1438201

il (19)FERBA% L0 E A
0 (19)+ & & & )

¥ (12)28RAE NS AR Q)EERE : TWI438201 B
oy (45)2%8 : PHEREHE103(2014) £05 721 8
(1) ¥ 35 £ 9% 099113442 ()% 8 FERHE 99(2010) £ 04 5 28 A
(51)Int. CI. : C07D403/10 (2006.01) C07D413/10 (2006.01)
A61K31/4184(2006.01) A61K31/4422(2006.01)
(30)E b © 2009/04/30 B A& 2009-111381
2010/03/24 B A& 2010-068625

(THEHA KB ELTERNH RS (B R) TAKEDA PHARMACEUTICAL COMPANY
LIMITED  (JP)
B A
(72)3 38 A 4% £ H HOSHINA, WATARU (JP) ; & @ 3 A FUKUTA, MAKOTO (JP) ; # ¥ 5%
2z MARUNAKA, SHIGEYUKI (JP)
(THRIEAN R FREZ IR
(56) %% SURK -
EP  1306088B1 US 5958961
WO  2008/032107A1
BEANE BHTE
Wi EFSE AR 4R B X% :0 #£07

(54) % #%
E] 28 % A
SOLID PREPARATION

(57 &
ARARRSE—EAREE > RaBOAOA ey LR

R‘!

e o)

N/>—0—R3
N

Hof &Rkt B EPTE R (DIBER - ARGISHEIRE - AR &R OQEMERT LN -

Provided is a solid preparation comprising (1) a compound represented by the formula (I):

(1)



1438201

TW 1438201 B

o o))

l
N}—O—Rf’
N

(1)

wherein each symbol is as defined in the specification, or a salt thereof, (ii) a sugar alcohol, and (iii) a

calcium antagonist, which is superior in the dissolution property and stability.

N (1)



] 438201

[_\u&;ji
[ov g
RASFRAE

(ARAEHK S FHEZLS  XEeRFPHIAE)

X wgeg: 9911344 2
Co7y4e3 /. .

X EF’ag g: a4. a. 72 WIPC 4% : 7’) / $20056.01)
G 245 12006.00

— ~ BB LHE  (Px/EX)
] g % ) Ablic s, $2006.01)

SOLID PREPARATION
JQb lie HM?Z/D;;"{).OJ
— >~ PXEAHE ‘
ARAGRBS-BERLAEH  Raeg(DA(DATx
Ak ]

g

e

~

R1

!
)—O0—R®
N | (1)

EY &Aoo AEmas: (11)HEE RA(I11)
SRR EAEARENEBRMARTTH - -
@ = AXEAME:
Prov1ded is a solid preparation comprlsmg (1) a compound represented by
the formula (I)

R1

| |
)—O0—R?
N | (1)

wherein each symbol is as defined in the specification, or a salt thereof, (ii) a

sugar alcohol, and (iii) a calcium antagonist, which is superior in the

dissolution property and stability.
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A )

(b) BEREE  HKEGRBREHE (BEFRE) THME

321939-Bl #4iE & 17
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Bt mAZE—HIRE N AER (Fli 3 B&

&)

(c) BB E A - 444 &% T 5185 f it ™ 4F 2 F — 6

PRE_BFH—FUAF —EEHRAEF (Fl > X

e T2 DE |

B asX(OFF2iti LB @ERES X

R L ELE S B -§ SN L P

B BARBERSERA NS
O 5% -

AR AzERE MO REART Ry A — @il
B (Bl —ERICERBKA)-

AEHZEREATAALTANE EHK G H
Bl o RmBO BP0 RBE - HBH BEH - HE
Bl pH MR - L6H - R@EHA - %R A - BIH -
Weok & - By 4 B (glidant) F o iE 4b T ho B 14 2L g’%ﬂ%ﬁ’%‘ﬁ
BRERAZRABRER - sboh > L EH AT R EE
2ABARSHZRENRRRA -

PR RN R S ICEER T RNV 3 E
NEEE - EEA - BHOAMILES - BALES - 5L
B L) BEMW AL RE - -AER - EBE) &K
AEE 45 L BSR4 E M BBY%FE - H F (Glycyrrhiza
uralensis) ~ % B 8,43 ~ BEEL 45 - BLELSS ~ K BEES ~ MR K
A4 L

Y I I T I T\
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44 (carmellose sodium) ~ # ¥ X 4 4 % 45 (carmellose
calcium) ~ X Bt % F A & % F M - X B R 4 8
(crospovidone) s KB K Z B A XKL T - BRRABHE -
WARR G REAGARES 01530 EEY R
#HAH1TZI10EES Bl e ARATAIBERBREE T -
HEBZEr R aEe T (Bl RELHET)-
R A%keE - 2R AFRAS%E (hypromellose) ~ £ ¢
o oE e B - B B - FTRMEBHR FER KT
AGgwE - BE%M - R=5 5 #(pullulan) ~ #& F -
WABERATY  FHEBRGURERL 01 Z40FEE% @ £
EHTZI10EE% AL LA REAIBRERF -
HERBZER QLI EAERSG ~ RAREL - RS - F
& (&1 B )~ E‘éﬂﬁﬁ?ﬁz}%%@‘é R T B AR ER AN B
(sodium stearyl fumarate) % -
® MEBZEPOLBHRERALE BB RELE - 5 &
BREB -BELBAELBE - RTH-_BRELBE-T ]
BRABRRALBYE -
FeBzEHOEREREeE HlloRrAEERE S
T RAGFLAE2E - RAEFEL2REE  RAER
& % (food lake color) » 40 » R A & & % & W 3L 48 & %
AL EM > Hlio > & B8 (8 (colcothar)) -~ ¥
BARLE mwHRL=ZH (BEsALE) ) REMHE -
FRFRAZTY L ALLREN Rl REES 80,
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(Polysorbate 80)~ £ &4 Z A (160) R A & % (30) — 8 % -
ZRBZEFERFETH - LKW LHETHA
(tetrasodium edetate) ~ AR EEAZ ~ K MBE F -
BALB ZEA OB B hdk BiE% - Bo#® - AR

Bk & o

Ek B L TP AR A B B EE
_’%{o

BhAB T AL EBE SKYE - KA AL F o

ABAZEBEETHEG S ABR(film coating ) (4
oo BAAAB  FEHRA S B E) 0T B BRI A
( film-coated preparation) - B R E B FH 45 - R E
B HEERAABERYEE  BEARREF

EHABZHRAETH O BREAR C KEMRBERE
B BEMBERAL  HEUBKEARF -

ERABREAB  GERERE - TTHESERE
BT 2—K5#&: 56 LBRZBES - AR -~ FTHA4
BRZH88 EHEFE -

KEMBREABZEH O - BB FTRESH oo

B #5 4 %[44 > NISSO HPC ( % %4 (grade) : L ~ SL »
SL-T~SSL) (& 4 4 ) Nippon Soda F R3]~ A
RO Akt E[fH o TC-5(FEH% MW-E~EW-R-RW)(#&
2 4 %%); Shin-Etsu e 2 F RN 8] |- BLEL4EFE - F
RELEABEUEE AR FEY Hl B LHEEHETLE -
Z, Bx B T & 85 (polyvinyl acetal diethylaminoacetate) ~ B 5
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HEFARAGBEE LR W E[L 4% E(EudragitE> & & %
) BFIS M BARNGHER]- R H B TBRE 54
BB ZHEEE %% -
BAMBRABZES O  BEFTR LY Bloi
BATAMAE R - THE - BAAT RGBS E L oK
MEBE RATRCLAGH T B F LB BERX _THE%,
AGEE Y Pl FEAASEERY LA FTLELL
) FEAHBE LR LD[AHEF L-30D55S(H & 4 4%)
@ nruweiraNL] FAAGES RS SILEF S(H
L) BFISHBANHR]IE BRAGER AW
Bl BB E S EF -
BEBRABRABZEG O BEETFRSW  H
WLEBHEE AKEBERAY Gl ARATFAAE
BRELRY RSILBFFTRS(ALLHE); BFiodra AN 3
] ASBLE-TAASBRTEARDRBERIASF
@ EELEM) BB ANALR]F BE -
FHRAMBZIBREESCHE BEFRED > Hloo L
TCSREBAB Bl B EE FEH liots & LK
FEALEKRE S BB R _B(HRT 8
6000(macrogol 6000) (B s £ 4 ) = # L2 T EHF R 3 ¥
R]-BHREZCE--BERb - R LABES . FHAE - 5
WiERE - BoH - BRE - RELBE S FE
AEAZERBEBTHERCAHFEREE (64 >
Japanese Pharmacopoeia 15th Edition, General Principles ‘1?{ S
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P A 6 77 ik ) o
FEHEPOE RS - FH - BEHE B
BE®RFE RRALEBRMEZBTESE
RpimE 0 R A S ReHk (FoREABEHBRS
# (horizontal cylindrical mixer )~ VAR A% -~ E B ASES
WE) BFRA S RAERARESENFEMK (Fl oK B K
) B X RNEEHR (SloErXEFEHA  TRSMK
(Henschel mixer) %)  #/7# % ; 2H X FZ L% (Hlko
B BB BRE ) FFETHEYE kA HTI
FoEWIT B Bk b4 2 ALk (stirring
granulation method ) # A Z B (AKX E & “EBEERXE
%~ % &N HEH XA % (multi-stage conical drum type) »
EHBHRAZEAXEE ®RHEXFZBE) 2 REHMLR
(rolling granulation method ) ~ & 8 1t /R # 1b & 3¢ £ 7% ~ "5‘
otk HERLK - EARLEK (FloRE®R
(Roller-compactor)) Z ¥ % % -
Bplms o BasY (ERTEABR) Tk (&
% ;¥ 3742 # (single punch tableting machine ) ~ % #& 37 4%
WE) T EERE - |
AE B BT e (single stroke tableting machine ) ~
RETRREEABREELS  —BREGHA 1 £ 35
‘WH@%%&%mwmXi&%SE%kaﬂ%hﬁ@
B oo B4 AR5 IETE E (capping) © i G AEE W EE
(taper cutting die) -
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Rolms  HaTHAFREABEE  RALFX - 1
# X % 2 2 X %1% # (pan coating machine ) ; & F 3 # X -
#iR X FE 2 K2 KX %% #% (fluid coating machine ) ; 34 2 1t
R BRARX @WERBLEAXE 2 AR EHE, &

