WO 2012/133486 1 PCT/JP2012/058061

[0001]

[0002]

[0003]

[0004]

B #H =
FEBDOATT : WRT7 I EEYORIEE
Ao EF
AFERIF. BR7IVEEY. BEFRNICET7IVEEDLRFVIVEEZE
BEELTEL, TNODIKREEN NSV ATHIERRT7I VELEW. &
ICERGDEFRE L TERARINS YA -5-F7I/ERYI Y -2 -HIR
VEFEHROREREICET 5,

HOGBEEKRE L TEARMNS VY A—5—-7I /ERYS Y =2 —HILR
MFERARET I AEE LT, UTORF—ATERINDAEN D
5

[1E1]
0e ﬁ
Me3801 LiCl
HO,C™ o —= Bnogc“"““O\o —o PO 58 e
N N Nat I ! MsOH
o¢ NHBoc
't BnONH3CI HoBn
1
BnOzc\/\)l\/Cl —_— BnOzc\/\/”\/q MsOH  NazCO3
: NaOAc H
NHBoc ﬁlHBoc
OBn

/I'?J NHOBn «NHOBn
HCYMeOH (j’ O
— 4
BnO._ . BH3-Py  BnO__ Bno\ﬂww N

D R N
o] 0

(25, 5R)/ (28, 58) = 500 /50
COFEICBEVWTE, HRERRHNTHZL-EOQTILIIVBBOAHILR VB
ENVIYNETHREL, PRI/ BEZtert-ThFUALRZLE (KRy s
B) ICKYRELER., AVWEFFYZOLM) REAY TV IRBETD
o RIC, BONEME /OO M UICEB LR RUDVILAFITE
VERIGIET, WIS 24 I VHERET D, MUWTHIEKR Y 7 E&B&F
BLEB PILAVRETRIEETICEIIELY,. (S) —5— (RvIL
TFIAZ)) —ERNVIY—-2-AIRVEBRVILLIELNDE, Ihi



WO 2012/133486 2 PCT/JP2012/058061

[0005]

[0006]

[0007]

[0008]
[0009]

[0010]

BIEKROEET. RSV —EV D UVERERISIERZEICEY, (28
) =5 — (RYVNAFITI/) —ERYIY—2—-HIERVEBRVIL
EEMRL. RWTYaIBEBRETR L%, BEET>TWS (RaFam
1) .

FeqT R >R

R SRR

Rl : W02009,/090320

FEAOBE

FEADNERL LD &I 255E

Rk 1 OFRICBEWTIE, BRIIEEYIE. Y a7BEDIEE L.
(2S, BR) tk (RSv24K) & (2S, 5S) th (Y RfK) OIS
0:50DYFPRFTLAV—REMELTRIEINTWS, HEZIVTRATL
FY—REWME. 7OV NTZT74 —FOBBEFEICIYDBET DI ENT
X5, FEOVARIIEEST DL ICR DD, BENRPIR M BRE
BREEVWSIRICGEEEET D,

RBEZRRT BIODFE

FERICEEAH, AFKBAESIIMERHOBER. RALKVEBEET. 1IVF
BHROBETRIGETI ZEICEY, NIV RAEORKR7 I VEEMEWEL
CELETEDIEZREL. ARAZERIEDICEL T,

Bi6. AFBRE, FER (1)

1

[{t2]
R3
:
n
R )
N
0 #

(XA, RUFBEMEETDIHLRZNEEIITIEE. 73 RES. X



WO 2012/133486 3 PCT/IP2012/058061

FEFAIRATUEEEHHRLB2ERELTL. RAIKRETF. REK1 ~
T20F7NFIVE, REBH2~1207V5VE, REHRT~21073
WELE, XERBREE~18D7Y —ILEEKRY, RISKREF. KRR
1T~120F7LFALE, REHR2~1 207NN =VE, XFREHT~2
TO7SILFIE, REHE6~1807Y—ILE, KEBE, kFEHI~12
DTVLFNFFVE, RER2~1207NMW5Z NtV E, kRFHT~2
TOT7INFLFFVE, XBRREE6~18D7 ) —LFFIEERT,
nigl, 2, XE3OEHEEKRT, ) TRINDA I VFBHICANK VB
DHET. EXHERBIED I EA2EHETE. Tek (2)

(00111 [{E3]

R @

[0012] (sXev. R, R4 R3 nWHIZICALTHDH. TOETHEKERT, ) TR
XhB3BIRT7 I LEW. XIETRER (3)
[0013] [{t4]

R3
b
n
R1 (LR (3)
f jN:

[0014] (KXth, R, Rz R3 niFRIRICALTHZIN. ZOETKETT., ) TK
IhB2BRT I VEEYMOREETH 5,

[0015] @IEER'& LT, Bz, REH1~12070F A FE REH2
~T1 207N AFVE, RERT~2 107V FNAXFIE, KFE



WO 2012/133486 4 PCT/JP2012/058061

[0016]

[0017]

[0018]

[0019]

Be~1807)—IAFIEH RRE3I~36DMNITILFILIYITF
VE, TIVE RERI~1207LFLT7I/E RER2~1207
WHEZILTI/HE REERT~21O7SLFILT7I/HE, REHE6~18
DF7YV—=ILTI/)E REH2~24DTTILFILTI/E, REHL~2
ADITIVTZNTI)E, REB14~420VT7IVFLTI/E K
FE12~360TT7)V—IWVT7I/E FA-ILE RFH1~1207IL
FIFFE, REE2~1 207V FFE, RFZHT~21073)
FILFAE, IRFEO6~18D7 ) —ILFAENEBTFLND, BITERIL
RUBIE, FELLIEHEE, AV 77 —RILEKRVEBRETHY, FiEETE
iZ. FELLIIRS U TH 5,

BIEEHREAE LTIk, BIAIE, R'BRY LA FIEH, R2ABKER, RHPRY
CIWAFRVE nH2THBE5— (RVINLFFITI)) —ERYVIY -
2—NIKRVBERVILD NS VAE (50) OREEE, LYHFHELSERT
BRYTIAFVE, R2AKE, RIHARYINLAFVE, nA2, ER'CO
EET DIRFNSEEBETH S Fidk (5)

[1£5]

OBn

NH
BnO [j/ (5)
N

N

O

TERIND (2S. BR) —=56— (RYIYNLMAFIVTI/) —ERYI Y-

2—ANKRVBRYIIOEEENH D,

AIERFBRICIE, RIDURYIUILT I /H, RIHBKEZE, RIBRVYILAFY
B nh2TH35— (RVINFFITI)) —ERYIY—-2—-AIR
VEBBUNRVIUITIROMNSI VAR (90) O&EER, FUFFELERAS
IRVINTIJE, RINKFE, ROERVINLAFVE, nh2, ER'CO

NIEET DRBFNSEETHS T (9)



WO 2012/133486 5 PCT/JP2012/058061

[0020] [L6]

TERINB (2S5, BR) —5—~ (RUYLFFYTPI)) ~ERYI Y-
2—ANRUBIRV LTI ROEELREH D,

(00211 ZF7Z=mIEEHEAE L TiE. BIAIE. R'ATER (8)

[0022] [4E7]

N
SN
(8)
N
P

[0023] (Reh, PIE7 I/ EOREE, FELIERVILFTFVAURZIILEZ
£Y, ) THY. RHAKE., RIBERVINAFVE, nd2THD5— (RN
VIONTERSTI)) —ERYT Y -2 —HNRUERBEED NSV RE (
70) O8ERK LUFELIERAEIER (8) . R2AKEKR. R3BRY
INAFVE nh2, ER'CONFEAT HRFNSEETH S Fiexk (7
)

[0024] [{k8]

OBn

NH
§ O/
\\“"\\ {7)

[0025] T&RIND (2SS, 5R) =5—- (NRyINAFFYTPI/) —ER)I Y-



WO 2012/133486 6 PCT/JP2012/058061

2 —HIRUVERFBEBHROREEDNH D,

[0026] ZABEBELONLMZVRE (50) & Ya1UBEREZHRIET. X5/
—by T =, AVTANI =), X5/ —LVESURERE. T4/
—LESUERESRE., 1V 7O/ —LEaSUREEBELSBIRIND AR
DOIEDIRK EH TEILERZNEIETE LU,

HICEIEHEBEIE. (2S. 5S) —5— (RVUIYLAFVYTI/) —ER
)OIV —2—HIERVBRYI L EREYE L TELTER (5)
[0027] [{k9]

CIDBn
N

. H
N

O

BnO

[0028] T&KIND (2S, 5R) —5— (RUIULFFITI/) —ERYI Y-
2—HIRVBERV DI ED1VBILIREFHRIE T, X4 /-, Xi&E
Xy )=z 8QREBENINCERZTEITDI 2R HETSD. (28
. BR) =5 — (RYIWNAFITI/) —ERYIY—-2—-HILKRVER
VINDY 1 BEOEROEEERTEH D, TOBERETIE. Tk (

