.

F5RIE30] GBRFERITICEAFESIEL L EZRHBETHHFERE23~290

WIFhM 1 IBICEHORELLAE.
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