BpHmT  AEAZBBREBTETHEA S ER
#

(1) ZABA2ZERYH 5 — @il

® W68 R (DA R 2 Ao 52 B B R 45 4 4 (B
%  XODATIILEDREE - BE - HSERBFRRT
—E)ZReait ELAAERILM B EITR SR E U
BAFAZEBREH (—@RtEB&H)-

RBET2 RS LEANDA TS IELE -~ 4542
REEAH (Gl BRAH - B8 (o D-4EHE) §)-
RACR S E-FERER (oK) BRTC_BERFH o

® B (BB EEE) S HREHBAMFZIRE -

Bl o B ARR - BEBEZH B o2 EAFZ R
M Rk BEGHESLOMABARE - UeH B
HEBEZBEREHRZED  UEBAFTHZERY H
(—@atibERL&H)-

Q) ZATAIBHREMN LS —_@akibd #

(a) —a LB RH & ;

ReLEX(DATZIILEGHREE - S (BB
@%%ﬁm%é%’ﬁ%ﬁﬁ%(%%ﬁﬁﬁﬁﬁa;%m
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Frg) RAENER (> K)F2H B (FLEHF)-

B—F @ RAOGSERB RSB (Hlo R E B
B(wD-HE#EBE)E ) RILLESYH LEERER (R
K) BRL_BRESWE (REBE) T RREBRMEF
ZREE -

Bl B BB BMEBEZ B 0 ES A LK)
Rz ibb RE B mFREHH > RRA I E A F LS
Hudlzmahitdd  Re6% BHEHEZRGHUE
BAEAZEBRER (At BERELLA)-

(b) % R éx#E

BAERXDA TS REE - B (oBRH
BE) RALR A BEEUER (w k) R T8
BamBl (FBEBE) »HRRXERFZIRE - FHlL
HEOAR B ~ AR B K X U e B Ao B AT AT R AL MM UK 4F
R |

B—F@m RAESHERBRSME (BB E -8B
BE(w D-HEBEE)E ) RIACRAY LFENER (o
K) BRL_EBRFME (LHBEBE) THREBF
2B E Al B R MEBEZ A B EAERZ
A AL A A AT R B B

BeEAELERXOATZILADREBOYAFRESR
B URSASHERBZIABFRLGMB L E  LREHEE
UESABTAZEEEE (SE&E)-

(c) & X & 42 & ;
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RAGSHRBESmE (FloRWE - B8 (ko D-
HEEE) Z) RILRAY  BEERER (o k) H
P Gmpl (LBEEE) PRRERAFZRE - B ko
| B -HEBE2 A B ERBRZI RIS RAK
BRGHEEZREMUALFTER  -U2FEHABE2ZEER
REAM LA AEIF AR o
 —F@ RALEXDATZLHRELHE « F ho
B (BB EE) bbb EEETRER (- k)
O v maAmH (LREHE) HHKERMELR
B oo Mo B AR -~ BIFEE XA B o EATEF L
Mo AF R AR R -
RARKBIAEANSRE M MWEEEZ IZEEH - ABHE
BREEBEUEFASAZEB B EE (X EHeeH)
AT AZEBABARB e B 0 £ TH&HBEM
LR R B AE -
® EAEREREMAEHNG - AT H &8l
R BBELEZELEAR - BRARXTFERBELTENRBEF
MEF e hoh BRETHEES LERXDA T 269 %
A8 SHAH ABBRAINBRVHE —RAAALE
AR - -RAARTFERKGETENBREFRESR - B4 & B
ETHOURLABREILE (b %E) AR K LERX
M2 HRESE  SRABAUERBRIBAD Y
7 e
AFRzEAREH TN ARG EEBRAZRRK
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PR F 8 - sbsh ETEASEAZSR -
ABAZEBREBGREFLY  BETREHUAL D H
B EENKRTHIAEALEILE (Fl o AEB % B -
E-F )R KB CRERE R ARF%E) ZRE-
R XA TZLECYREBE R R &l sEF Il
Hiigh AFAZEBREBABANMNMATI IR ®
KEBEHEY  (DELAERFRERMER (RREHLHF
B)WMEFRIEB AT REFTINIEMNEARNGBZETER
Q) Rkt llagenghk (RELEE) 895
HBRG)ELAFIABERAFEZIATRE R I 5|84 H
FomHER (RRELFE) BER -
FRMEQ)ZERHEHOE ZoB - BERE
# & % (blood pressure circadian rhythm abnormality ) ~ &
BERW e SRR - EHCEBREB BHOBRB(E
BORB)-HBHRAELHE - CHE -~ SRBE > SR~ O
BH Y HELRAE - OBBR - CHUBEF) BLE
EEMY  EEKMATELE - EYHBHA - KTR -
EMAEE SR RBRMERYE - BAEEF) BBAKE -
BMERAE  MofREXABRHLEEWw  HEE
%~ﬁ#ﬁ%\£%ﬁ%‘ FEAZEHETE) ol
BEEBEEE SR FREK - CMBERFERZ
w%%xéﬁﬁ\%&%m@’%i~%%ﬁ%i‘%%
HAELE - BFRB - aRHAFRYE BEABTRYE &
VzHBEE RTHRE(LEEHBHAI 2T RE)E)
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AR AL(ELIZEEARBAKEAIL) (Bl 4o > BHARIBE - T Ak B AR A&

It~ BBk - BEHRERILE) 2 ERE - MMM

Y Bl B R BRBRRE AR - L5 E KA BB
© MRS - e FAREE - dounce i MAE T2
hEREIMERZTHRG SKLEFHAI LT HNE X
BRE oK BLE 0B BHAZIZTHSG IR
ERE - BHEEMHF RIERMBIw - FER - SBRARE

E)- B~ 2 FRBTAAEA - LERRR@EhEELSR 5

o mBHEEE B hTRERBHF o REFRLE  -BE
MEASZRELRE BRBLCEHE a2 PT EHHE -

oo MBS 1A 2R R B - F ¥ K= (Raynaud's disease) ~ #8 4% K,

JE (Berger disease)® )~ KM AR/ T H R P 4o > & ~
HiERE - SBEEEAE - SABRLE - SHFLE - S8

o E )~ AL BAEM E B (F ko 0 BT 24 78 K JE (Alzheimer's
disease) - 1 & #A& K. JE (Parkinson's syndrome) ~ AL % 4 % %

@ MEmii -AIDSHBEEE) TRHEL LR E WL
| B EERAMRETSTAAGEERGEE  RER
% FHBG  MARKE-EFHERELS RTEY RETH

- BRERNELLERA - BRENELAIREET %
HHRLEE) ATE RS EHR - BRER - KB
B CEEEFRE FAMCEREBHEBL o B
EE-BR BBE) - BXMERMW L HEH X &
BMME X - FHE X - REABEFEX - FEXE . F4
SARGHE L MRS ER  BAKL BARE R B
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R E R B RXMEEERESE o % KE (Crohn's
disease)* BHMHAB R E ' BE X F X MHRIPER

XM SR B 0 ko B X~ B B E A B 3 A J8 JE (pulmonary
sarcoidosis) » M & %)~ BEEKR(Hld » BHEMHE X -

GRE K~ H Ao @~ LA E - & & M@ & R /& (anaphylaxis)
F)-BHMBMESMER  MEMEFX - FREEIZIN X
(pneumocytis carinni pneumonia) ~ B & J& /& (collagen
diseases)(ffl4v * G Mo MRE  -BAB - FHIXF)

BE (Bl AR (BBREFE) HRLE) Bns O
#. /& (portal hypertension) ~ Hit 42 & E(H 4 > §F X - B |
EH BB FMBEESEHALRR - RERSG - BREK

X - BHBAN-MELEE  HKEEARR  RERFZHFIKdEK
BEE) - b RAE/REaEERWlL  LhKEZE &
FHEmE - ABARGANFL  ARKELT N REE

1% 2% (disseminated intravascular coagulation syndrome) -

HHERBREEE) FERMWB & FI7 - B F 3 (refracture) - ®
TEBEBEE - F &I - FXMFE 4 KE (bone Paget's
disease)~ AL M A4 X - R EMHM G X - BB B M &
FABAUEE SRR B AR TRERER) B EEE
EE(plw BEMHEEERE EHKCLE - HLELZET W o
“BHE)VZEES) - BERAMEEAALAXEER - HRB