4)
[{b10]
OBn
/N
BnO O/ @
A N

T

0

TRINDS (S) —6— RYINAFIAZ)) —ERYIY—2—Hh)
RUBRVVIICANLNEVBORET., ExilzREITDIEICL>TE



WO 2012/133486 7 PCT/JP2012/058061

bndED%FIEN (5) DIEEMELTHERLTH LWL,
FEFDOFR

[0029] AFRBICAIDHEICENIE, EXRPEEELTERMR 7I/8EED
WRFVILEEZBHEE LTEL, ThOoDIKREENS NSV A THEIRIK
PIVLEMEBENODBNETHRETEIEHNTE D,
FPEEET 27-HDHRE

[0030] F9. AXKBICHSITIHEERRHIDOWTEHRBET 2,

[0031] AFEBHTHWLNDA I VEEKIE, Tk (1)

[0032] [{E11]

R3
S
n
R} )
N
o #

[0033] TRIN D,

[0034] CZZTR'E, BEMHEETDIHILRZIELEIZATIUES. 73 FMEE.
RIGFAIRTIEE TR LS 2EHEEART, TATFIEEEZKT S
RUCIE. REFEBE1~1207LFILAFIHEH, REJEH2~12071L5=)L
FEVHEH, RERT~21075LFILFFVHEH, REHE6~180D7Y) —
WA FVE, Y1 RRFICKERI~3 6 DRILKEFEESMFEELLY YIS
FOR (M)TZLFL)ILAXRIE MIT)=L2YILFFRIE TIL
FLTV=LIYILAXRIERE) REPEFND, 7I NEEEBKT 5
R&ELTIE. PI/E, REB1~1207ILFLTI/E (E/7LFIL
TIJHE) | REE2~1207V5ZVT7I/ & (R/IFVTZILTE
B, RRERT~2107ZLVFNTI/E (BE/ 7 M0FILTI/H)
REHOE~18D7V—IVT7I/E T/ 7V-—LT7I/8) REO—EHR
TIJE REH2~24DVTUFANTIVE, REHL4~240DV TN



WO 2012/133486 8 PCT/JP2012/058061

[0035]

[0036]

FZLWTIJE REBR14~420VT7SLFALTI/E, kEH1 2~
36DYT)—INTI/EBREDODABEOEREN OB INE _ERT I/
B, RUOZILFLTZIVTZIUTI/BEGEODEBOBRENOGERINSZ
BMT7TI/VELQEOZBRT I VEMWIRTE S, FAIRTIEEETK
THRUE, B2 FA—IE, REB1~1207LFILF4E, KEHK
2~12DF7IVTZVFAE RRET~2 107 IVFILFFE KFRK
6~18D7Y)—IFAELRLETHD, TNHRIUE, 1UEOEBEBRETEMR
INTWVWTHLW, TITEREL LTI, NAFVERET. 7ILaFVE,
TILFILTIVE, STILELTIVE, PILFLFAE BRBLRENE
Fona,

AR 7ZIVFILAFROE (707 ILFINFTFIEEEH, TILFL VEA
l&d—NH—-—, —0—, =S—, =S (=0) —, =S (=0) ,— R ETEM
INTVWTHELS, —NH-ZREETREINTWTELYL) E BiEH
ICIEBIZIE, A MFOHE T hFVE 1-7O0BLAFVE, iso—7
OELAFIE, 7070V AFPE, 1 -TFILFFIHEH, i so—
TFILNAFVE, sec—TFILFFVE, tert—TFILAFIVHEH, ¥
JOTFIAFVE, 1 -—-RUFLAFRIE 2-RUFILFFVE, 3-
RUFIVAFRVE, i s o= RYFIAFIVE, XARVFLAFVE, ¥
JARVFLFFIE, 1 —AFIUNFFIE 2—-~"FIILFFVH 3
—ANFUNFFIVE oONFIUNAFVERBETH D,

PIVTZIAFRIE (o7 TZIVFFBEEEH TILFL VEA
l&d—NH—-—, —0—, —=S—, =S (=0) —, =S (=0) ,— R ETEM
INTVWTHLL, —NH-ZREETREINTVTE L) E HIAE
CTUNNAFVE, 2—AFI-1-FORY =3 —ANVFFIE, 2-7
TY=1=ALNAFIE 1-AFIL—2-TFV—1—-a)LFFIH 2
—AXAFIN—2=—TFV=—1—-ANFFIE 3—AXFIL—-2-TFv—-1-
ANTFIE 2—-RYFU=1—A)FFIHE 1 - AFI—-2-RVT
V=1 —=ANLFFIE 2 AFN-2-RVUFV—-1—q)LFFIEH, 3



WO 2012/133486 9 PCT/JP2012/058061

[0037]

[0038]

—AFI—2—RUFV—1—ANLFFIE 4—-XAFI—-2-RVFV-—
T—ANLFFVE 2oORVYFTY =3 —AILFFIHEH, 2—-~Ftr—1
—AIIFFIE 2/ONFEY -3 —ANFFIEBREDOTILTZILED
s PIRRICBIERTIMES T D27V AFVE EDVA RO (=7
vAFVE) 1 -7ORY -1 —AUVFFVE 1 -TFV—-1—-1)1F
FUOE, 2-TTFV-2—ANFFRIE 1 -RUFV-T—-ALFTFIE
C2=RYFU=2—ANFFVE 2-RUFV-3—-ANLFFIH ¥
HARVFY =1 —A)LFFIE, 1 —~FEV-—1—-q)LFF H, 2-
ANFEY—2—A)VFFIE, 2—-AFEY-3—AILFFIHE 3-~F
Y =3 —AIFFIE, v/OAFEY -1 AT FOEBEDTILY
ZIWEDs pRFBICHRBRRERTFMNGET DTV I FFOERETH 5,
TIWFILAFIEICE, BIZIE RXROIUNFFRVE DT ZIAFIL
FRIE MNIFIUAFRIVE 1 —FITFIAFILFTFVE 2—-FT7FI
AFINAFVE 1 —TUYRNSEIIAFLAFIE 2-TU S
AFINFFXRVE, 5—TFURINSEZIAFILAIFIOELRENEETN, 7Y —
WA FIEITIE, BIZIE 7220 FFPE 1 —FI7FILAFOE, 2-
FTOFNFFRIVE 1—-TPURNSEZILFFVE, 2-TUNSEZDILAF
VE, 57U NSEINFTFIERENEFN, T4 REFITKIEKERE
BREELES YA FORITE, BIZE, MIXFILDYLARIE MY
IFLI)ILAFRVE M)AV TOELSYLAFRIE N7y
DIVAFIE, tert—TFLIST7ZUIIILFTFIERENETNS
E/TPILRNTI/E (E/ 20707V FINTI/EEEH TILEFLY
Bfijilg—NH—-, —0—, —=S—, =S (=0) —, =S (=0) ,—R&ET
BREINTVWTEHELS, —NH-FREETHREINTVWTHLLWL) &LT
. AFITI/E IFAMTPI/E 1-TOELTI/VE 4V 70K
WPI/E, o070V 7PI/E 1 —-TFILPI/E iso—TF
WPR/HE, sec—TFILT7I/E tert—T7FILFP7I/E, /0O



WO 2012/133486 10 PCT/JP2012/058061

TFINTI/HE, 1—-RUVFIVTIIE 2—-RUFITI/H, 3RV

FILVTIJE, | —RVYFITI/E RARVFILTIVE, rarRy

FILVTIJE, 1T—-A"FULTI/E 2—-~"FIITI/E 3—~FY
V7R, >oOnFULTI/E, ERYVIV-A4—ANTIJERY
ZONZRELEY BAIE N— (RVINLFFIHLEZIL) —ERYY
—4—ANLTI/E N=—(tert—TJrFTHILKRZIIL) —EXRYY
—4—ANTI/ERE) BREDPHIRTE S,

[0039] E/FPUNTZATI/E (RE/ 207N T5ZVT7I/EEEHR T F
LV EfIlEF—NH—-, —0—, —=S—, =S (=0) —, =S (=0) ,— &
ETBRINTVWTEHELLS, " NH—-IZREETHREIRTWTHLW) &
CBIZE POLTI R 2—XFL-1-TORY -3 A LTI/ HE
C2=TFU—=1—ANTI)E 1 AFIL-2-TFV=-1—-a4ITX
JE 2 XFIN—2—-—TFV—=—1—AIWTPI/HE 3—XFIL—2-T7F
V=1—=ANTI)HE 2—-RYFV—-T—ALTI/E 1-XF)-2
—RUFU=T—ANLNTI/E 2= AFI—-2—-RVFU=-1—-4ILTZ
JE, 3= AFNL—-2-RYFU—1—AILTI/EH, 4—-XF)L—-2-R
VFV=1—ANTIJE oaRVYFU=-3—ANLTI/H, 2-~F
Y- 1—ALTI/E 2O~ FEY -3 AT I/EREDTILYT
ZIEDs pPRRICBRERFIESTSIE/ PIVTZAMTI/E ;T V7
/R 1 -7ORY-1—ANVTI/E 1-TF7v—-1—-4LVT7I/&
C2=TFU=2—ANTI)E 1-RUVFU-T1—-ALTI/HE 2-

