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R TD1-6. O—T 1 2T iREBHHE (S00-500rpmiEE) TEH LAEN SR
JL—L7T-,

[%&3]

JBTEMEHEE A 3 OMER >

AZ 7 VNEBEESE (HBUK) 20. 00mg (BWES6. Omeg)
i 2. 4dmg

g BN =F 0. 6mg

{F & 0. 75mg

=gk 0. 075mg

B gk 0. 075mg

FERLK 42mg

#F (E®m) 65. 9mg (9. 9mg)
Bon-BaMHBEM IIZONTIE, 2ILYEBRILERSINT, 28k

IERICMAZSEDEBHRERSINT-,
1—[2— (2, 4—HAFIIZIZIIARILITZ7Z=IL) Tx=)L] ERSD

> ) 17 ¢ HMeEEY A BRE %8 45
(5m g BKiEDHEIE)
LEYALEEETAIRKERAITTRTHEBLETRD &S (CEE LT,
Thahb, LEYA 235 1g (BEME) . Y= h—JIL4094.
Og (EEHE) FLUBRTLILO—X555. 0 g #RBBEEHTIER (
NOLyIEFD—56SHE) [TAAh, FHEAL., EROFITOELEIL
O—X166. 4g%BELI-KBEK2776. 0g&RTL—LT, EM
RKEB/-, Boht=EHERKAI4505. 0g%/N\T—3 )L (BB IT/E
FTEP—3%&) #@EL., BHREL-, BHiR4095. 0glifEmtiLA
—X225. 0g, T )a—LEEFr)IL135. 2gBEUR
TTIUBIIRT VL5456, 065 g4 0T 7—REH (BAMLEEM
THEFRETM—15SE) [CTAh, BEE&L., BEXER. EEXEO—4
) —3THEME (FKE/EFREAQUAOS512SS2AT1E) AT, 148
150mg. 7mmoDHFTITEL., SmgRKEEZHT-,
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[FR4]

<{LEMAEZZHTS5m g EEDHR >

L&A 6. 355 mg
v = b= 110. 645 mg
AT —X 22. 5 mg
ERFuedvFuvrireruo—2R 4. 5 mg
FrFT)a—nEgET ) T A 4. 5 mg
AFT Y VR TR T A 1. 5 mg
B 150 mg

[0049] (1 Om g&EEDHE)
LEYAEEET ARKERS ITRTHEBLETRD &S (CEE LT,
Thahb, LEYA 6158g (EEMIE) . Y= +h—J/L50590¢g
(EEWHE) BLUHEREILO—RT7 275 g REBEHEZIER XL
VOEFD-WSG—60%) [CAh, FRESL. EFOXLTOELE

IO—X2483g (BLLAH) ZHEK38. 89L (HELMRAA) IC
BRELIKB®BR36397g&2ARATL—LT, SEHKXRER, Bonl-EH
RK63200g%/NT7—3)L (BIULEHMI/FFREP—7SHE) Z&L.
BHRE LTz, BHRK62240gll#ERt/IA—X3420g., TVTV
JUI—IVEEFT F) VL2052 gBFVRTT) VEET T AV 71684
gERAUITS—REH BILEBHMIERETM—-400SE) [CTAL.
BE L. BAXRERL. EEXED—4 ) —ITHHE (HKE/EFRMEAQUA
0836SS2JI118) ZAVT, 1#150mg. 7mmoDHFETITE
L. 10mgEEHT-.

[0050] [%&5]

<[LBEMAZEETD 1 0m g DR >

ftEmA 12. 71 mg
v = h— 104. 29 mg
mEAT—2A 22. 5 mg
ERrexsr o’ tieiiu—2R 4. 5 mg
ForwF ) a—Apr Y A 4. 5 mg
ATFT YV VB TRV T A 1. 5 mg

Ha 150 mg



WO 2011/136376 16 PCT/JP2011/060483

[0051]

[0052]

[0053]

(1 5mgZEDHE)
LEYALEEETARKERGITTRTHEBLETRD &S (CEE LT,
ThbhL, LEYWA 704, 7 g (EEWE) . YV h—JL3624¢g
(EEWTE) B&UHEREIOD—R555. 0g#RBBEEMEIEE (/Y
LyVHEFD—5SHE) [CAh, FREAL., EFOXLTOELEILO—
A166. 6gxARELI-KBEKE2776gHRTL—LT, BREXRERI-
o WONEHRKRA4505. 3 gZ&/N\T—3)L (BFLEEBRIIEREP —
3®) #@EL., BRRELTfz, BHKR4095. OgliffRt/iO—R22
4. 9g, TUTVT)a—I)EF L) IL135. 0gBLUVRTTIY
BT L45. 059 g 30 T5—BAMK (BAMbRHM T sl
TM—158&) [TAh, BAEL. BEXRE[/DH, BAREOD—4 )T
e O(EKEMEREAQUAOS12SS2A1E) #HINT, 18150m
g. 7TmmoODHFTITHEL., 1 5mgiEzH-.