#% (metastasis cancer) ~ W 4 it Hm E (Hlo » X KAKRE
(Addison's disease) ~ & £ K J£ 1% # (Cushing's syndrome) »

o 4% 4m B, & (pheochromocytoma) ~ B2 Bl &A@ % 5 ~ B # MK
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REBMBABSESF) BLBEARAK - L ABTR/&1E
MABEZERMWI e BB X ~ATHRER TP RE
P ORBRAEE) BHAEGWL REMAL EETE
FERNBEEME - TENE - FRLEERH  LBRER  HE
FEBRE)ARFEIABER T RAMIAEAR(B o 44
E RN RAT BLEIIERAREHAARZIAE SLEF)
R B % (4 © EJE (cold syndrome) ~ H X ~ A% ~ B S
B EE) - LR ERMW L BB E
® BmE - -RRBRF BRLREFEIHREFEENRER S I
R B8 JE (rickettsiosis) ; @ B E 2 M E KB ) > & o &
(toxemias) (ffl4o > K foE ~ oMK X - REHRKEL - %
B KA M L & E (Gram-negative sepsis) s P HE AR L E %)
H 2R ok B (4 0 ¥ E B K JE (Meniere's syndrome) ~ F
B BEER B A FRBRE) R E RS
o 0 BRE(keloid) & B - B F) AN FRALE
@ (intradialytic hypotension) ~ EE AL &£ /1 ~ & & M & &
(systemic diseases)(sw B MR F$ EZH L) ZE -
AEAzBEREBOEXDATIILEbHRLE - 55
RIS BANFALEEBRZIRAB REEAEH (R
1“8 H0&E - CRE - RBARERERBIRRILLZRAY
REHFREW) it BEAEBRBEAXNOATZIILSY
ZEBE SR AFAZEREY ”"“'J TS XKD~z
Lo HREBE - FSRHRABOGBE
AMATZILE Y REBL B ELAKRETLEY KT

]
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BE S BEER - EREMULY  DABERAMBEES 60
kgt E A B E (UK EBAXBSALT) %444 0052
500 & % (mg) & 1£1 0.1 £ 100mg> £4 4 1 £ 100 & 3%, >
AEm2240 20  ROIRR > Loh A ZABARAH
E60 2 M) BRB B 1280, 84142 2 32
x> mitbm BZABERABE OXT)NEB & E 4%
1% 50F% 8114 10 2 40 £ 5% -
SRABMZIBEAKRE PR TES - RXFEL - BAER
R CEREMKE AemET AARTREB (UG
BRXEEABRN)ZABERABEOLT)NEBE 441
ES0EHR BEH/R252108F -
AHAZEBABHF LA FTLBEIRTFHEELE A
BR1Z23RkZHAZERTXR
AHEAZEBEBHBELEOBIETHOE

“BiAS5 A 8 EXILEM AR 693 F F RBEEE A A M
FRABTFRAE S B)NEREHE

“BE S A 8 ZRIALEM A R3AT TR RAmE LA
T(REHT A 25FH2)HERKR;

“BiS5HF 4 EFILA Y AROCIIERLRFE A AW

F(AR®BTNE S ERL)NER KA,
“BRLAAEZILEYWARIAT EARXHBR AR
FARMTERA 2.5 8 4)8 B RA;
“BRASHFAI0Z HILAOWBR 693 F L84
F(RARBTR A S EH)HEREH;

3
\
N

i

H,

gm
il
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“BRASAA0ERICSHWBRIATEL KB ARG
F(RAMFR A 2.5 Z)0 E R B,
E “BERAH20E AL HBR6.93E K KB AR
C O R(ARMTAAS BRI KA
“BRAHE20E XIS MBRIATE S i £ A1
FRAMTAAL 255 4)0 /B & A"
“Be 2 F 10 ERILES W BRO693E X X8 A A1
FRAGTFRAE S ER)HERLR UK

o “BRAH 10E A oM B R 34T E % LRk A L

FRAKTFHE 25 Z)HEREH -

AERAZBEBREABTH-BREERRHER (KX
Eor4 84 "H A %4 (concomitant drug) ;) @414 B -
"HER B R AR EAR Y EBEB B HE
EERE B EGERE - S BE - R
Fl B HF -

e Wk BEIRR  THABERRLEBEE  BREE
B (Bl BFREZIBREEE 2B E T8 ik
BRI EHRE E}&ﬁﬁ%/\ﬁké‘)/\ﬂfq%‘?%@" ¥ Bk
5% ,%\%iéﬁﬁi%% BB EFHRBEXRTAEN (B
INS-) R B F 0O RER)- BB EXRE&EH (i & A&
( pioglitazone ) K H B (&t A BEL B ) - o B & 5| &
(Rosiglitazone) sk, £ 8 (Vg T M — 88 B A 12 )~ £ 1 K &
(metaglidasen) ~ AMG-131 ~ & # %] 49 ( Balaglitazone ) ~
MBX-2044 -~ & >k # &8 ( Rivoglitazone ) -~ F #% %] #4 ¢
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( Aleglitazar ) - & # %| 4L ( Chiglitazar ) -~ % R 4& | &
( Lobeglitazone )~ PLX-204~PN-2034~ GFT-505~HR-0921 >
& W02007/013694, WO02007/018314 ~ WO2008/093639 &
W02008/099794 ik 691t A 4 )~ a -BLHE B ¥ Bl (B 4o
& #% %) sk # (voglibose) ~ T F J& #% (acarbose) ~ K #& 7| B
(miglitol) ~ Z # %] &5 (emiglitate)) - % Ak #A (biguanides) (4
4o = ¥ 4 i (metformin) ~ N-T % # Bl (buformin) & KX & (4
WBEE R TH BB  RBBB) REFRLEF
(5] 4o » %% &8 BR () ko F X & T Bk (tolbutamide) ~ & 5| & Bk
(glibenclamide) ~ # %] & 4% (gliclazide) ~ & A BE
(chlorpropamide) + % 3 # A% (tolazamide) - & B o Bk
(acetohexamide) ~ #% %] =t Bk (glyclopyramide) ~ ¥ 7] £ Bk
(glimepiride) ~ #% %] ot % (glipizide) ~ #& | T =4 (glybuzole)) -
% # 3| & (repaglinide) ~ #F #% #| & (nateglinide) ~ >k #& 7| &
(miteglinide) X £ 45 B K &4 )~ % w A 4 MK & 9 K8
(dipeptidyl peptidase IV)¥p %] &l (Fl 4o - FTA& 7 TR AL B (&
f B E P BE B ) - # % 7] T (vildagliptin) ~ &t F] T
(sitagliptin) ~ ¥ 3 %| ;T (saxagliptin) ~ BI1356 ~ GRC8200 -
MP-513 ~ PF-00734200 ~ PHX 1149 ~ SK-0403 ~ ALS2-0426 ~
TA-6666 ~ TS-021 ~ KRP-104 ~ 2-[[6-[(3R)-3-B& % -1-0
vz £ 1-3,4-= B -3-F £ -2,4-— A -12H)- Fw X]¥
B]-4-A ¥ B XA HE) B3 5% A (H# N-5984)-GPR40
we & B () 4w > W02004/041266 ~ W02004/106276 -~
W02005/063729 ~ W02005/063725 ~ WO02005/087710 ~

sk
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W02005/095338 ~ W02007/013689 s WO02008/001931 ¢
Pl 2 {6449 ) GLP-1 % 88 3 % %] (#] % GLP-1-GLP-1MR
E # ~ Fl k& & BK ( Liraglutide ) ~ ¥ & #F Bk ( Exenatide ) -
- AVE-0010 ~ BIM-51077 -~ Aib(8,35)hGLP-l(7,37)NH§ .
CJC-1131 ~ FT & & Bk ( Albiglutide) ) ~ B # & 3 8 8] (#] 4o
& B AR BK (pramlintide)) ~ & 8% 1t B4 B BL &% B% B 30 4] B (4] 4o
SLER4M) ~ BE AT A AR A % B () do AT 48 B B8R AL B 4 H) B -
R EB-6-SLBLEsIrH B - Ao FH LA - FBP &4
© i) SGULT2(#-# 48 2 1 #4322 2)30 41 B (61 4o 88 04
#% 7| % % #k (Depagliflozin)~ AVE2268 ~ TS-033 ~ YM543 -
TA-7284 ~ & ¥ 4 7| # % # (Remogliflozin) ~ ASP1941) ~
SGLT1 #p | & ~ 11 B -4 #8 B 8% B 8. 88 4 #] B (] 4o
BVT-3498 ~ INCB-13739) - A5 4 % (Adiponectin) 3 & % #
# ~ IKK #r %) B (514 AS-2868) » s /L % (leptin) 2 4 bk 4
i %4 - 8 ¥ ¥ (somatostatin) & B $ & - B H 4Bk
® # (Glucokinase Activator)( #] 4 > & % # F T
( Piragliatin ) ~ AZD1656 - AZD6370 -~ TTP-355 » &
W02006/112549 ~ W02007/028135 ~ WO02008/047821 -
W02008/050821~W02008/136428 % WO02008/156757 #+ g
eyt e ) GIP (B BEEKBAERBKRE £ 42 4 1K
(glucose-dependent insulinotropic peptide) ~ GPR119 % %
. # ~ FGF21 ~ FGF #8 49 % -