2—ANLNTI/E 2-RVUFV-3—-4LT7I/HE r/or

—1—ANULT7I/E 1 —-"FEV-T—AILTI/HE 2—-~Ft
TI/)E 2—-~"FEV-3—-AIVF7I/H 3—-~Ftr-—

/R, /anFery -1 —AWTI/EREDTILTZIVE

s PURBRICEBERFMERTIE/ TIITZATI/ERETH D,

[0040] E/7INFILFTI/EICE. BIAE RXVIWTIVE T2 A
FITI/E MIFULTIVE 1—FI7FIXAFILTIIOE 2—-F7



WO 2012/133486 11 PCT/JP2012/058061

[0041]

[0042]

[0043]

FIAFIVTI/)E 1 =P NSEZVAFILTI/E 2-7V 5E
ZIWAFILTI/)RE, S5—TFPUNSEZIMAFILTIVERENREEZN. £
JTP)=NTI/EICE AIAE 2DV I R 1 —-FTFILTR
B 2-F7FLT7I/E 1-T7YNSEZLVTIVE 2-TV 5t
ZWTI/E 5-FPUNSEDILTI/ERENEENS,

TEMTIVE (UTLXLTIVE, VTV ZALVTIVE VT
FLNTIVE, JTP7V-LTI/ERE) &ELTIE, AIR—BHRT
E/TVIVFNTI/E BE/TIVIZITI/E E/FIIVFILTE
E/TV—NTI/E) THRULAEBHBREN 2 DEE LIENHIRT
INL2DO0EBEMBEIIA—TH-o>THEEL>TVLWTHLLY,

AR PN FILFAE (7OQ7LFRNFFEEEH TILFL VEALIE—
NH—, —0—, —=S—, =S (=0) —, —S (=0) ,—"RETEHLIN
TWTHE, = NH—-[FREETHREINTLTHLW) IZIE BIAIE
AFIVFAERE, TFILFAE, 1-OCLFAE, i so—FOBELFH
B, /o070 FAE 1 —TFILFFE, i so—TFILFFHE s
—TFIFFE tert—TFILFAE /OTFILFAE 1-RY
FILFAE, 2—RUFLFAE, 3—RYFILFFHEH, i so—RVFIL
FAE, XARVFILFAR, P0OQRVFILFAE, 1 —AFVILFAE
2=AFUNTFFER, 3—AFUILFFE, rvanFULFFE, ER
VOV —A—FARLBENEEN S,

PIVTZIVFAE (0QF7 NGV FAEEEH TILFL VEALIE—
NH—, —0—, —=S—, =S (=0) —, —S (=0) ,—"RETEHLIN
TWTHEL, = NH-[FIREETHREINTLTHLW) &LTRE BIX
&, PUVILFAE, 2—AFIL—-1-T0ORY=-3—AILFAE, 2-TF
V=1 —=ANLFAE, 1 AFIL-2-TFV—-1—AINFFEH, 2-XF
W=2—=TFV=1—ALFFHE 3—AFIL—2-TFV—1—A4NLFF
H 2-RUYFUY—T1T—ALFFE, 1 AFIL-2-RYFV-T—-1)
FAE, 2—XAFIL—2-RUFV—1—ANFFE, 3—XFI—2-R

i
~
A" SN SN

’

>



WO 2012/133486 12 PCT/JP2012/058061

VFV=1—ANFFE, A —AFN—2-RUFV-1—ALFFE, ¥
JORVYTFY =3 —ALFAE, 2—-~"FEr—-1-qILFFHEH PoOAN
FEY -3 —ALVFAEREDTILTIZILED s piRFRICBRERTHIES
DTNV ITNFAE; IFVFAE, 17OV -1 - LVFFH, 1-
TTFo—=1—ANFAE, 2—-TFV—2—A)LFAE, 1-RVFV—1
—AIVFAE, 2—-RYFV-2—(AIVFFH, 2-RVFV-3—4I)F
ZE, ooaRVFU=1—AIFAE 1 -~"FEV-1-AILFFE,
2—A~"FEY-2—AINFFH 2-~"FEV-3—-AILFAE, 3-—-~F
=3 —AILFAE, rOAFEY -1 —ALFAEREDT LS ZIL
HEDs pirFBRICBZERF/IREETI2TILVIZAFARLREN BT OIS,

[0044] TSI FINFAEELTE, BIARE XD FAE ITTZILXAFIL
FAE, NIFILFFE, 1 —FIT7FIAFILFFE 2—FT7FILAFIL
FAE 1 -FUNZEINAFIVFAE, 2=V SEZIAFILFF
B 5—-7YUNZEDIMAFILFARBENETON, 7)—ILFAEEL
TiE, B, 7222 FAE 1 —FI7FLFAE, 2—-FT7FILF4HE

1—F7YNSEZVFAE, 2-FU R NSEZLFAE, 5-F7Yh5E
“IWFAEREDNBEITLN D,

[0045] ®IEBR'ELTHFELLIE, IRAFIESETERLEB2EHE BIC75)L
FNAFXFVE TN FFRIERE) | RUTINEEEERLESHE
BE (FICE/ 2707 LWFLTI/ERE) THY, JYBFFELIERY
TIWAFRVE PIVILAFVE N— (RVINFFRVHIRZIL) —ER
VOV —4—AITI/ETHY, BICFELLE@ARVIVIIAFETHD
o EEWFFELWVLWRIUIKKE, RIZHAITROED I LRUBEZETZ2HD (BIAIE
C2oavLFERILAFIE, o7V FIOER, PILFILLTFD
B 7)-LFAFPE E/2007LVFLTI/E E/V/Q7NMTZ
WPI/E BE/T7IIVFLTI/VE BE/7)V-IUMT7I/ERUCING—
BRT7I/REICISICTILFRIVE, PILOZIVE, 73ILFLE 7Y—L
ENMEAELERE (2707078 220705 LV7I /&



WO 2012/133486 13 PCT/JP2012/058061

[0046]

[0047]

[0048]

CIUTPSIFELTIVE VTV TI/EEED) . YoOT7ILFILF
ZE, 207NN TZIVFFAE, PILFIVFAE 7V)V-ILFAERE)
BREPEFN, JUYFFLLE—FBICT7)—ILE BEFIC7ZILE) 280
ETH2, BBINOWFELWVWEILEEZFNZ7ILF L VEAIEFE, —NH—,
—0—, —=S—, =S (=0) —, =S (=0) ,—RETEBEHBLINTWVWTH
<. " NH-ZREETHREINTVTEH LW,

FIEER2AL. KEBETF. REE1~1207ILFILE, REH2~1207
W ZIILE, REHT~2107SILFILE, IREHE6~18D7T 1) —
WEEZXRYT, Thold, 1UEOBBRETERINATVWTE LN, BEREL
LTk, FIRDRUCEWVWTHIRLEZEBREEFKDOEDNEFLND,

RZOFZIFIVEE7O7ILFIVEZESE) & LTE. BEMICIE. BIZE
CAFIVE, IFALE 1 -70ELE 4V 7OELE, von7OoElL
H O TJFIE, iso—TFIHE, sec—TFIEH, tert—TFIE
VOO FLE, RVYFIIVE, 2-RUYFIIE, 3—RVYFILE, iso
—RVUFIVE, RARVFILE, 7ORVFLE, AFVILE, 2-~F
DIWE, 3—AFULE, DI/ONFVILELBRENE T O NS,

RZQ7ILATZIIE (007N LVEEEE) LT, 16Ds pik
RIHEEFEETHIT7ILTIZIVE (BIZIE. 7YILE 2—-XFlL—2-7
ORZIVE, 2—TFZUE 1 AFIL-2-TFZIE, 2—-XFI—
2—TT7ZIE, S—AFIN—-2—-TFZIE, 2-RVFZIHEH 1-X
FI—2—=—RUFZJE, 2—XAFIL—-2-RVFZILEH, 3-—AF)L-2
—RUFZIE, 4 —XFI—2-RUFZIE 2-vraORVFZIE
2=AFEDE 2-—voOAFEDILEREY) . 1D s pURERICHE
BFEEAETDZTILIZLE (BIxE, TFDIILE 1 -7axRz)LE, 1 -
TFZIE, 1 —-IFIL—1-IFZILE 1-RUFZILE 1-7OFE
W—1—-IFZ)IE 1-IFI-1-ORzZILE 1-2/ORVF=
WE, 1 —AFEZILE 1-TFL-1-IFZNE 1-70EIL-1
—7ORZIVE, 1-—IFL-1-TFZIE 1-70~FEZILER



WO 2012/133486 14 PCT/JP2012/058061

[0049]

[0050]

[0051]

[0052]

E) mEIBITRTE S,

R2DTZZILFIEITIE, B, RVYDIVE, 7z ZIAFILE, MY
FIVE, 1—FT7FIAFIE, 2—FTFIAFIVE 1-Fr 5=
WAFIVE, 2=V RSEZWAFILE, 5TV NSEIIAFILER
ENFETFLN, ROV —ILEILE, FIZIE. ZzZIE 1-F7FILE
C2—FT7FNLE O 1-TUNSEZIE 2-TURSEZLE 5-7
YIS EZIWERENETOND,