[%6]

<ALEMAZESETH 1 5m g EEOHRE>

L&A 19. 065 mg
= b 97. 935 mg
mELrT—2 22. 5 mg
E Fexsrruriin—X 4. 5 mg
T T a—nEgF ) U A 4. 5 mg
RFT VB~ RV T A 1. 5 mg
at 150 mg
(20m g BiRDEE)

LEYAEEETARKER7ICTRTHEBLETRD &S (CEE LT,

YL, EEYA 12370g (EEME) . Y= F—J)L44380
g (EEMHE) PLUKRTILO—R7 275 g ZRBBEHEIEE (/D
LyVHEFD-—WSG—60%) [CAh, FHEAL., EFOFPTOEL
TIO—R2483¢g (BLILAH) ZHEHEHK3 8. 89L (HBLLAH)
(SR LI-KBEKR36405g%RTL—LT, EHXER-., Bontfi&
K6 3200 gZx/N\T—3)L (BIMLEEBRIEMAEAP—7SHE) Z&L
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[0054]

[0055]

[0056]

[0057]

BHRELR, BHIRK62240gIcfERtE/IO0—X3420g, TV
DOV A—IEEF ) L2052gBEUVRTT VERT AV VL68
4gEB T T7—REH (BIMELEERIERETM—-—400SHE) [TANK
BAL. BERES/, BAREOD—42 ) —iTH# FKEEREAQU
A0836SS2JII18) ZAWT, 18150mg. 7mmo D TIT
L., 20mgEEBT-,

E

<{tEWAEEETD 2 0Om g BEEEOMK>

&Y A 25. 42 mg
v =r—v 91. 58 mg
EEELa— 2 22. 5 mg
E R Faririro—=x 4. 5 mg
FroFT)a—-LgEr ) U A 4. 5 mg
RTFT Y VB~ TR T A 1. 5 mg
&t 150 mg
EEfl 1 - EEMADIEBEMEER (1 0mghE) OHEE

ILEMAZEETTSH10mgE1000. OgZETsINLa—Ta2T
# (JOA U FEHC—LABOS30R) [CAh. BEMEEEM2%35
0. OgRITL—L18E#H156. 9mg (#4. Omg/  cmz2a—FT1 >
7) DEBEREES.

EiEfl 2 - ILEMADERBERER (1 0mgit) OHE

ILEMAZEETTSH10mgE1000. OgZETsINLa—Ta2T
B (OO REHC—LABOS3O®E) ITAK, BiEUHEREM2%4 2
8. 1gRTL—L1&E#158. 4mg (#44. 8mg. cm2a—FT1 >
7) DEBEREES.

EMHI3S - ILEMADRBERER (1 0mgit) OHE

ILEMAZEETTSH10mgE1000. OgZETsINLa—Ta2T
(DO REHC—LABOS3OHE) [TAK, BiEMHEEREM2%4 7
9. 0gARFL—L1&EM160. Tmg (5. Bmg cm2a—T 1>
7) DEBEREES.
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[0058] ZEfEHI4 : ILEMADIRBMERER (5mgfE) DHEE
LEYMAZEETE5mgiiE3000. 2g% T /LLa—T 4 U5tk
(SHLYHEDRC—500%) [ZANh., BEAMHEREM 241233,
OgRATL—L1&KEMN159. 1Tmg (84, 8mgcm2a—T 1Y)
DiE Bt RER T/,

[0059] ZEMEHIS : ILEMADIEBMERER (1 5mgi) OHE
tEMAEERTS15mgiiE3000. Og%Tq)LLa—FTa4 VY

B (UL yYEDRC—500%) ITAN, BAMHEEREM2%1230
. 0gRTL—L1HE¥H158. 65mg (4. 8mg cmz2a—T4 ¥y
) DEBERFIZEE-.