THhAEBARGERENERB XA BBEERSNH 4

# (40 > $£ 3% 3) 46 (tolrestat) ~ 4k 78 3] 4 (epalrestat) - o
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48 3] 4 (zopolrestat) ~ 3k if 3] 4 (fidarestat) ~ CT-112 ~ & £
2] 4, ( ranirestat » AS-3201) -~ #] % 3 4 (lidorestat)) ~ #¢
wBERFREHES (4 > NGF » NT-3 ~ BDNF ~ 7
WO 01/14372 ¥4l ey & 8 F F R & /o b 42 & B (6]
ho o+ de (4-FLUEH)-2-(2-F A-1-ok ok £)-5-[3-2-F A XA L)
B A I ok ) « WO2004/039365 & 45 i # )~ PKC #p 41 & (41
4o+ & J @ Ak (ruboxistaurin) ¥ 4% 8 % ) ~ AGE # %l & (4]
o> ALTO46 ~ 584t N-X ¥ 8 F & & & 45 (ALT766)
EX0-226 ~ vt °% o (pyridorin) ~ @t "% Bk (pyridoxamine) ) - ®
GABA % 84 & % (4 > ho® % T (gabapentin) -
@ #k( pregabalin ) )~ & & & R iE B L A& & & & o #) B (4
%o > B & @7 (duloxetine)) - n@E 3 & (Hld » B A7
g (lacosamide))~ FH A FHR B (4 > BLFEEE) Mo F
e B (40 » K & K (tiapuride) ~ 12 < #] (mexiletine) ) -
B & % B s & B (] 4 0 BIM23190) ~ 4= g B < SRR A
B -1(ASK-D) ¥ 4] 8l % - P
TH A SREaENEEBEA  HMG-CoA & R B Hp
s @ (5] ko 0 L B & 4 T (pravastatin) - F 4K 4 0T
(simvastatin) ~ % 4% # 7T (lovastatin) ~ FJ 4 X & /T
(atorvastatin) ~ #& ¥ 4% 4 ;T (fluvastatin) ~ & & X #& T
(rosuvastatin) ~ U #4 4% 4 ;T (pitavastatin) ~ 2% £ B (#] %o -
B~ 458)) A RIS RN F A (Fl 0 WO97/10224
ik 2 b4 4 0 B4 N-[[(BR,58)-1-(3-T. & A % -2,2-—
FREAE)T-R-5-Q3-—F & FXA)-2-85K-1,2,3,5-w &
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AI-AAEYRB-3-R)CBA%RE-4-L8) - Bheiss
(fibrate)db & 41 (5 4o » 4% % 45 % 8% &5 (bezafibrate) - # %
; 4 4 % 85 (clofibrate) « ¥ 4 4 & &5 (simfibrate) « % £ 2 %
- B% &5 (clinofibrate) ) ~ 8 F X A A5 (Bl 4o » T 3 45 B
(colestyramine) )~ I & # %, (probucol) ~ # &k 8% 2 4 ( 5] 4o >
£ T B (nicomol) - & A5 & % (niceritrol) ~ # = F
(niaspan)) ~ 4 5X % & # B T &5 (ethyl icosapentate) ~ 4 4
Bl B2 (4w KRS BB~ v -8 4 87) BE Bl BE R 4 ) 2 (15]
® o W R (zechia)) CETP H#iH (bib tFs@
(dalcetrapib) ~ FT#8 ¢h I (anacetrapib)) ~ w -3 g5 B7J‘ B &
B (Fldo > 0-3828 90) 4 -
THRABRZ BB EE 0B E &L 5 B
(40 » F 36 &£ #) (captopril) ~ 1% AR & #] (enalapril) -
LAl (delapriD¥ )~ o Bl EF I £ E (Hlho o Fi&
38 & B85 (candesartan cilexetil) ~ ¥ 4& 7 38 ( candesartan ) -~ &
® //' 38 (losartan) ~ % 738 ¢ (losartan potassium ) ~ & & ;% ;b
38 (eprosartan) ~ K 70 38 (valsartan) ~ 4% % 7 38 (telmisartan)
@ R 7 i8 (irbesartan) ~ ¥ % /) 8 (tasosartan) ~ & £ b8
(olmesart) ~ & % /b33 8 ( olmesartan medoxomil) ~ T R
73 (azilsartan ) %)~ 5 H# B (Hl 40 > B R
(rﬁanidipine) B X ¥ F (nifedipine) - & & H F
(amlodipine) - 4k #& # F (efonidipine) ~ & F # F
(nicardipine) ~ £ £ 3 F - & R ¥ F (cilnidipine) % )~ S m
B % (440 > £ 3% B (metoprolol)~ FT # % & (atenolol) v <
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# % % @ (propranolol)~ ¥ 3 # & (carvedilol) ~ | % &
@ (pindolol) % ) T £ % (clonidine) ¥ -

T BREBHH  ERBREHHE (Flo  B45H
(phentermine) -~ #& # # 8 (sibutramine) - & X =k 5| =k
(mazindol) ~ £ @& T ( fluoxetine ) ~ #& 4 % % ‘3?5
(tesofensine))~ s & % 2C S 2 % & H (Hldw » &K F &4
(lorcaserin)) > e F ¥ 6 S #&HH ~ | &k H3 <&
GABA #H# %4 (4o - &85 (topiramate))~ & AK Y
H B (Fl 4 0 £ # B 4% (velneperit) )~ REdR X R E
#| ({5] 4o > #] Z FF ¥ ( rimonabant )~ % 4 Af 3 ( taranabant )) -
&1 4% 3% % (ghrelinant) #% & & -~ 4L 4Kk & % X 4 (ghrelin
receptor) 4% Hu %] ~ 4L 4% %%k % 8 1t 85 47 4| #| ( ghrelin acylation
enzyme inhibitor ) -~ %8 2% K % # # L B ( F & >
GSK-1521498 ) ~ # 8 £ 2 B # R B -~ Z & B %
(melanocortin) 4 % 8 4% % & -~ 11 5 -5 48 B 82 & a8 ¥
# (fl4o » AZD-4017)~ BaAs By B30 %1 & (fldo -~ RARES
(orlistat) ~ & % #] & (cetilistat) ) ~ B3 % & & (# %= >
N-5984) - = 8 # % s s & # % 8% 1 ( diacylglycerol
| acyltransferase 1 > DGATL) #p &I % -~ LEa# 88 A # 1L
(ACC) #p %1 8 -~ CEa#hEs A L fafodgdp % B ~ BB H w b
@i Ea sl B (4 > R-256918) - Na-H H B £ EH
3 % B (B 4 o INJ-28431754 ~ 3% K & 7l H & F
(remogliflozin))~ NF £ B #p #| #| ( 4] = » HE-3286 )~ PPAR
e & B (15 4o > GFT-505 ~ DRF-11605) ~ %% Bf B Bk 8% & 8%
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B3 ] B (5o 0 4R BL 4R ~ 4 4% 3] £ 89 ( Trodusquemin)) -
GPR119 #: & # (44 > PSN-821)~ # & #& % B 7% 1 &) ( 4]
, 4o 0 AZD-1656 ) BB ¥ - BB 54144 (Bl £d &
| ;T (metreleptin)) ~ CNTF (g k& 2 H M B F (ciliary
neurotrophic factor)) - BDNF (H‘“ﬁi# Bt HERF ) BE
BB E SRS A B aEEEK-1(GLP-DE B (Hldo o
B FR#BEZHY GLP-1 B  UBR I EFIEZBREG
REFEASRYAGLP-1 # % GLP-1 R B 4144 (4
® .. LEIRBR A B & BK )~ B £ 8B B (F) 4o & BB ARBK
AC-2307) ~ #F &K Y % & & (Hl 4 » PYY3-36 ~ PYY3-36
#% 4 # - B R I Bk (obinepitide )~ TM-30339 ~ TM-30335) -
FELF H B CFGF21 H A (4o 3 B F % % 2z % 4 FGF21
HE NEBERIEF LA ABAXRET B S RO A FGF21
R EFGF21 BB KATAM)) A B F (bl > P-5ST)% -
TEERNREBEHFE > Bl T E2ATE M 4o > T
® & 49 (theobromine sodium) ~ K45 & B ~ 3] =] bk /K 45 85 45
%)~ £t 4 (thiazide) & | (Fl 40 > T-ETH1LH ~ B R E
Grib 4y ~ = R F EU LY - ERREYAY - AR TR
ot ~ FEEREHH - ZR-EWHd - 52
FREGLmE) BB EB(F o Bl A EE B
(spironolactone) ~ = Bk < o4 (triamterene) % ) ~ %% &% &F &§ 3 4|
B (5] 4o » T &% % B (acetazolamide) % )~ £ X #% & s & &) ( 4]
4o 5 #, £ &) (chlortalidone) -~ 4% 3] & (mefruside) ~ i 5 A&
(indapamide) % ) ~ ] 4& & % (azosemide) ~ E Ly # 4% B o
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(isosorbide) ~ #| sk B (ethacrynic acid) ~ & % ¥ @&
(piretanide) ~ T Xﬁiiﬁéa (bumetanide) ~ F| sk &% A% (furosemide)
% o

T B LR > Bl AFE (Bl FFEHm-
BF £ 45 ~ K%M &4 (enoxaparin sodium ) - ig'#f*r }e E 4
(dalteparin sodium) )~ #% & & (warfarins)(#] 4w » % & & 47) ~
bk g &4y (5] 4o » T4 Av A (aragatroban) ~ iF tb fo 2F
Bs ( dabigatran ) ) ~ Fxa #p #| # ( # o - # &K 7 32
( rivaroxaban ) ~ ] 9k 7 3£ ( apixaban ) -~ 4R # 7 3%
(edoxaban)"fBAISO’,&_VV002/66234\"“N)2004/048363‘
W02005/030740 ~ W0O2005/058823 &% WO02005/113504 ¢
Fraw i g9 fb &4 )~ 2B AR (Hldo o KB - B T HER
(tisokinase) ~ F % ¥ & (alteplase) ~ 3 # # 8% (nateplase) -
2 % % & (monteplase) ~ 74 3k # £ & (pamiteplase) ) ~ s /MR
mEWHB (Bl o /%% F(ticlopidine) RaE B ~ & F % 4
(cilostazol)~ & & & (Qlopidogrel)~ ¥ 3 #% & (prasugrel ) ~
E5555~ SHC530348 - ® & o ~ X AWM LB ~ A&
2 % 45 (beraprost sodium) - 3 & & 85 (sarpogrelate) B & & )

EPABABEREHAHREhASERET > KEZR
FEHEMIERZTR BAETEBERFERTEZS  RUH
I e il

bbb ABABREEBAHAEDTE-HEBR
T R AEAEABRERAGAENZE-—REBERT -
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BrRENZIEEZTRBELEMIBEAGA B TR S
RE - ABARREBAHRAEDZRALE S TREK
EAZ S RAREL-BEER EKR - B4 MEEE T U
RE Pl ERTROBAHES 51 EENAEAE
B ETHA 0012100 EEHmHBEY -

U XA ZHAEY  RETFTHEHRKLR

DR RBAEERE B RHAEMZ/ER YK R(E
BAERZHBEZR)