FIEER2E LT FE L IF. KREFTH 5,

AIEER3IE. KEBEF. REH1~1207ILFILE, REH2~1207
WrZ)VE RIERFHT~2 107 FIVE, kFRHE6~180D7 ") —
JVE, KBRE., REH1~1207LFLEFIE REE2~1207)L
WA FOE, REERT~2107ZLVFLAFVE, kFHE6~180
TY—=IAFOEERT, bk, TUEOBBRETERINTWVWTEH L
W, BIEE LT, BIRORICBEWVWTHRLABBRESAZEDOS DHES
bnd,

REDTILFIE (0O7IFINEEZEL) . ZILUZILE (o070
FZLEEESD) . PILFLERCT ) —ILEOEKAIL. BIERZTHR
LEZBDERKTH D, REOFZILFILAFIOE (707 NFLFTFOESE
aH. PIFLVEMIFEF-NH—-, —O0—, —S—, =S (=0) —, =S
(=0) ,—RETEBEBRINTLTHLL, —NH-FREETREINLTL
THLEW) . PIITZNAFROE (0OF7W TV AR EZEH. T
L vEfEF—-NH—-, —0—, =S—, =S (=0) —, =S (=0) ,—
BRETEBRINTWTHLL, —NH-ZREBETREINTVWTELW)
CTPIIFLTFDE, TY-IAFOEOERKMIE. BIER'THRLED
DERAKRTH B,

AIEDR3E LTIFE LI, PIFILAFOE, FLrZLAFVE 75
WEILAFIE PV ROETHY, IHICHFFELLETIFILE
FUOR BFICFFELLERYIILAFRIETH D,



(09001
(9) EREN YO BWSYEMZ LSFHYO
OIUE "MNEL2GU "FAFKNGAvGEY "G "2 (8) ¥
WEG ARG TI RN "NE2 (09) USNZE2L2HU "ELxF
NG ANGed NG "2 ( LEIFEHOF/ ILPA ") [6900]

d

@) /[::j/
y
H

[€19)] [8%00]

(8) ¥R

o RGN RHOBO (L) YEEAT IRE *G@RINGAvE A
NY—2—AGNMvA— (FIIAXEANGANY) —G— (S) QURED [L900]

0

Jo

H
N 3
o) //J::N::J” oug
%

[219}] [9500]
(V) FEA X2 EWSYEMZLOHEODNE
‘MNPLZYY "FLxRNGANVEY BN " BEiFxENE G
PISVNEBHAF S (0V) BENSLIL 2 YU "FLx KWL AT ¥
Wil "BAFENGANVEPYRD>NERNINR (L) YEEAT L2EE  [9500]
CERX2LN2LURSELHOED
YYzZIWI AR CH>EF2YZ O>EFIYIT RILNCIYTOY  [1500]
@I ZTE>NRA MEIFHFEOCHK g “LPuUBEE  [£500]

OwvwZ

1908S0/2102dL/1L.Dd S 98PECT/TIOT OM



WO 2012/133486 16 PCT/JP2012/058061

[0061]

[0062]

[0063]

[1E14]

OBn

/N
Saadh
5 /N 0]

THRIND (S) —6— RUINLFFPAI)/) —ERYIV-2-AI
RUBFERTH D,

REARBPICEVWTRERIE, 7I/EORERETHNIEHICREINT
.BizlETheodora W, Greene, Peter G. M. W
uts®x Protective Groups in Organic
Chemistry (53R JOHN WILEY & SONS, IN
CHtHhiR) 494 ~653HICEEHDOFREENZETONDS, IFFEL L, A
NE2AIKRZIVE, TREIHILRZLE, AV TORFIHILRZILE
ctert =T RFIHILRZINE PULAFRSHILRZLE XVI)L
AXSANKRZNLVE, 72/ F2ANKRILVEZFDO DI /NX — NBURER ;
FILIUVE, PEFILE, M)ooo7eFLE M) 7407 FILE
CRYVANLE, p—Z bORVVAILEZOTVIINBIRER ; RUIULE
THY., BICHFFELLIE, X MR ALRZIVE, ThFIHILRZVE,
AV 7AaRFIHAINRZIE, tert—TrFVHILKRZILE, 7YILF
FOAIKRIIIE, RVDFAFXRIAVKRZIIE, 72/ F2ANRILE
FEOAINA—NURERETHY ., FICFFELIEAINSA— FURER (
BIZIE, RYDIFAFIAIKRZILE) THDB,

BB, BIEA I VEBROREMEERE LT, FIAIE. BEFE 1 ICRBED
FEICHEZIEL W, FEFExmEt1 (W02009,7090320) o2HEAEN
. AFRICSEDHERINS,

RICERMTH DT I VFEBERICOWTERET %,



WO 2012/133486 17 PCT/JP2012/058061

[0064] AFRBTESNDIERY I VLEWIZ. Tk (2)
[0065] [{b15]

2)

[0066] &L, Tz (3)
[0067] [1b16]

[0068] T&RIN D,

[0069] CZZT. R\ Ry HLUY, R, k&R U TH 2, 1H. FRHTHEM
BEEETFIOHAGHLEICL>TIE, R, REFLEFERDETINZIHELH
2R, ARBPICBEVWTIE., ZOLORMEEY (Buh) L HRPOHEARTH
5ED&ET 5, BlAE., TNHR, REBEURDTZILTZILEZEL. BT
BICRS VAR LEBEIE. P LEN L FORIHRLEIRTERL
o Fle. BRANCKRILRIRILEMERWEZERE. 7T ZIENET
INTEHERLW,

[0070] (&% (1) DAI/ED’BTINDZZEILEL>TELNE T I/ EDIL
Hid, BEOAHIARZIVEE SV ADOENEREICK S,

[0071] RFIEERKZIVEEMELTHELIE, RIBRV DA FIE, R2HAK
#. REBRVINAFIE, nH2THZLELEYW (50) . FYUFFLLIE
RIMARYIUINFFIE, RIDBKRKR, RBRVILAFVE, nHN2THY,



WO 2012/133486 18 PCT/IP2012/058061

HER' CONMEARTIRRNSEETHS TRk (5)

[00721 [{k17]
| H
N
H

[0073] TXIND (2SS, BR) =5~ (RYUNLFFVYTI/) —ERYI V-
2—HIRVBERYIINTHD, BIRRRT I VEEMORDFE L WHIE
C RIBURYUNTI/E RDKFR RBRVILTFVE nh2TH
LiEEY (90) . FUFFEFLKERDPIURYIILTI /E, RZDVKE, R?
BRUTIFFVE, nh2, ERCONMBATIRENSEBTHS T
X (9)

[0074] [{E18]

TRIND (2SS, 5R) =5 — (RUINAFVTI/) —ERYT V-
2—HIWRVBBIRY LTI RTHD, AICERT I VLEDOMOFE
LWBlE, RATRER (8)

[0075] [{k19]

H

P
P



WO 2012/133486 19 PCT/JP2012/058061

[0076] (R, PII7I/BEOREREEZKRT, ) THY. RDKKR, RBRVIN
AHUE nH2THZEEH (70) THY., LYIFE LWEIERHREIRE
X (8) THY. RWKFE., REBRVINAFVE, nh2, ER'CONE
BT DRANSEETHD FiEk (7)

[0077] [{£20]

[0078] THIND (2SS, BR) —5— (RVUILAFVYTI/) —ERYI V-
2 —HIVKRVBESKRTHY., PREEICEALTHS, BBINSHFELL
BR7IVbeEmiE. RET2R1BFFELVA I VESEHGLESN. I
i, X (5) ORR7 I bEaEmiEX (4) 01 I VFEEHK(D
(7) ORIRT7 I LEMIEFRX (6) D1 I VFEUNSLEDS

[0079] ®IER7IVHFERIE. 1 IVEEHK (1) ZRAVKRVBROHREFET. BETH
ERIGIEDZEICEYRBONG, BB IORIGTRBEICH L TAE (R
INAEE) MERTES, RAIVKRVEBAEREFEIES S, 1 IVESK (1) %
STRAFLABRNUICETT 2 ENAEEE D, YT, ARBICERT 2
2R VBBICDWT &Y FFICERBAY 5,

[0080] <CZT. ALWHNZRILKRVEEE LTId, BHMICIIBIZIE, ws $HK
TILFIRIWEVEEE (AFVRIVKRVEE, N ZILAOXY Y RINR VR
 IIVRNEVEE, n—7OnNYRIVEVE, n—THVIIVKVEE, n
—RYGVAIEVEE n—AFHYRIEKRVEE AV TORYZRIVEVER
BE) . oAVLFIVANKVER (o075 RNEVEE AN
VAR VEE, voO 7Oy KR VERRE) . S O,EN 3 MikFRIC
HAELTWBRIEKRVEE (tert—TJHVRIKRVEE, 7TV FILRIL



WO 2012/133486 20 PCT/JP2012/058061

[0081]

[0082]

[0083]