[0060] ZEfEHI6 : ILEMADIRBMERER (20mgi) OHE

tEMAEERTS20mgiE3000. 1 g2 T7q)LLa—FTa4VY
B (UL yYEDRC—500%) ITAN, BAMBEEEM 221312
. 5gRTL—L1HEHN159. 1Tmg (4. 8mg cm2a—T4 ¥y
) DEBERFIZEE-.

[0061] ZEEHI7 : ILEMADIERBMERER (20mgi) OHE

tEMAEERTH20mgiE3301. 4g% T4 )LLa—FT4VY
# SULyVEDRC—-500®8) I[CAN, R8ICRTHEMLEOHHEED
— T4V HEE1630. OgRTL—L1&EHN155. 6mgDFfEED
— MEEFRT-,
[0062] [%8]

<HHREa—7 1 TIEROMERE >

E7aAa—2R 4. 5 mg
<7ud—/16000 0. 9 mg
BT 0. 6 mg
raElk 54 mg
7 (BES) 60. 0(6. 0) mg

[0063] ®XWWTEHELN-HBEI—FE3000. 8g% Js)lLa—T a1
S LYHEDRC—500%) [ZAh., BAMHHEEBEEM2%1200.
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OgRATL—L1&KEHN164. 9mg ($94. 8mg cm2a—T 1Y)
DIFBMERFEFT-.
[0064] EXE&HI
EiEfl 1 ~ 7 THONEAERAIOMERES & VHREEE%E 1 5HER
AERADREABREICE YA, MERBK (0. 1 NEEF-EpH
4. SEFEEEER) ZRHUVTI1 207 0DRBKEEREL. Acid Uptak
e ZRAIEL, TD%, MIEHARE (pH6. 8YABREERK &L THIE
BEZAEL:, Acid Upt ake&I[ZRaMEROMEEDTMEET
HY., COMEAT10%LUTTHNE, FERICHEFLEAFIEC >THELT
. HER, TOUMBEEETOLHET 5001 DDERTHS, Ac i
d UptakeldRKICKYREHLT,
Acid Uptake (%) = (REEOENEE-HBRIORIES)
SHREBREIDEFREE X100
EHEFI 1~ 7 THONEAEEFIDACc i d Upt ak e B&UHIIRRE
M#&RO~12(IRLT=,
[0065] [%9]

THEERERE (0. INHEE) ., RERBRE (pH6. 8 Y ABBEIR TORE(n=23)

EHH FEHEsl 1 sl 2 EHEpl 3
Acid Uptake(®%)|5. 4 6. 4 7. 9
FREERER] (4) 5. 3 4. 4 3. 8

[0066] [3&10]

MHEEABRIK (p H4 . 5 EHRERER) . BERBIKR(pH6. 8 Y ABBENR) CToOR

B(n=3)

HH EhEpl 1 Ehpl 2 sl 3
Acid Uptake(%) |7. 2 9. 1 10. 7
FREERFH () 9. 7 6. 0 5. 3

[0067]



WO 2011/136376 20 PCT/JP2011/060483

[FR11]

MMERFARIR (0. LNER), RERBRK(pHE6. 8V ABBER TOKRE(n=:-6)
EHH ElEF 4 | EhEf S | EEie | e 7

Acid Uptake(%)|5. 3 5. 1 4. 2 4. 6

RREERETE (&) 7. 2 7. 1 11. 5|7. 4

[0068] [Z&12]

TR (p H4 . SEBRER . RERBRK(pHE. 8 Y ABBEIR) TOR

2(n=26)

EHH EhEpl4 | EHSI5 | EEpl6 | ERe 7
Acid Uptake(%)|9. 2 7. 3 5. 6 6. 0
BRERERE (4)) 8. 4 8. 3 10. 5 (8. 1

[0069] EbER45I
IRt EEM 4 BRI AN LA—T 4 VA - BILIBE0EER)
DR
xR 1 3ICRY, BEAMEEEM4 641, 0g (ABAIRE: 2
5EE%) ZHRALT-,
[0070] [%&13]

<BERMEBIBEN 4 O >
AZ 7 VNVBEESE (SR 18. 67 mg
(BFs 5. 601 mg)
ZNT 2. 8 mg
T B NY =FI 0. 56 mg
BiLF & 0. 9 mg
=B gk 0. 07 mg
= ke 0. 07 mg
FEELK 17 mg
& (EE) 40. 07(10. 001) mg

[0071] BonBAMREEMA4IZDONT, 2ILIDDESIFT+HTHY ., KK
MNIEETHDZENBRER SN,

ALY E (RUI—HAIHTE2ILIDE) H2 5 E2%DIEAEEHRE

EM1BEUV2TEEILVIEREHEREINT, REFGIBNBRER S,
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[0072]