® R AEBEREHAHR BN A E KR
BRE—RTEBEERDZHER)

3) Rk 2 KB R E R HE B A B 3 AR
(secondary action)&y % % ; & % -

RAREANTRBRETINFZEBELEO I ERRTRE
Fol e H ik ROAT2oW R LB R/ K5 P B
HGao2ohAimBEZEREH T - RFAZEH B

@ BUMTHRDAFL LMK LB MY H 5%
B E -
K 2 1)

BXFTHEBEHRG - XBRFTHEH EHaRA RS
B > MR FELARCHRERABRRS -

FHEF  -KBREEG F o EBERA>O@R(H
Ao B T4 A fie K#E#E 15 kR(Japanese Pharmacopoeia
15th Edition ) ~ 8 A 2 # &L % (the Japanese Pharmacopoeia

Japanese Pharmaceutical Codex) = B8 K 8 & 8t #2 # 2003 51
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( Japanese Pharmaceutical Excipients 2003) 48 & Z & do °
FHR T T AILSH A RIS 4 B ALK
DA~z itoHREL B - |

K 1

% 1

B e s (130mg) 49 4 &
Lo A 8 mg
AR BR 2 AT 6.93 mg

(A £+ > 5mg)
D-+4 & i# 5 82.754 mg
oS 20 mg
R kB EE 4 mg
macrogol 6000 1.8 mg
THBTRBEEM 5.6 mg
#E fE Bk 4% 0.9 mg
4 & AL 8 0.016 mg
48 3t 130 mg

(1) # 3 & £ 4% %(720.0 g) & macrogol 6000 (324.0
g)EN 4K (9000 g)F » MEFFHER - o é ALK
(2.880 g) s 4 Kk(2880 )P U EF MR- REHE
% Iy 3k ] BRahAk(7200g) A AL % 1 iR
B it # (FD-S2, POWREX Co., Ltd.) ¥ #% X % 8 & & -F
(1253 g) ~ 1t 449 A(1449 g)~ D-# % 85 (14880 g) & 4% & 4
4 E(B600g) g sd RIACRSHEFERERID &
% B S B - NEH S HE#K (P-3, Showa
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Kagakukikai Co., Ltd.) ¥ > s Ar 454 B 69 — & 4 24 1.5 mm
o ILGRAE > AHFEHEZAH -
(2) M X B A F ARG % Fm(1848 g) R 7 B B4 4
(297.0 g)Ao 2 PR 47 & 5 B Z 4 B (40760 g (2 #£)) » WEHF
W2 4 # (TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ & 4 » U #

R E -
() #w L AT & X R & M B > N R\ T K
(AQUARIUS-36K, Kikusui Seisakusho) ¥ A 7.0 mm i+ L &

® BITE8RETEE N

P o~ % 48 s, 89 F 42 B (plain tablet) -

D 10kN » B4 & 130 mg) A E F 4 £ 1

K ] 2

* 2

B E A& (130mg) &) 4 %
iLe4 A 8 mg
AR A AT 6.93 mg -

® (R & ¥-F » 5 mg)

D-H & & 82.705 mg
P Odh M HEE 20 mg
BRARKEE 4 mg

| macrogol 6000 1.8 mg
RBHTFTERRYE TN 5.6 mg
AR fie BR & 0.9 mg
4 & B AL 0.065 mg

48 3t 130 mg

41
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(1) ## & 4 4% £(720.0 g) & macrogol 6000 (324.0
g)EM K (9900 )P A G B R [ & & A AL 4(11.70
g BN K(1800 Q)P UEF o R I BREEER 1

SR T Bk (540.0 g)d A s 11 - AR AR AL AR A
it # (FD-S2, POWREX Co., Ltd.) ¥ # % %% 8 & & ¥ T
(1253 g) ~ i 44 A(1449 g) ~ D-H Z B2 (14870 g) & #4 & 4
#EB600 ) GRS RILARAMEEREHLER I ¥
¥ %% A ok A - N o s E#& (P-3, Showa
Kagakukikai Co., Ltd.) ¥ > # A4k &l a9 — 3 424 1.5 mm ®
o ILERAE  RBERFEHEZRE -

(2) M R % TF RAB 4% Fm(1848 o) B A fis Bt 4
(297.0 g)hv & P43 6 FF B 2 ok 8] (40760 g (2 $£)) HAEH
iR, 4 # (TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ /2 & » %
150k A A Al

(3) 4w £ AT # 2 R A & Bl 0 N R B I K
(AQUARIUS-36K, Kikusui Seisakusho) # 52 8.5 mm & # 42 P
wILE S.0mm B HEBLTIITEGETSERE N (8kN HéL &
130me) A KBk 2 AR B E4H o

EHwt 3

& 3

BmEH (130mg) & 4%

44 A : 8 mg
B A RHF 3.47 mg

N
I

58
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(R A HF > 2.5 mg)
D-+ % 4 8 86.165 mg
&K A 20 mg
BRAKLBEE _ 4 mg
macrogol 6000 1.8 mg
RBHT AL FN 5.6 mg
B PG BL 4% 0.9 mg
tr & A ALK 0.065 mg
_
W3 130 mg
(1) &7 A A% 4% %(720.0 g)& macrogol 6000 (324.0

g)i% 7 4k K (9900 g) b A 43 4 &k [ 85 4o & R ALK (11.70
) B A K(1800 )P R EF sk I RAOFER I
Sk T R4 K(540.0 o) s 12 25 & ik 11 - 7 A 2% 46 A A
it # (FD-S2, POWREX Co., Ltd.) ¥ # ¥ #% & £ & 3

(627.7 g) ~ 1t 44 A(1449 ) ~ D-# H 85 (15550 g) R 4% & i

@ 436600t RILRLHEERRER I &
EHBEAE S M B o W& 5 M B # (P-3, Showa
Kagakukikai Co., Ltd.) ¥ » 4§ pr 434 % &) — 2F % 2 1.5 mm
QIEGRAE > UAHFEABZHE -

(2) B XEB % TFABS FTMmA848 g) R % fis 8 4
(297.0 g)hv B A7 4% & 5 B 2 4 8 (40760 g (2 #)) > M EH
W A # (TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ &4 » s #

FF R Ak B e
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(3) 4o : A7 £ 2 R A Bl o N M B oIT b B
(AQUARIUS-36K, Kikusui Seisakusho) ¥ x4 8.5 mm & & &
WFLR S.0mm 48 HRPILITIRUTEE A C8KN: Hr F !
130 mg) A7 B4 & 3 A 2 4 A4y E 4Bl -

KR 4
* 4
B (130mg) &) &
ibe A 4 mg
Rk R AT | 6.93 mg
(R A #F > 5 mg)

D-+ 3% #% B2 86.705 mg
W E 20 mg
BRAKXLHFE | 4 mg
macrogol 6000 1.8 mg
REH T AL F N 5.6 mg
72 fE B 4% 0.9 mg
41 & A, 1t &R 0.065 mg

48 3t 130 mg

(1) #BERA%4% £(720.0 g)& macrogol 6000 (324.0

g)EH 4K (9900 g)F A 1F R Bk 145 & & R ALK (11.70
)M BN K(1800 )P UBEF o # R [~ ReFBEER |-

S 1 R K (540.0 )ik 42k &0k 11 o AR AL R &
it # (FD-S2, POWREX Co., Ltd.) ¥ # %X A AW T
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(1253 g) ~ 1t &4 A(7243 ¢g) - D-# F B2 (15600 2) & #4 & 4k
#FB600g)3 R L RICRSYE-EER LRI &
B A F kB o & 5 A B # (P-3, Showa
Kagakukikai Co., Ltd.) ¥ » # A5 & &9 — 3 o X 1.5 mm
Qi ILERAE > ARIFETE A -

(2) B X B A F AL 4% F (1848 2) B %8 A & 4%
(297.0 g)hw Z ATAF 2 HF B 2 4 B (40760 g (2 #))» N EH
4 # (TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ ;& 4 » L #

® FRAHRE

() = kAT 2 B & R B > A B oI s
(AQUARIUS-36K, Kikusui Seisakusho) ¥ x4 7 mm & 4& i 7L
IT4E (4748 B H P 10kN » B4 € : 130 mg) R H 1840 & 4 A7
WX R -

FHb 5
%5
@ =HEA (130mg) &4k
it&-4 A 4 mg
RER B A AT 3.47 mg
(R A F > 2.5 mg)
D-# & #% 8% 90.165 mg
MR EE 20 mg
A A% E 4 mg

macrogol 6000 1.8 mg

[S]
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BT R %A 5.6 mg

7R RS B 4% 0.9 mg

% & R ALK 0.065 mg
4 3t 130 mg

(1) KEH %ﬁ&zﬁ%(no.o g) & macrogol 6000 (324.0
o) K (9900 g) P AR R &R I % F & A (11.70
) e AK(1800 g) Y A F o mR I REFEER -
Sk T B4 K(540.0 g) A 4355 &k 11 - AR B 1L ARk
it # (FD-S2, POWREX Co., Ltd.) ¥ # ¥ & 8 £ & . F
(627.7 g) ~ 144 A(724.3 g) ~ D-# &8 (16200 g) & #% &
4 EB600)M RS RibRbhEFERER I
B2l AES BB o NG > E % (P-3, Showa
Kagakukikai Co., Ltd.) F > #§ A7 45 R & &9 — 3f 4 24 1.5 mm

QFILEARFAE  UEFEABEZHE -

Q) B X B H T A% F (1848 g R A 5 B &
(297.0 g)hu B A 4% & A B Z 4 %] (40760 g (2 #)) » W EF
iR 4 # (TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ 24 » A%
FRARE -