RUBE, WY 77 —RNKRVERE) . P)V—ILVALKRVE (RVEVRL
RV p— MVIVRIVRVER, p—20AANRVYEYRLKVE, 2,
4, 6= RNYXFILRVEVRIKRVERE) BEDEFLN. IThHDH
TORIKRVBIAERBREZE T 2HE. ZRAINRVEIE, AFEEETH
STETEIRTH>THLW, FELLIE B, HR7ZILFILZAILKY
B FICAIVRIVKVER) . P)—ILRILEVEE WEICp—MLIVZIL
RUEE) . SOEMNIHMRRBIHEALTWBRRLKFVEE (FICHAYT77—2
IWRVER 2, 4, 6—=RMUXFLRYEVRIKVEE) THY., BICIFE
LR, 7)) —ILRILEKEVEE FICp—MLIVRILEAVEE) . SOE
DIMRBRICHEELTWBRILERVEE (RFICHAY 77 —RINKRVEE) o FIC
FELLBWME., hY 77 —RAIWKRVETHD, EXRBOIT AT L 4 E
REDEENS., FICHFELLIF, AV I 7—RIEKEVEBTHE, T T,
RIEEA Y 77 —RIWEKRVEEIE., (+) —AYT77—RIWNKVE (=) — 75
VI7T7—=RIVEKVEE, () —AVIT7F—RLNEKRVEBOWTNTE XL,
RIS RANRVBOFEREE LTE. 41 IVEEE (1) TELICHLTI
EILLAE, SOENUTTHNIER., FHELLIEF2FILEUE 1 0EIL
TTHd, FLANKRVBOFREZIE. ZBAETIBEMETON D 13
VEEHE (1) TELMCRLTTIELULE, 50ELUT., FELLIF2E
JWELE, TOEBIUTERDIETH>THLL,
BIEERIVEVERIE, TDFFE (FIAIE, Bk, ELLIREDZZ) FH
LTHEELL, BHRBICIE. ZOEERBEDR[ICMATE LW, LKV
BRARBICLTASERLTHERL, J0BE. RINSEDORKRE L THER
LTHERL, RGBFEERLIBEOARE LTERLTERV, BRBRI
RUBEHRRT2BREE LTI, RBBFEE LTRICHATY 250 ERKOD
BENMITTES, RIGAFEEHERAFEEIE, ACEOZRAVWTHELL B
BDEDERWVWTHE LWL,
RRMCAWSONBETEE LTE, 7L =0 LAKBREWE OKRLD)F
TLTIVEZU L, KRESAVTFILTILEZT L, KRIEER (2 — X



WO 2012/133486 21 PCT/JP2012/058061

[0084]

[0085]

[0086]

FESIRFY) PIVZZOLF NI DLRE) | KBRIERVRIEEY (K
FRIERTR)FIL, KRIEFDFRFT M) DAL, KRIEFRIVRAY DLGBE
DKFRIERVBRTINA)EE ; KRILKRITRAND VL, 7 JKFRIERD
FTFTMNITL, M) FPEMFIVKFBERIDFRFT NI DL, KRIEN)ZFIL
RIFRVFIL, KFRIERN) (sec—TFII) R"IFRYFIL, KFREK
) (sec—TFI) KIFZRAVVLRGBE) . KFREMN)TFILAX, RS
VIREDRBEF LN, EFEBREOEADNS, FFE L IEKKRIEERIVRIEED
(BFICKRIERVRETINAVER) . RV, BIFIEFLIBRSVTHD

R VOFEAFEE LT, FICHRIERC, AR SR, JRRKO
WINTHLW, RIE LT BHENICEAIZIE YRZY, RSV
BB (RSYy—F b ROTVSVEFREDRS Y —IT—FILEEK. RS
V=UAFIRINT 1 REEE, RS- U Uik, Ko —Ea) Vit
., RIV—MN)IFLT7IVEKRRE) DEITLND, £ RZVED
HOTIFRL, FIERKRIEFVRIEEY EICKRERVRTILAYLE)
%, BIbKkR, RILKR. RBEBEOR; 37K, RON) ZLFART V.
BTV L, WEEFIVEDILA ABHOERINS 1FELULEEH
IWRBT DI ETREIEARIVERAVWTELWL, INHRERS VT,
HRNICRIGRA (AIFER) TREIETHLRERTY (RIEESR) ITMAT
&<, RISHRF (RIGHS) TREIETERL, FELLWARSVIE, R
SUBGKE., BILRSY—FT S ROZ7SVEKREDRS Y —I—FIL
BHETHD,

BiEl (BICRSY) OFREE LTE. 41 I VEEEK (1) 1ELICH
LT, FELLIETELME SO0OELUTTHIIERL, BICFFLLIE
2ENLULE, 1T0EIUTTHD,

ARISEORIGEE S U TIERICHIRIGR <, KkEKFR, T—FILR T
ATIINHR, NOT VR ZMN)ILRBELZENAVONS, BHENICHIZIE

RV AT ATHYY, oanRvAyY, vandyy, VY



WO 2012/133486 22 PCT/JP2012/058061

[0087]

[0088]

[0089]

ATy >, RyEY, MLIV, F2LY, AVFLY, JIFILI—TF
W, 4V 7O0ELNI—FTI, OORVFIAFILI—TI, tert—
TFILAFII—FTI, Thoe kO3, 1, 4=VFFHY, IFL
YOV A—NIAFILI—TI, BEBEXFIL, BRI FIL. BEER( vV 70K
U, BB T FIL, BIEXFLY, 1, 2=Ys0OOxd>, 1, 1=-Y40
OT4Y, 7h3700x4%Y, PEMZM)IL, RV Z M) ILIREMNE
Foh, FFELERYEY, MLy, FVLY, XVUFLY, SITFL
I—F, PA4VTAELI—FTI, YOARVFILAFILI—FTI, te

rt—7FIAFILI—=FI, ThZerOT75>, 1, 4=-UFFH 2,
IFLYT)A=NIAFLII—TI. PEMZMJILTHY, LYFFL
KIREMLIY, 7RV FIAFILI—FTIV, tert —TFIAFILI
-, ThZeRO7SV, 1, 4=UFFH 2, PEMNZRNYILTHY
CBICFELCIEMLIV, ARV FMAFILI—FTI, tert—7
FILAFILI—TI, ThZerkO752 1, 4=—IFFHF 2 THB, Z
NOBRBITBEBTHWTH L, 2BULEEZHEAEDLETE LV,

AIRRINAEOERAEE LTE. $9EX2E IR MNPEUBORTHEL
KRRWESD, 41X VEEEK (1) 1EEFHICHLTHELCIES OFEHU
TTHY., BICFE LLIF20EEBUTTH 5,

ARGORISERE S LT, FEORERU L, BRUTTHNIELERICH
BRIZZRL. EERETNIETLWVD, FRIEEFXLIE—78CTUL., HICH
FLLIFE—50CLULE, HIZWTFELLIE—30CULETHY. L[RIFIFFEL
<IE1TO00CHUTF, BICHFFELCIE50CTUT, BIClFZELLIZF20CUT
ThH b,

ARBORMEFIE. RIGERPICETH FICRZY) ORMELY EL
DRANKEVENPEELTWBRYICEWTIEEICEA Y 3D TIER L, AlxIE
CAIVERE (1) ERLKVBOBBRICETE (BICRZY) 25RNML
THERLS, 1 IVEEK (1) OBRRICRAIVEVEBEERTE BRI V)
ERBEICHRMLTHRL, BAEIC, 1 IVFSEK (1) . ALKV, RO



WO 2012/133486 23 PCT/JP2012/058061

. BH (BICRZY) ZREICHMLTERV, BRSOV T RATLA
FERMEOERDNSFHLIE, A IVFEEHK (1) ERNKRVBOBERICE
TH (BICRSY) #HNT 50, IEZAINKVEOBRICA I V8K (
1) RUETE (BICRZY) OBRRERMT 20D E L,

[0090] REEOLIEBELTIE, RISENSERYEZEIGT 5 7-H DAL NIE
EITAE SV, BHRMICIEAIAF, RISRICKERML, ML Ty, BT
FIb, B4 Y 7O, XFItert —TFILI—FI, AFHUED
EHAEAMATHET 2, BONHERD SRENBREOREICLYE
BAREEBEETDIEICLY, BEMYERERETZ2IENTES,

[0091] CZOD&EIICLTEShEENYIE. BETRICERATE2ToRHES2E
LTWaD, MEZ2ILICEHZIEMT, &, 25IFEE. h>4L70%b
7574 —E0—RIABEFRICLY, ISICHEEZSHOTHELL,

[0092] DAFIC, BRZIVEEYW (2) . (3) KBWTIRBRUYINAFIE
. RIDKFR, REDBRVIUNFFVE, nH2THZLEEYW (LT, £EW (
50) WD), FELLIE (2SS, BR) =5 — (RUINAFITI
) —ERYI Y -2 —-HILRVEERVIIIL (bEY (5) ) 28583 21548
EHICEF T, BRFERICOVWTEFRNICEHT %,

[0093] {t&# (50) DEBICHWVTIE, 5— (RVYILFFITIJ) —ER
VOV —=2—=RIVRVEERVINLDU K ((2S, 5S) &k (2R, 5
R) ) B FA#i#e LTEEFNZHZENHY. (LEYW (5) DREICEWT
. (2S. 58) —=5— RUILFFLTI)) —ERYIY—-2—-1%
WRYVBRY LB THAE LTEENRIBELHD (UT. Th 5T Y
Y ZBIRMYERTTT D) o UBES RABRMYERET 2720ICIE. HIZ