[0073]

[0074]

[0075]

T, 40EEWDHBBMHREEM I TLRAICHA 50N ERE I
ZE&Y. RV BERETALIZEY., BIFEAILIOAOEENESH
. HEMAMET S ENERSINT,

FREBHICEYRREINSRFEADZBEEROZKERS L. ThBEE

NEFSE] ELTHATHS, 0 NEFRELD . a0l La—FShTW
THEL, LT, & E LTERBGOEERBT 5,

SEZH1  ALEMADRRRE (5mght) ORE
LEMA%XETTEREER1 4ICRTHEBETROLS ITHE LT,
Thahb, LEYA 3076 g (EEMIE) . Y= +h—JIL5E3670g¢g
(EEWHE) BLUHEREILO—RT7 275 g REBEHEZIER XL
VOEFD-WSG—60%) [CAh, FRESL. EFOXLTOELE
IO—X2483g (BLLAH) ZHEK38. 89L (HELMRAA) IC
BRELIKB®BR36410gERATL—LT, BEHKXRER, Bonl-EH
K63200g%/NT—3)L (BALEBRIT/FFREP—7SH) Z@&L,
BHRE LTz, BHRK62240gll#ERt/IA—X3420g., TVTV
JUI—IVEEFT F) VL2052 gBFVRTT) VEET T AV 71684
gEAVT7—EEH BILEBRIERETM—-400SHE) ITAK.
BE L. BAXRERL. EEXED—4 ) —ITHHE (HKE/EFRMEAQUA
0836SS2JIIB) ZHWVT, 15150mg. 7mmoDIFTHHEL
. BEERT-,

[%&14]

<{tEWMAZEHTHREEDOHE>

{LEmA 6. 355 mg

<= k=i 110. 645 mg

i — X 22. b mg

[N == e = B o 2 o A = S 4 4. 5 mg

FrFr T a—LEgEr ) vA 4. 5 mg

ATT YV U~ TR A 1. 5 mg

Ei 150 mg
BoN-#E61500gZ% 74 La—T 42058 USJLYYEDR
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C—1200DSE) [ZAN, F1S5IZRTHEBEDI—FT 1 4 HE30
497 gATL—L18EH156. 1mgDEREEESE-.
[0076] [3&15]

< a—F ¢V TIRDOMAE >

EFmxin—2x 4. 5 mg
< /7ud—16000 1 mg
13| A 0. 5 mg
=T Mhek 0. 033 mg
Qs 0. 067 mg
raEAK 54. 9 mg
&t (E) 61 (6. 1) mg

[0077] &&Hl2 : (LEMADRERREK (1 0mglE) OHE
LEMA%EEETEREER16ICRIHEMETROLS ITHELT-,
Thbhb, ELEYMAG6152g (BEME) . Y= +—IL50590¢g
(EEWHE) BLUHEREILO—RT7 275 g REBEHEZIER XL
VOEFD-WSG—60%) [CAh, FRESL. EFOXLTOELE
IO—X2483g (BLLAH) ZHEK38. 89L (HELMRAA) IC
BELI-KABRI6409gERTL—LT, EHKRERB-, Bonl-&EH
K63200g%/NT7—3 )L (BALEHKITEFREP—7SE) #@&L.

BHRE LTz, BHRK62240gll#ERt/IA—X3420g., TVTV
JUI—IVEEFT F) VL2052 gBFVRTT) VEET T AV 71684
gERAUITS—REH BILEBHMIERETM—-400SE) [CTAL.
BE L. BAXRERL. EEXED—4 ) —ITHHE (HKE/EFRMEAQUA
0836SS2Jllf#) ZAWT, 1H#150mg., 7mmoDIFTHHEL
. BEERT-,

[0078]
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[0079]

[0080]

[0081]

[F16]

<{LEWMALERT HEEDOME>

L&A 12. 71 mg
<= b= 104. 29 mg
e —A 22. 5 mg
E e Furrtirao—=x 4. 5 mg
TrFT Y a—EET ) U A 4. 5 mg
ATFT VB TRV T A 1.5 mg
53 150 mg

Bon#E61500g & T La—Ta4 258 UILYHYEHDR
C—1200DSHE) ICAN, R15ICRTHEBLEDOI—T 29 %E32
077gRATL—L1&EH156. 1TmgDEHREESE-.