(3) 4o £ 2 2 A Bl 0 R R W HT &R A
(AQUARIUS-36K, Kikusui Seisakusho) ¥ $A 7 mm & & 7L
3745 (374 B A 1 10kN > H4x & - 130 mg) R EF ok S A7
X AR FEER - |
s XK
% 6
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Ha R A (130mg) & 4 %

’ b4 A 8 mg
KA BE 2 BT 6.93 mg
(R & ¥-F > 5 mg)
D-+ § # B 82.666 mg
R F 20 mg
BRARKABHEE 4 mg
macrogol 6000 1.8 mg
o BB TFRLE L FN | 5.6 mg
A S B 4% 0.9 mg
4 &, A, 1L 45, 0.104 mg
4 3t 130 mg

(1) A5 A AL 4% %(720.0 g) & macrogol 6000 (324.0
0)iE 7 7K (9900 g) b KA A2 5 £ ik 1o 4 4o 5, R AL 4K (18.72
)W B EAK(1800 )P UAEF S HR - REFBLER 1
@ i1 BaAG40.0 o) BELER - RNARERR
it # (FD-S2, POWREX Co., Ltd.) % #§ % PR RS
(1248 g) ~ {4 4 A(1446 ) ~ D-# 5 82 (14870 g) & % & 4
#“EGB00)MgRA RILEAHEEERERI &
EuBRUAESRAB - A& S A BE#K/ (P-3, Showa
Kagakukikai Co.,Ltd.) ¥ » A 4F R & &) — 2 45 2L 1.5 mm

o PILEGARAE > UEBERBZRE -

(2) BB AT ABEE FTMO240 ) B 58 &
ST
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(148.5 g)ho & AR 4F & BF BB 2 s | (20380 g) » P E R 4 #
(TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ /& & » A E 1F R &
o - |

(3) %= E A 2 R A M Bl o M AR BT &M
(AQUARIUS-36K, Kikusui Seisakusho) ¥ A A 8.5 mm & &
LA S0 mm EAERFILITEGETERE S  8kKN » H4x
E130me) R F Rk 6T MR FAE -

s R

& 7

o R A (130mg) # 4k
ibai A 8 mg
Fag BR 2 R F 3.47 mg

(R & ¥F > 2.5 mg)
D-H & ¥ B2 86.126 mg
WaEBEE 20 mg
NS 4 mg
macrogol 6000 1.8 mg
BT RBEEM 5.6 mg
7R RE Bk 4 0.9 mg
¥ & A1 0.104 mg
48 3t 130 mg

(1) Mg mAL4%£(720.0 g)& macrogol 6000 (324.0
g)EMNHK(9900 )P R EF LR - 7 & A L4 (18.72

48 321939
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) B EEK(1800 )P U F ok IR A%ER 1
Sk T R4 K(540.0 g) R B3R &k 11 N A B KRR
it # (FD-S2, POWREX Co., Ltd.) ¥ # ¥ =% & £ £ & F
(625.2 g) : 1t a4 A(1446 g) ~ D-H % B2 (15500 2) & #4 & 4%
#F(G6002)g%REe RICREGMEREHLERID &
OB OAKE BB - N o B # (P-3, Showa
Kagakukikai Co., Ltd.) ¥ > #§F PR 454 B &9 — 2F 4 2L 1.5 mm
O ILEBARAE > AR ETE R A
o (2) B RWH T EMKEE M (9240 g) R A5 & &
(148.5 g)hn E PR3 & BT B 2 4 %) (20380 g) » NEH RO #%
(TM20-0-0, Suehiro Kakoki Co., Ltd.) ¥ /& 4 > #4132 &
T
(3) 40 k2 R A R Bl o W % T oA
(AQUARIUS-36K, Kikusui Seisakusho) ¥ 12 8.5 mm £ # 4&
TR SOmm s HERPIIT4EGT4 B S 8kN: H4x & ¢
® 130 me) A4 4ok TH X AR E48 -

K5 8
% 8
B E A (130mg) &4 m
o4 A 8 mg
EN Y & A 6.93 mg
(R &3 F  5mg)
D-+ % 4 & 83.166 mg

[ ST

49 321939



1438201

RNy 20 mg
pRABER 4 mg
macrogol 6000 : 1.3 mg
RE T A4 E N 5.6 mg
#F RE BR 4% 0.9 mg
4 &, F AL 0.104 mg
43t ' 130 mg
(1) ¥ m A% £ (144.0 g)E 7 b K (1980 g)F

BB ER L 5% & A L8(3.744 g) 5 #7747k (360.0 g)
PG HR-ALAGFEERL 78R A &K(108.0g)
UL 43 B85 & 11 - 4% macrogol 6000 (4.680 g)iE N3 & &
11(259.6 g) ¥ L4 7 43 35 & & 11 - # % B8 4t AR fr 1t 4% (Lab-1,
POWREX Co., Ltd.) ¥ # X B & R F(24.952) - t& M
A(28.80 g) ~ D-H# FE 82(299.4 g) & £ & 4 4 £(72.00 g)35 4
WA MRS MEETEFRER I X HBEANEFR
Boo A (16 H7L) BAMFREG—FrBEUARFE
B2 R E -

(2) BXHHTFTAKYE FMm(680 g) & # 5 B8 &
(2.700 g)fw E ARAF @ T B Z 4 #(370.58) » W HB T H £ (4.9
LyRs > REFLERE -

(3) 4o b P s 2 iR Ak B 0 N HE 8% 47 42 # (Correct 19K,
Kikusui Seisakusho)®¥ A4 8.5 mm Kk H A& ¥F LA 5.0 mm
48 A FLiT4R(3T4E R A TSkN B4 E ¢ 130 meg) A R

50 321939

"\\)

g



1438201

Bk AT AR FELH -

K HH 9
% 9
EHEH (130mg) & &K
ite# A 8 mg
R R AT 6.93 mg
(R ##F > 5mg)
D-H % #% 8% 80.566 mg
PR R 20 mg
ABuFE 4 mg
macrogol 6000 3.9 mg
REHTFRE TN 5.6 mg
7% e B8R 4% 0.9 mg
4r & A1t & 0.104 mg
4 3t | 130 mg

(1) #mAge (1440 )7 4K (1980 g)F L
BARERT B d AL (3.744 g)m 37 667K (360.0 g)
FPUABFTHRI-BAHERD 23K TR K(108.0g)
A ER I macrogol 6000 (14.04 g)ANEE R
I1(259.6 g)F LA 45 2k & & 111 o # R 82 1t A& 4 1t #% (Lab-1,
POWREX Co., Ltd.) ¥ # X s 8L & £ 3 F(24.95¢) ~ 1t & 4
A(28.80 g) ~ D-H FE(290.0 g) B M S 4k 4 £(72.00 g)35 4

WRE RILRSGYLEBERFHERI X BAEFTA
[S]

51 321939



1438201

i

oo At (16 67L) BAFRBYG —NoBGEUERAE
BB 2 f &

(2) BB K F A% FM(680 g) R # Az 8 44
(2.700 g)ho & FrA5F &5 B 24 B (370.5g) "R THR4.9
L)PRAE ABFREESKE -

(3) 4w EFrFE 2R 4k & > 7 5e 3 47 &2 M (Correct 19K,
Kikusui Seisakusho)® s 24 8.5 mm Kk H & ¥ F & 5.0 mm
48 B2 FLiT4E (474 B A 1 T5kN» H4x & - 130 mg) i 4§

Bk OFF 72 R E e E - ®
T4l 10
% 10

R A (130mg) &) 4 s

itad A 8 mg

¥R A AT 6.93 mg

(B & F > 5mg)

D-H & #& &% 77.966 mg ®

B E 20 mg

AALBER 4 mg

macrogol 6000 6.5 mg

BT IS F A 5.6 mg

7% Be B 4 0.9 mg

4r & AL 48 0.104 mg

4 3t 130 mg

&
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1438201

(1) # %@ A% % (144.0 g)E ik (1980 o) b 1
BRFER ] o é A8 (3.744 g) 5 8 47K (360.0 g)
FUAEF T HRI-BEFBERD 28k ] R 4K(108.0g)
LAFE 45 %6 & ik 11 o 4% macrogol 6000 (23.40 g)A» % 4 %
11(259.6 g) ¥ LA 43 35 & & 111 - » 7R 22 1k JR i 16 # (Lab-1,
POWREX Co., Ltd.) ¥ 4§ X% 8 & £ F (24.95g) ~ it & %
A(28.80 g) ~ D-# £ 82(280.7 g) R 44 & 4k % £ (72.00 g)34 4
iR e BIALRASYLEEEZRHERI B E2 s BEUEFH
Bl e Athd@ (16 H7L) BAdhbla—HrB8G 0L 5a
BB 2k B |

Q) BB HTEK%E E (1680 g) R & Hs 8 4
(2.700 g) e Z A AT & A B 2 0 8] (370.5g)» W R T H £ (4.9
Ly¥Re > REHFILESHE -

(3) 4o L A7 f8 2 iR A & 0 7 88 47 48 #% (Correct 19K,
Kikusuiv Seisakusho) ¥ A A 8.5 mm K AL+ F A 5.0 mm
MAEBLTIITESRGETEE SN TSkN B4 E @ 130 mg) A #
ek 10X Emth E4AE -

£ sl 11
* 11
HwrE & (130mg) & @k
it A 8 mg
XEBEE AT 6.93 mg
(R A ¥F > 5Smg)

[ S
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1438201

D-# & # 8 74.066 mg
ECE R 20 mg |
BRARGHE 4 mg
macrogol 6000 10.4 mg
OB AT AN E AN 5.6 mg
7% P Bk & 0.9 mg
4 & ALK 0.104 mg
ol 130 mg
(1) }1%;‘“ A4 £(144.0 g)iE N 4K (1980 g)F L ®