AIssibE (50) » (5) &vavEBE %% : BEDEILT, fl

o1, 2:01~1 1, 28BE, FELEFET. 1 :1~1:1, 18]

ISICHEFLLIFET. 05:1~1:1, OCREDILTHERAL., Th

5 (FIE : &) OT/ILESHT - 1 GESRBNCIET 1 1) &A2E%ERK

IETC, BUWAE (BRAK, REBAE) P roBEKEMEIE LW

Ry



WO 2012/133486 24 PCT/JP2012/058061

[0094]

[0095]

[0096]

o 2HELULZHAT 2HZE. TOREALIFFHICHRI AW,

AIESAE (UTF, BRABREEVD) & LTE K ZILI-ILREE.
RACKBRRBE, TRAFIVRABE,. T—FILRBE,. 7 hoRBHE, = MY
WRBEREFAVLN D, RBRIEKRRBE. TRFTILRABEE. I—7F
IRBEE LT, AIRETRIGAES L THATROBEN N NThEFERTE
. IWELWHBEBREIE. K. X9 /=)L, TH /=), 41V O/ —
W NxFH o ATS v MLy, BRI FIL, B4V 7OEL. T b
ZeRO73 v, tert—TFIAFIVI—FTI, PEbLV, 2=-T4% )
V. PERNZMNYILGBETH D, FICHFFXLWAEIE, ZILI—ILRBED
BMXIZESBRETHY., BEMICIE. X5 /=L, T4 /-, 4V 70O
R =, X9/ —IVEEBLREBE. T4/ —ILEEBURERE. 1V~
AN/ —LVEEBUREAETHY. BICHFELIEFAST /=L, XUFAS
—IVEEBUREBRETHY., FICHELLEXY/—VTHD, 7ILA—I
REABETIZ. LEBHEABREOVWVITNENERTESLN, TATILRE
AP EICHEATE %,

ISR OFRHEIRS T X2 IR MPERULEDORTHFE L AWVEDH,
gistib&® (560) XiF (5) &Y avBeDE1EEEMIIH LT, AXE
. DOEEIMUTTHY., HELLIF20FE=IUT., BICHFFLLIET10
EESMUT. BICHELLESEEMBUTTH S, RETRIIFICHEREI N
WA, IR 1 EEWMICH LT, AIxE, 0. S5FEEHMULE, FHELLIF
TESEUE, ISICTFFEFLLESEERUALETH>THLL,

EaimEIE2HEE LTRIBICRESINT. flxE. fiscibd® (6
0) Xi& (5) &YavBMEAARBPTRALTELERIE. TOFFE
AEGE LTHIHIE 2D, BDEICISCTEOBREE Z NHOEY R FIEIC
FOoTTIFR &L > TEAFEMEIENIEL WV, TOMRAZRE LTI

 PIRAEUTO &L D R AEDETLND,

(a) AIERILE® (50) XiF (5) &YavBEZFEPTREESIS I &I
JYRBKERHI TS5 E.



VEAIURSHY R YESED KLY AHINGCULNO (2) ~ (&) 2EHE
K EQEEHYOHHZBORIAMWLT AR (§) MK (08) SR
X "CELMNIFEY CASHHZYEOGUL\NO (@) ~ (') BEIEPITY
IYE > PRAURSHULNIIYERZE ) ¢ PEEOEERET "HE
PISEYCUHNTEY (°P%) REF—2L1LY LANGYE E
VN REGOZ £ (¥%EE) BZEHE 24 70,0
O AFF LXMW EWE BRI IH "PIN IELHHEOEH
PRLII2CQPEZEYW NP2 ELHK
D (HSEHRERIR) ¥ ANDIE 2AVYUNETRISL S 64 T (
©P%) EEF—2LNLYLLOYELNDHGHE I hYEEK "2
‘CRALUR2ZLEMN RENMNPIEKLOSHREVERK "BEHIC &
BCHE "PIBQORACT <2 (9) USAUREE AN R M PIFLEET
°\1
PRAULZFDO AW EWOEHIER NG 6 R8EH "2 BXATC pHH
YBORFMLT AR (G) HBAEE NEHHUSEHP KBS s HE °
PI>TVRH CWPRIULMBEER ( PINBOHAUS SHE LU
P (FROHFUYE) HEHE 2VLNELALFUZYELET
CUDARGEHEFEENNLAOEALEy "ATUN "XNELTH
#OCRIYGRI LN BB CWEH I LN ITEZEE A S HN %
YWE S>EILALFUZIYELRUSLHETZELO (9) ~ (®B)
CHYZASHHZYENMNPIEZ L HEHED
HYE "8 WAL bR IHMWOT AR (9) PK (09) HSAREE (92)
CHYZASHHZYENMNPIEZ LIIEY
HYE "8 WAL bR IHMOT AR (9) PK (09) HSAUREE (p)
‘HYASHHZYENPIES
PR BEEOhHHITLT AR (9) BX (05) HSAIREE (02)
KA RALHUZYED
NIEY "W hFHIAOT AR (9) BK (09) HSAUREE ()

[1010]

[0010]

[6600]

[8600]

[£600]

1908S0/710Tdl/LDd 14 98YECT/TIOT O



WO 2012/133486 26 PCT/JP2012/058061

[0102]

[0103]

[0104]

[0105]

o MBHEIEE (a) ~ (e) Tl k& (50) Xidk (5) &¥avigeE%
BELTREZARL TWD, REMETIRBONSENFELTWSLD
c WO ETHRIBEOAREBEIRETDH 2,

AIEEAEICE > THUS LRIEIEEY (50) XiF (5) &Y avBReED
'ld, BEICHUTHIBET S &ICEY, PPRFLAY—BEIEX (de
) DELELFIERLLEY (50) XiF (5) ELTEIFIAEHETES,
AIEEAEIR T 2 A5 & LTidBIx &, misgdlb&¥ (50) XiF (5) &¥aw
BRE DIRIC, KERILF MU DL KERIEH) DA, RKEEFT MY DL, KEED
VoL, KBBKFRFT MY UL, REEKERD) D LFEOTIVAY) KBRERM
T EICLYRIRIEEY (50) X (5) #lE@It, BRI FIL. b
WIV, XFltert —TFILII-—FTILFOEHBELZRAVNTHEL, #H

HARZREMBRETEET DI &ICLYUTI &LV,

AR, 201 1 3H3 1 HICHBEIN/BAERFTFEEFE201 1 —
079033BILEDIKBEECHRETRTDIEDTHD, 201 143
B3 1HICHEIN/-BAERFFHEESLE2011-07903 350HME
DERBED. ARICSEDLDHEAINS,

=St

BITRIC, EREF %R L CARBABRICEMICEHRBEY 20, I oRERIE
ARPEMSRET 5HDTIERL,

AFEPDTHW R LEHOIRE. £MLE. sFEEIOCNTZT 4
—EAWTUTORETHN L7,

NTbL:EBEEZRA TNy IMG

FET1. OmL /&
BMHER210nm

NZLEE3 ST

FREIEA : 0. 1wt % VEEKAR

MEMEB : 7= NYIL

54 L7T0TF L



WO 2012/133486 27 PCT/JP2012/058061

[0106]

[0107]

0% A:70%. B:30%
30494 A:20%. B:80%
404 A:20%. B:80%
Fle. UTOEBHICERLE (28) =5 —RUILFFV(3I/)-F
RYTY =2 —=RIRVEBERY D ILIE, BB T ICHRVWER L7,
(M 1) (2SS, BR) =5 —RYINAFITI/)—ERYI V-
2—HIKRVEBERVIIINDY 1 oEREDELEE

BRFELIT. (2S) =5 —RUINAFIAI/-ERYIY—-2—
AKXV (2. 31g, 6. 84mmo ) IC (+) —HVT7
— 2R VEE (7. 93g. 34. Tmmol) EFrSEROZSY (1
5mL) ZiA, —16CICAAILE, TOBRBRICRZY—FThZErO7
SVEEtk (1. O6MF kRO 7ZvEKR. 32, TmL, 34, Om
mo | ) 1. SESETMA, 1 8BFERI Lk, RISHICEIMIREEKRF
MDD LKAER (40mL) A, 30EE%KEILT MY D LKARKRT
pH10. QICFAELE, RISKZEFITFII (40mL) THEL., B
BaxK (20mL) TH%E, BERELE, BEEZEERAKIOYNTS
714 —ToMULEHER, REBLELEW1. 92g455ATHY., INEB8I3IWT
BIRMMEEITLTWE, £, DT7XF LA ZERER, (2SS, 5R)
(2S. 5S) =91. 4,/8. 6 (82. 8%de) THo7=,
TEEOERY (0. 9469, 2. 78mmo |) ICEEEETFILESRIL
T8. 63 gIlfAELEL, COBRKRE60CETHEL., a2V (0. 2
289, 2. 53mmo |) BEEARAY /—IE®K (0. 8759g) %5
DTHERMU, REREEREZTAHHL, T E 28 L7, FEY 5B
IFI (2mL) TIEESE. BELZETZIET (2SS, BR) —5—
RUINWAFVTI)—ERYI V=2 —AIRVBERV IO 1 IEEE
(0. 90349, 2. 1TOmmo |, INX76%) =¥k, COEHKTDY
PAFLAHIE. (2S, 5R) / (2S, 5S) =99. 3,/0. 7 (9
8. 6%de) ThHoi,