SEHI3 - \LEMADERIE (20mgfE) OEIE
LEMAZEEFTAREER1 7ICTRTHERLETRD LS (C8E LT,
Thbhb, EEYMA12310g (BEMIE) . Y= F—J/L44440
g (EEMAE) PLURRTILO—R7 275 g2 hBIBEMEIERK (/Y

LyVHEFD-—WSG—60%) [CAh, FHEAL., EFOFPTOEL

TIO—R2483¢g (BLILAH) ZHEHEHK3 8. 89L (HBLLAH)

SRR LT-KBK3I36479g%#RATL—LT, EHXRES-. Bohl=&

FK63200g%x/NT—3 )L (BMILFEHHIEAAEP—7SE) &L

BHRELR, BHIRK62240gIcfERtE/IO0—X3420g, TV

DOV A—IEEF ) L2052gBEUVRTT VERT AV VL68

4gEB T T7—REH (BIMELEERIERETM—-—400SHE) [TANK

BAL. BERES/, BAREOD—42 ) —iTH# FKEEREAQU

A0836SS2JIIE) ZAWLT, 188150mg. 7mm¢ DHFTHEE

L. %EE/-.
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[0082]

[0083]

[0084]

[0085]

[F&17]

<{LEMAZEE T HEEOME>

fba¥ A 25. 42 mg
T = b 91. 58 mg
ek —2x 22. 5 mg
E FoxFarirtio—2 4. 5 mg
FoFuTY) a—VEF ) oA 4. 5 mg
ARTT Y VBT 2T b 1. 5 mg
&t 150 mg

Bon#E61500g & T La—Ta4 258 UILYHYEHDR
C—1200DSHE) ICAN, R15ICRTHEBLEDOI—T 29 %E32
234gRTL—L1EH156. 1mgDERREFSZT-.

EX LEOF AAREE

AFEADFBEEFICLNE, FEROMBEIAELET S EITKYEREIRN
ANDBRDZEMNEAN, FTOZEICKYERID 7 ILIELN NG S, BEAE
FERIEONIBRELADRSNBHEINEZLITHD, BRELT, B
B DEFRFIARIALT B,

LlE, READERHEERO N DNEHMICHBALLA, YEETH
NIERSIN-FEDRRICIE, XEAOHREM RN SEBMITER LGN
HBETHRAGBELETE2LET EIEARETHD. #oT. FOLIHEBE
RUEED, XN THSBEROEETERSINIARAOHEHLEENICE
FNH5EDTH 5,

AHEEL, HE2010—-105666%&EBELTHY. TORBERE
BMEICETEEINELDTH D,
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[FERIE]

[FERIE2]

[FE3RIE3]

[FERIE4]

F5RIES]

25 PCT/JP2011/060483

FERODEH

1) 1= [2— (2, 4=PAFILITTZIILAILT7ZIL) =
W] ERSDUFERIIZTDEREERT HE.
2) a) AR YLEEIRYT—, ETOAA—RTAL—F, £ET
AAO0—R7ET—r IO R—F, ELO—RT7ET—FTRL—
FEEURYEZLTET—FIEZL— M DERIND 15EF (&
2ELEDORYT—EK5S, BLY, b) RIRAR)T—HFIHLTE
ELA0%LUTODEEDZ LY, ZEEHL. D, ¢) ZILAHUES
EEEMIZER LG,

CEERHMET ORBNRERER.
BT SRR,

BAMHERICAENT, RUT—KHH.,

1) A2 )L, B&U.

2) AFITFTOUYL—b, TFLTHVIVL—F, BLU, AFILAS
D) L— b DERIND1IEEE2BULEDOE/ T—HDHERS
NBARY ) IJVEEARY) T —,

THHERIE 1 ICRBDFEBMESEH,
BARMHEERICENT, A2 LR T—nH,

1) A2V, 8&U, TFILT7VIL—FEDIAR)T—,
2) AR VUIEE. BEU, AFILAZYYL—FrEDIARYT—,
EJ N

) ARV VYILEE, AFILTHVIL—Fr, BLU, AFILAZY YL
—rEDARYT—,

THDHHERIE 2 ITRBDFBMESEH,

BRBMHERICIENT, 2ILIVDEENR)I—HAIIHLTEE
b1 0M525%THAHERIE 1 ICEEHDIZAIEREA

B mERN. SHICHEBEREZERTHILDTHAHERIE I
DA,
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[FE3RIE6] RUI—RODEREN., REOKREREDBET, 4hb6mg
/cm2THHERIE 1 ICEEHDIZAIEREA