BFFERT K& AAL8(3.744 ) n 37 46 K (360.0 g)
PUEFIHRI-RAFELER] 2 #R T B &K(108.0g)
A i3 EE 4k 11 o 4% macrogol 6000 (37.44 )M EE 4R
11(259.6 g) ¥ i % 43 %5 & & 111 - # 7% 82 1t Kk 4 1k 4% (Lab-1,
POWREX Co., Ltd.) ¥ #5 2 s &2 £ £ F (24.95 2) ~ 1L & 4
A(28.80 g) ~ D-H FE B2 (266.6 g) & 4 & 4 4 £(72.00 )3 5
R A RICRAYEEERERI BEHBEAE TR ®
Boo A EE (16 HIL) BBl —RoBGaUERE
BB 2 B

(2) B HETFTAB%EFN680 g) &R & A5 8.4
(2.700 g)hu B FRAF @ FF B 2 4 B (370.5g) AR L H K (4.9
LYYRE > REHFRSME -

(3) 4o kA f# 2 08 Ak Bl > M ik 8 47 42 # (Correct 19K,
Kikusui Seisakusho)® A4 8.5 mm kK A& FF A 5.0 mm
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1438201

SEERFILITRETEE S
Bk Il mrz@amty s -

: 7.5kN » &4 & -

130 mg) 34 %

K H) 12
% 12
R A (135mg) & 4 %
144 B 40 mg
AR B R R T 6.93 mg
_ (R &3EF » 5 mg)
® D-+ % # &% 40.1 mg
mEseE 9.72 mg
RAXBEF 5.2 mg
macrogol 6000 4 mg
R B R 4 B 9.75 mg
MaEgHE 13 mg
#E BE BL 4% 1.3 mg
® TAREY I 5 mg
4 3t 135 mg
(1) ## & 44 £(208.0 g)& macrogol 6000 (160.0

)5 M 8 K (2392.0 g) ¥

(FD-5S, POWREX Co.,

g) ~ 14 # B (1605.0 g)

R

0u.fﬁ§‘ft:1§i1*ﬂ-4t31%§
Ltd.) ¥ # ¥ 5 8 & £ F (277.2
*D-+# #87(1599.0 g) R & 4 %

£ (388.8 ) iR A RILARAHIEFTERE R B F

BB UEF

A

55

o W oAt B # (P-3, Showa Kagakukikai

[S1
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1438201

Co.,,Ltd.) F » BrAiF kB e) — 2 5 2L 1.5 mm o ¥ 7L & &
B AHIFETE R E
2) BB RHEFG3ILSg) - MAaB e F(44202) R %
Re B 4% (44.201 g)ﬁuiﬁﬁffg-@émfﬁ‘z$ﬂ'§'j(3602.0 g) NE
% & 4 #(TM-15, Suehiro Kakoki co., Ltd.) ¥ ;& 4 » R # 1%
Rk E e
(3) 4o E A7 2 2 R Ak B 0 N M & 47 4T #& (Correct
12HUK, Kikusui Seisakusho) ¥ X 7.0 mm & 4& ¥ FL #7142 (37
$EBR J1 4KN > F4x E © 130 mg) A 1F A AL S H o
(4) #BERAH 1 (2404 g)iE» 46K (2160.0 g) P 24
BB RBR ( film coating solution) - # & & # ( DRC-500,
POWREX Co., Ltd.) ¥ » % P 4% 48 #(3120.0 2) L35 4 & B
BRERMYRE R AEF ok 12 A2 4R 60 RE
(FéxE 135 me)- bR BRED [ LRREEHGH K -
BERAD ARk 122 FFF o
% 12a
iR B )

£F Lk
RAATRAEEE 9.0
macrogol 6000 2.0
= ALK 1.0
® & A ALH 0.2
KA 13
# 13
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S e s (135mg) o4 %

1t 54 B 20 mg
AR B R AR 6.93 mg
| (2 £ #F > 5 mg)
D-+ % # &% 60.1 mg
MEEEE 9.72 mg
R REBEE 5.2 mg
macrogol 6000 4 mg
® R B R 4 BR) 9.75 mg
MES e FE 13 mg
*2 fE B 4% 1.3 mg
BRsM ] "~ Smg
483 135 mg

(1) #5m| L84 £(20.80 g)& macrogol 6000 (16.00
g)EMEK(239.2 )P U EFFRER - HNARBIL KRB E
@® (L:b-1, POWREX Co., Ltd.)'#}i% KRB R A WTF(27.72
g) 1t4 4 B (80.00 g)~ D-# FEE (2404 )R M S %%+
(3888 g) ¥R A RILRASMWEBELHLER B EH
B A AR B o AW (16 & FL) BAREFkble— o8
A B F T Bz kB -
(2) BRBF4FGCII3g) HUELKEEM550)R 2
s B5 4% (4.550 g)m Z A3 & 51 B 2 R #(370.8 g)» AR T
HARGIL)FRA > AEFRARE -
{
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1438201

(3) 4o k Fr 2 R Ak Bl 0 H Mk & 37 &8 M (VEL-S,
Kikusui Seisakusho)® X 7.0 mm & &+ LT 42 (374 B
# T 4kN > F4xF : 130 mg) A & 15 R A%4E B o

(4) B HBERA M1 (40.00 g)ix 4K (360.0 g)F A5
/% B 7 5 & o 7 Bt B 4 ( DRC-200, POWREX Co., Ltd.) #
£ A4 (2000 Q) LM G ERBRERMY RBER > X
ik 3ATZHARYBERE(E4HRE  I35mg) bR >
rAasHIGERAL Y R - BRAD IS AR Mok 132

FIT 7= e
% 13a
ARAM ] 6 amk
£E Lk

rRAEATAEBEFT 9.0
macrogol 6000 2.0

— A, 1L 4K 1.0

w & A AL 0.2 ®
T 55l 14
* 14
B4 E & (135mg) & 4%

it &4 B 20 mg

R BR R R T 3.47 mg

(R & ¥TF > 2.5 mg)
D-+ % #% 8% 63.56 mg

58
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ZEE S S 9.72 mg
o R R B FE 5.2 mg
macrogol 6000 4 mg
B AR 4 BR 9.75 mg
P B R 13 mg
*E A5 Bk 4% 1.3 mg
BRAY 1 5 mg
4 3t 135 mg
® (1) #% 72 & % #5 % %(20.80 g) & macrogol 6000 (16.00
g)IE M K (239.2 g) ¥ A 4F 3L R o AR AR AL AR A #
(Lab-1, POWREX Co., Ltd.) ¥ # % #x 8 & £ ¥ F (13.88
g)~ 1t4&4# B (80.00 g) ~ D-# HE(254.2 Q) A M & Bk &
(38.88 g) i d » RICRAMLEEERLER  BEHR
AR o LB (16 6FL) FAEREe —Nor@
BUARFEMEZRAE -
o Q) BB EHEFGII3 ) MEHLEFASS0g)RE

RS B4 (4.550 gy E AR @R B 2 BI(370.8 g) 0 MR T
HRAIL)TRA S AEFRESMLE -

B) WL EX

/_\,:F;L

B > A % 3 47 42 # (VEL-S,

Kikusui Seisakusho)® $& 7.0 mm A @+ FL T4 (3148 B

A 4kN> B4 & 130 mg) A EF R 4B -

(4) B 7R A4 1(40.00 g):x M 4K (360.0 g)F A F 45
Rk o A E# (DRC-200, POWREX Co., Ltd.) #

59
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10

1. %I}E

O f5E
i )

¥ 99113442 R A PH £
101 £ 11 B 20 BSR4 E

AN

ENZEAEN(2000 ) LG ABBERAERMB RER » K

Rk 4 rza B R&E(ERE D 135mg) -
K4 15
& 15
B B A (135.154mg) &) 4 A&

it&4 B 10 mg

R B R T 3.465 mg

(& & 3F > 2.5 mg)

D-+ & ¥ &2 83.535 mg
K 13 mg
BRRABHE 3.9 mg

macrogol 6000 1.8 mg
BRAXZEHAABHE 13 mg

FE fe B 4% 1.3 mg

Bk TR 4 BR 3.829 mg

— #A. 1L 4K 0.512 mg o
macrogol 6000 0.768 mg

4 &, B ALK 0.011 mg

® & 816 4K 0.034 mg

483 135.154 mg
(1) #% 5 & & 4 % £ (35.10 g) & macrogol 6000 (16.20

g)EM K (403.7 )P A BT F LR - PR AL R AL
(Lab-1, POWREX Co., Ltd.) ¥ #F X =% 8 & & # ¥ (10.40
321939(#% E4&) 60
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1438201

g)~1t4& 4 B (30.00 g) - D-# F82(250.6 g) R &k 4 %

(39.00 g)iﬁ’ai&,m  RMALREMAEBERHER  BE R
B A EAFR B o U@ (16 EFL) BT RE e —FHiB
AR AFERE Z A E -

(2) BREBRARZEAALESE F(32.50 g)R % A5 B &
B250g)hw ZmmiFamEZmEH(2893g) "R TLHKMAI9
L& UAEFELEME -

(3) 4w L A7 2 R A B o Pk #4748 #% (VEL-5,

® Kikusui Seisakusho) % 3 6.5 mm B 42 i 7L 47 4% (37 42 B
A SkN B4 E - 130 mg) A 43 A 4E B o

(4) # X B % 4 8(57.44 g) & macrogol 6000 (11.52 g)
BN EAKGBTSO)F AEFHERER - & = &1E4K(7.680
g) 4 & A 14K (0.1650 g) & & & A 164K (0.5100 g) & # 7 4
KB300 g)PREHR T HR]LI - REBERERI 8K 1
B K(68.25 gy A AR ER I #E E 4 (DRC-200,