HEBON G ANEAENL -2

— GO ~VA—(SALAZFFENGZAY—G— (4G 'Se) (vig8E)
UCPI (2P%6 "YV) 8 'L2/2 '2L=(SS 'S¢
) /(4G 'S2) REMBENLYLE “UPR UNLILFRIVE U
EO%LGEK "MLRLYER6860 OUSARE “EHAY VWL —
YOLoN 200 YHEEZHUE Y VWEIRER ZYHE “PIKTTL
VBHZ (loww | Q0 "¢ "6E€09 "0) BAENLAAANVUELX (1N
—9 ‘v ‘2 NNMAYOHANNYL—L K- (F) IXHEXES

HEBON G ANEAENL -2
— GO NVA— SAAFFENGANY—G— (4G Se) (clg8ze)
YD (9P%9 "GL) 2 ‘2lL/8 "L8=(SS 'S2) ./ (¥
G 'SZ) ‘PRMBELNLYLALE UP YNDLNVLFPRIWURELUED %2
8kl "MR2LYEXB0OVY I "OUSUEE "EHATNWE2 -+ L4
V2O o YHEE R YUK YNV HEIRIEHO YOI REG 1% (| ow
Wy G "g "MWy "2 "MEALO04ALYLNQO L) WAL
Oy A& L—ASHIMEO2 UNWEHN0,02 — "¥IF (Qwe)
ALLOJdAEN LR (lowwQoO "€ ‘6269 "0) @WANANYL—
CAE— (F) N (lowwog "0 ‘6691 "0) WNEANVHEAEAY
— =GN VA—IIAXENGCANY—G— (S2) ‘ISHE¥ES

HEBON G ANEAENL -2
— GO ~VA—(SALAZFFENGZAY—G— (4G 'Sec) (Z[49%¢E)

]

Yc@d (°P%6 '66) LO '0€6 '66=(SS ‘'S2) / (¥
S 'S2) "PHKNLYLLLODYEOZ °2UEZ (F2V S "0) Eidl
LT AQUGANEANNL -2 -G OMVA—(SLAXFNGANV—G
— (¥G "S2) "LI2CLHBEIY "NE¥EOz2 (MWL) M=/ &
X2GRY YUz ZHRY "NIFHL BPEE UK °2 1 HEIRE |
20,09 ‘NIE=E (B0 "€) M—r&x2 (BL6S "0) YWEHET

CLL1e]

[oL10]

[6010]

[8010]

1908S0/710Tdl/LDd 8¢ 98YECT/TIOT O



WOgG "0 ‘6891 "0) WGEANEAMNL—2 -G 0vA—rT )
AFXENGAV—G— (S2) 200 | —FWMHO2 “YUNW(EZ (| ©
wweg "L "B LGl "0) WWR (Twe) A£cO04A&£NLY (1
CwWwoQ9 "z ‘6L01L "0) TN LELEYEN " BHEXES

HEREON G AN AAHANL -2
FENGCAV—G6— (4G "S2) (L4BE)
UC@d (2P%0O 6
G) G '02./G '6L=(SS 'S2) /(MG 'S2) ‘REHMELN
LYLLLE YR UNINUFRIVUEHLED %8 LFEK "(RLYERDBC
€l "OUSNRE EHAYTVWED -V LL4N 204 YHES ZHUY
CYUNHEDIHER CHE P YNEE (lowwog "L “bLy
L "0) #YW NNANOHAFNYL—L L AU— (F) L SHEESE

|
A
A
-
kS
AJ

|
~
.
M~
A

FHEREON G AN AAHNL -2

— GO NVA— SAAFFENGANY—G— (4G Se) (9l4g8zE)
‘YCLL (PP%RY "VE) 8 "€
/2 7L9=(SG 'SZ) /(4G 'S2) ‘HIMEEKILYLALL Y
B CYNILNOFAUHIUED %2 6K "MRLYSERBEC60 0US
PEE EHAYNWED — V£ 4 2046 YHBRE ZYUK °Y 1 BIED
e ZHBE "PIWKIY\HE (lowwge "2 ‘6982 "0) #WA
WAL AEK NN UYNOEANANYL—L LK — (F) NXEEES

HEBON G ANEAENL -2
— GO ~VA—(SALAZFFENGZAY—G— (4G 'Se) (S[493E)
UCcPI (2P%2 2SG) ¥ €29
GL=(SSG 'S2) /(¥S 'S2) ‘PIHMEKILYLLS UL Y
VLN OFRIVHLED %8 9Kkl "MRLYEXEDBG L I "OGUSAEE
EHYNWED — S L2 4N 20 G YPFELZYUL YNV HEDNEEIR
CIYBME "PIWYAAEH% (lowwz o "¢ '602g "0) @AY
ATAUN —d 20 UYOEANFNYL—LAE— (F) I SHEHEXES

(v110]

[cL1o]

[zL10]

1908S0/710Tdl/LDd 6¢ 98YECT/TIOT O



WAL =2 = G NMNVA—SLAFENGCANV—G "D 2 6 HZEHE
20,05 'BH¥Ez2 (608 "0) W=7 & X "NEZZUHHY °HN
HEIEISZ "N(EY (lowwegy "2 "B6elg "0) WLTAR (B
8L '¥) M—r&X2) (lowwge "2 '‘6H08 "0) NWGEANVEA
WAL =2 —AGNMVA—SLAFENGCANY—GO (®P%8 "¥G)
9 '2¢/v "LL=(SG 'S2) /(MG 'S2) ¥HkK1LYLL:
FEHOBHMO T 2O ANA NN EL—2
(NA—((SLAFFANGEZAV—G— (4G Sc¢) (6484%)
Yc@d (
°P%tv "98) 8 ‘9.2 ‘'€6=(SG 'S¢) / (¥S 'Sg) ¥
HMELI1LY LG ° (%Y KB SE2LNU ) kBE% (Pwe
S6) GSANREELI 2 EHWEIM "FFZED T 4 (1 N FFHYDNE = BIF
E "B (QTWO L) WELTHM LY ® (TWG) MENT LN
BN G MNE "PHEREE NIEY (|owwyyz "L ‘quwe T}
‘WG 6 "0) YEBAL O AL L—ALEIMBO2 AN IFHID,
02— 'Yl (Qwl) f£O0yA&£N£LR (lowwlg *| “6Q
S€ "0) @MAFNYL—LLAK— (+) ) (1owwgg "0 "bg |
"0) NWGEANEAMANYL — | =G ~A [FIL (ATRAL {0 ) —
=GO vA [rs) (A¥ENGANY) ] —G6—=(S2)}) 1 -V

HEGEDA (- i~ .

-~

%
Y

WAL =1 —AGN~A L SdL (WI=FANEL (V=2 —7"&h~vA L7
SL(AFENGCAV) T —G— (86 'S2) 1) 1 —v (8l4g3z=x)
°Yc¥d (2P%8 '29) 9 '8L/v L8
= (SG "S2) /(49 'S2) ‘HIMELILYLSL “AUE YD
NTUFRIWHULED % v Lk "(RLYERB6 G2 | "0OGUSAURE ¥
BAUNVWE D — )V £ 24N 204 YHES ZHNY BRI 2 AN
JEORIMG TOCIMESE RO (Mwe) A£cO0dA&£NL (|

owwege "2 ‘G669 "0) WANNY—4LLAK— (+) S (low

[9110]

[S110]

1908S0/710Tdl/LDd 0¢ 98YECT/TIOT O



WO 2012/133486 31 PCT/JP2012/058061

[0117]

[0118]

[0119]

VEERVIINDY 1 uEEE (0. 5569, 1. 29mmo |, INE55%
537, COBEGEHROIYTRFLALIE, (2S. BR) /(2S, 5S

99. 1/0. 9 (98. 2%de) THo7,

(EfEFI10) (2S, BR) =5 = ANRYVNFFITI)—ERYTY
—2—HNRVBERV IO 1 7EREOREEE

IPRTLAHMN (2SS, BR) /(2S, 5S) =77. 4/22. 6
(64. 8%de) OE5—RYIUNAFITI/)—ERYIY—2—-HILR
VEgERV ) (0, 8069, 2. 37mmo ) ICTZTH/—JL (4. 75
g) &¥auEg (0. 217g. 2. 41mmo |) A5ML. 2B5REEY
L7, fiE¥M%aE28L., T4/ —J) (0. 80g) T2EE%H%. 50CT
BERIRTDIET, 5—RYVILFFITI/)—ERYIY—2—-HILR
VEERVIUNIDY a9EEE (0. 947 g, 2. 20mmo |, INE9I 3%
) BB, ZOBEKRPOYTRAFLALIE. (2SS, 5R) / (2S. 58
) =87. 2/12. 8 (74. 5%de) TH>o7=,

(BREFI1 1) (2SS, B5R) =5 —RYVNFFIFTI)—ERYTIY
—2—HNRVBERV VNS 1 9ERIEOREESE

IPRTLAHMN (2SS, BR) /(2S, 5S) =77. 4/22. 6
(64. 8%de) OE5—RYIUNAFITI/)—ERYIY—2—-HILR
VEERVUIIL (0, 857 g, 2. 51mmo |) 4y 7OnR)—) (4
86g) &¥awE (0. 2279, 2. 52mmo |) ZHKRML., 28
BiE# L, M E3BL, 1V 7O/ =)L (0. 83 ¢g) T2E%%
%, SOCTREERTDZIET, 5—RUYINFFITI/)—ERYTIY
—2—ANKRVEBEBRVIILO 1EEE (0. 9379, 2. 18mmo |
KB TR) 2Bk, ZOBEKPOYTRAFLALIE. (2SS, 5R)
(2S, 58S) =88. 4/11. 6 (76. 7T%de) THo7,

(EfEFI12) (2S, BR) =5 = ANRYINFFITI)—ERYTY
— 2 —HIVKR VNV I QRIEE

)
) =

BRFEHST. (2S) -5 —-RUIIAFUVAI)—ERYI Y —2—



Z (lowwgQ "¢ 6Z0€ "0) FUIMEO2 “ANIFHK2IO,0 L
— ‘¥l (Qwy "0) MMNTNFLOY (TW9 ") A&£c04 3
ENL) (lowwQg "0 'y L2 "0)JdILUGCANVCEANNY
— =GN VA—IIAXENGCANY—G— (S2) ‘ISHE¥ES
FERBON S LNGEANGEHAFNE -2 —
(NA—((SLAFFANGAY—G— (4G 'S2) (v LI4BI=E)
AUCLD (PP%9 VL
) L "21/€ "L8=(SS 'Sg) /(¥G 'S2) ‘PEHMELIL
LG YR YNNI NOUFRIUHULED %6 Lk "(L2LYEREQ99
C OUSANREE “EHAUNWEYL -V 4N 2040 YHES ZHTRE °
NTHBD (TWO L) WELTEE Y YR (TWG) MENT LMY L%
WEHAMEE "FHEIEE L 2 "N{Ex (Jowwo0 "¢ 'BelL L "0
) To N LEQEPENDI VY * (lowwoo "9 688G "0) ¥
WG O2 U001 — ¥ (qWwg "0) Wiy =4aL
QY (Qwg "g) A&£cOyA&NLY (owwQO "L ‘BLy9V
"0) NWGEANEAMANYL — | =G ~A [FIL (ATRAL {0 ) —
=GO vA [rs) (A¥ENGANY) ] —G6—=(S2)}) 1 -V

~

%
Y

X

[ ]
NE-NIT

NME—1—Vicih~vad [7SL (W= E M F—c—7FAdih~ad [ 7=
L (ZFENCAV) T —G— (89 'S2) 1) T —v (¢ Lg3E)
Y@
(eP%8 "09) 9 6L/%¥ '08=(SG 'S¢2) /(43 'S2)
PIRMB LN LY LG YR YN LVOFRIURUED %0 8K N
RALYEZBIE L OUSNEE "HHANWE2—rccoN2040Y
WEE YUY “HHEERHZ 2 YW (owwog "L "6L9
SO "0) TaNLEOEUYEN "IFY YW= (| oWwwyQ "¢ *6
20€ '0) WYWIHREHO2 *ANIFHKNO,0 L — "¥U%E (Twg) A&
COJAELNLY (1owwQOg "0 "689 1 "0) NEANVEANAY

(4

[1210]

[0z10]

1908S0/710Tdl/LDd ce 98YECT/TIOT O



WO 2012/133486 33 PCT/JP2012/058061

[0122]

ma7=1.ic, KFRbHEOFFM) DL (0, 07579, 2. O0Ommo |
) ARMU, 2 205@EEHL, BT FL (10mL) , K (5mL) %
MA. 30FEE%KEIESF M) TLKBRERToH=1 1ICHAELELR. 2K
L7, BHBEEBKTEST M) JATEBLLE RERET I ETRRE
&m0, 176 9%k RE82%) ., £k, VT RATLAZERKIZ.
(2SS, 5R) / (2S8S, 58) =87. 7/12, 3 (75. 4%de)
Tho7
EELEOF AR

ARBIZ. EERPEGKELTERRIN SV ZA-5-7I/EXR)I Y-
2—NIKRVEFERERETDDICFATE %,



WO 2012/133486 34 PCT/JP2012/058061

[EEKIR1]

EROEHH
Tk (1)
[{e1]
R3
3
n
RY o
N
o) AZ

(R, RUIBEIHATDIHNRINEEIZAFILES., PIR
BaE. XRFAIRATIVEEEER LE2EHEETRL. RUIKE
RF. KEVT1~1207IFIVE REE2~1 20775 Z)LE
VIRBRBT~21073FLE, XIFKFHE~18071)—ILE
HERT, RUIKEREF. KREH1~1207FILE, REH2~
12075 ZIVE, RBREHT~21073LFILE, kEH6
~1807Y—J &, KEE RIFHI1~1207.LFILAFIE,
RFBH2~120F7NT5ZFFoH, KRERT~210T7S5LFL
FF R, XEIRFHO~T1807Y—LFFIEERT, nld 1,
2, XRIF3DEHERT, ) TERINDA I VEEFRICZAILEVEOD
HET, ExilzRBEIE2E2HFHET S, TEh (2)

[{b2]

ey

(X, RU RL R niFRIICRALTHZ D, ZOETEETRT
o ) TRINBIBRT7IVEEY. XidTEX (3)

7



WO 2012/133486 35 PCT/JP2012/058061

[E5KIR2]

F5RIR3]

[E5K1R4]

[E53KIR5]

[183]
R3
"
R1\wz g G3)
Y
0 #

(R, R, Rz R niIEIRICALTHEH. TOEBETHETT
o ) TRINDEBRT I ViLAYOEEEX,

AIEER A, IREBEB1~1207LFINAFFH, kFEH2~12
DFPIVTZIIFHVE, REHRT~21O7SMFILFFH, RE
Be~1807)—IAFIE RIEHI~36DKMN)T7IFILDY
WAFVE, PIJE RERI~1207LFILT7 I/ EH, REH
2~1207IWr=VT7 I/ & KFRERT~2107ZILFILF7I)
B RKFRHE6~18D7)—ILT7I/HE KREH2~24DVT7ILF
WPI)E, RBEBA~24DVTLTZLT I/ E, RFHT1 4~
42DV TFINFILTI/E REHR12~360I7)—ILT7I/
HE FA-ILE RER1~1207LFINFFE, KFH2~12
DPINTZINFAE, REBT~2 107 NFILFAE, XFKkkE
HE~18D7)—ILFAETHZIERE 1 ICREHOEERL,

RSB RNV VEEDHEE, & L<IEAY 77 —RIKRVEETHY., Al
EETHNRZ Y THD, FKIE1XIF 2 ICRBBOREE,

RIARY A FVEREIRY ST I JE, RepKE, R
NUINFFRVE, nH2THZHERET~3OVWTINMIEHOHR
&%,

B, BIRBRIRT7 I VEEWMEL 2 VBN SEETRIE T, X%
J=Ilby TH )=, AVTANRI =), X5 )= ILESURAEAE
IV EESUCEREAERE. 17O I EESUREAENS



WO 2012/133486 36 PCT/JP2012/058061

BRINDZBEDS> VR EE TEISEREZTEIE S, FBKRIE

4 |ICEEEDELEE,
[F53KIE6] RIATFER (8)
[{t4]

N
P

(Xh, PRER7IVEDREREEARKRT, ) THY. R2AKFE, R3NP
RUINWAFVE, nd2TH2, FHFRE1~3D0WVWTFNMIEEHD

Sk,

EERIFT] PAOARYIINAXFVAILRZINETH D, FHKIEG ICEH DR EE
[E53KIES] (2S, 5S) =56 — (RyYIUNWNAFITIJ) —ERYIY -2
—ANKRVBEBRV N ERHEYE LTEOTER (5)

[1k5]

OBn

NH
\““O, (5)
)

T

0

BnO

TERIND (2S, 5R) —=65— (RYIYLFFTTI/) —ERY
VU—2—RIKRVEBRYINESIVBALEILLELSKT 1 &R
DIBEERIET T, X8/ —b. XEAY /- EETEREARENS
ERETHIE2&52HETSH, (2SS, BR) —6— (RVY
WAFOTI)) —ERYI V=2 —-HILKRVERYIIILOY 198



WO 2012/133486 37 PCT/JP2012/058061

BEOEF ORISR,

F5KIEO] giEE (5) TRIND (28, 5R) —=5— (RVYILAFIT
/) —ERYIY-2—-HIRVEBRYILHE, FERX (4)
[1t6]

OBn

BnO )

\Ez "

\[r“\ a

O

THRIND (S) —=5— RYINLAFIA4I)) —ERYIY-2
— DR VEBERYDIIVICAIVEVEBBORET. ExilzRIGIE3
EICE>TBELNDZEDTHBERIES ICEFHFORELEE.,