® POWREX Co., Ltd.) ¥ > £ A 44 (120.0 g) LB 45 R
BRERII MABABER  UREHFwE 15 ARt
RE2 (B 48 € 1 135.154 mg) -

KHEH 16

% 16

By 8 (135.154mg) & 4 &
ft4 4 B | 10 me
KIR B A AT 6.93 mg

[ S1]
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(R & ¥ F > 5mg)
D-+ % # &% - 80.07 mg
MRBEE 13 mg
BRAKBEE 3.9 mg
macrogol 6000 1.8 mg
BERRZEAAKREFE 13 mg
7% fg BR 4% 1.3 mg
B R 4 ER 3.829 mg
= & 1Bk 0.512 mg
macrogol 6000 0.768 mg
4 B A ALK 0.011 mg
¥ & E ALK 0.034 mg
W3 135.154 mg

(1) #% 3 7 & 4% % ¥ (35.10 g) & macrogol 6000 (16.20
g)EF 457K (403.7 g) P U BB E R o R B AL RK ALK
(Lab-1, POWREX Co., Ltd.) ¥ # % # 8 & £ 3 F (20.79
o)~ {44 B (30.00 g)» D-#+ ZE 82402 ) A BB 4 &
(39.00 ) s  RILAAMEEERER  BE R
MR A G (16 HIL) B AR B e — 3l
BB Z B -

(2) BEBRRZEAESE FGL50 g) REBER S
(3.250 Q) ho AR I & B 2k B (2893 ¢g) M RTHR(4.9

L)yb R4 REFRSRE -
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1438201

(3) 4o L PR 4E 2 iR 6 B 0 A B # 47 4T # (VEL-5,
Kikusui Seisakusho)¥ 4 6.5 mm H & ¥ L3744 (4768 B
A 15kN > B4 & . 130 mg) L 45 A% 4T ) o

(4) # X B R 4 8(57.44 g) & macrogol 6000 (11.52 g)
B KBTIS0) P AEFHERER ] 5 — A1t 4K (7.680
g)~ f & A ALK (0.1650 g) & & & R AL 4K (0.5100 g) 5 B 7 4
K((3B30.0 )P R EF sk I REBRER I 8kl
B 4k K (68.25 g) A AR ER - »iEE#% (DRC-200,
POWREX Co., Ltd.) ¥ » f£ /W 44t #(120.0 g) L34 4 "5 &
BERARII MABRAER > AEFok 16 AR E
Réx(H4x & 135154 mg) -

Kyl 17

& 17

S8 (135.119mg) & 4 %
it44 B - 20 mg
¥ ko B R T Ao me

(R & HF > 2.5 mg)

D- % # 8 73.535 mg
CELE Ry 13 mg
BRALBHE 3.9 mg
macrogol 6000 1.8 mg
BEBRRKZAERAKE L 13 mg
#E PE B 4% 1.3 mg

[ S1]
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1438201

R B R 4 R 3.829 mg
= # 1 4K 0.512 mg
macrogol 6000 0.768 mg
fr & R AL 0.01 mg
4@ 3t 135.119 mg

(1) 4 % & & # 4 ¥ (35.10 g) & macrogol 6000 (16.20
g)E M 4K (403.7 g) b A E B R o PR B AL AR R L
(Lab-1, POWREX Co., Ltd.) ¥ # % 5 8 £ £ ¥ - (10.40
g) ~ 144 B (60.00 g) ~ D-# % 82(220.6 g) & 4% & 4 % %
(39.00 g)¥ QiR sd RILCRLMEEERER BEL
B A B o Lk (16 6FL) KA mEley—Foid
G A B AT R B 2 R B o

(2) HERERARZERHEAEE F(32.50 g) &R 5 s B 4
(3.250 g)ho & Fr 43 4@ 5 B 2 4 #](289.3 ) » N5 T #H £ (4.9
L)yd s ABFRAHRE -

(3) 4o kP72 iR Ak Bl 0 %k #4748 #% (VEL-S,
Kikusui Seisakusho)® 4 6.5 mm H @+ LIt 4 (3742 B
A 1 5kN > 4t E ;130 me) A 5 A AK4T A -

(4) #% X 5 B 489 (57.44 g) & macrogol 6000 (11.52 g)
b K (375.0 g) % U AR RER I 35 = FA6 4k (7.680
g) & 4 & £, 1648 (0.1500 g)» # N 4hK(330.0 g) F A& 1F &5
g le ROBRAERI] »#& 1 &4 K(68.25 g)L,UﬁE’
B K 75k 11 # p & # ( DRC-200, POWREX Co., Ltd.) ¥ >
ERAZEB(1200) B9 FRBERER I M R BER
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REF R 1T FZARERSGE(H4 E:135.119 mg)-

K5 18
* 18
B E B (135.119mg ) & 4 R |
4bé\% B 20 mg
Rrg B R AT 6.93 mg
(R & 3F > 5mg)
D-# % #& 8% | 70.07 mg
® LR | 13 mg
BRALB%EE 3.9 mg
macrogol 6000 . 1.8 mg
BRARZAEREBEEF | 13 mg
2 G Bk 4% 1.3 mg
R B R 4 ER 3.829 mg
el I~ 0.512 mg
o macrogol 6000 0.768 mg
4r & A 1t & 0.01 mg
B3 | 135.119 mg

(1) ## % & A 4 4% % (35.10 g) & macrogol 6000 (16.20
g)AEM & K(403.7 )P R EF LR - PRI RA LA
(Lab-1, POWREX Co., Ltd.) ¥ # ¥ 5 & & & ¥ F (20.79
g)~ 1tA 4 B (60.00 g) ~ D-& FE 8 (210.2 o) R 4% & 4 4 &
(39.00 g)¥ g s >  RILARASGHWEEERER  BEH

£S5
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1438201

B A AR B o AR (16 B FL) FAFA B — 3 n&
AR Bz -

(2) BIRER AR 2z & A K4 4% 53250 g) & A& ks B &
(3.250 g)ha B P 43 & BF B 2 4 8] (289.3 g) » B T M K (4.9
L)ydimd o mEARSHA - |

(3) 4o b FrfE 2 R Ak &l 0 % 8 47 48 M (VEL-S,
Kikusui Seisakusho)® A 6.5 mm & & i FL 3748 (3742 B
A 1 SkN» B4 F . 130 mg) A E 43 W A% e B o

(4) #% % B % 4 &(57.44 g) & macrogol 6000 (11.52g) @
ENK(BT5.0 )P AEABRER L = R AL4K(7.680
g) R 4 & R AL #5(0.1500 g) % 3 At 467K (330.0 g) F LA £ 45 &
BRIl - RABRERL »#KR T R4 K(68.25 g)l & 13
B R 72k I # B & 4 ( DRC-200, POWREX Co., Ltd.) ¥ °
£ A4 (1200 g) E R R RAER I MW mBER
UE Gk 18 AR Tk o) B R&E(HE4 £:135.119 mg)-

T #6519 P
* 19
H44p (135.155mg) # &K
b4 4 B 40 mg
Kig B A AR T 3.465 mg
(& & ¥+ > 2.5 mg)
D-H & #% &% 53.535 mg
MR E 13 mg
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prAASH % 3.9 mg
macrogol 6000 1.8 mg
BERRZEAEB % F 13 mg
72 fE Bk & 1.3 mg
R B R 4 ER 3.829 mg
= &1t 4K 0.512 mg
macrogol 6000 0.768 mg
¥ & AL 0.046 mg
4 3t 135.155 mg

(1) #% #& /& % 4% 4 £ (35.10 g)& macrogol 6000 (16.20
g)EM 4K (403.7 )P R EIFF &R - NI R AL H
(Lab-1, POWREX Co., Ltd.) ¥ # ¥ % & £ £ 3 F (10.40
g)~it4 4 B (120.0 g)~ D-# Z82(160.6 g) R & B 4 &
(39.00 )R b mILARAMWEEEFER  BEH
A F R B - AEHE (16 8IL) BAamE e —H o8
A H TR EZ R -

Q) HERERARZAEHALE %L F0B250 g)R RS
(3.250 g)hu B R4S & A B 2 ok 8B (2893 g) MR TH R4
LY¥RA > AEFRARE -

(3) 4 b A 2 R A K B > 3 &I 4 & (VEL-S,
Kikusui Seisakusho)® X 6.5 mm H & FLIT4x (474 B
51 1 SkN > B4 & 130 mg) A 43 A% dx B o |

(4) # % # % 4 8(57.44 g) & macrogol 6000 (11.52 g)

67 321939 -
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1438201

IOF iy H? %

TR WS 4 K (375.0 g) F o g 45
g) R % & A1t 4% (0.6900 g) &

ﬁ%ﬁl

% 99113442 HEHPHE
1012411 B 20 B E43K A

FHERAERI - & = 2 164K(7.680
B 87K (330.0 g)F A AF 4
kT RABRE®R I o3k I &4 K(68.25 g)Ll ik 15
B R E & I1- % g & # ( DRC-200, POWREX Co., Ltd.) F >
A ARZAEBH(1200 ) L g g BBERERII MABRERXR

A% 45w & 19 A 2 4 B B R SR (B 42 £ 1 135.155 mg)-
K 44 20
* 20
R A (135.155mg) # 4 Ak
it4- 4% B 40 mg
KRB A AT 6.93 mg
(A £ #TF > 5 mg)
D-+ % 4 8 50.07 mg
CELE K 13 mg
BRAKRBEE 3.9 mg
macrogol 6000 1.8 mg
BEBRRZEREABE SR 13 mg
2 5 Bk 4% 1.3 mg
B R 4 ER 3.829 mg
— 4164k 0.512 mg
macrogol 6000 0.768 mg
& & 2164 0.046 mg
3 135.155 mg

321939(#% iEFR)
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1438201

(1) # 5 &L %4 %(35.10 g) & macrogol 6000 (16.20
g)EH 4K (403.7 g)F A IFF Bk o M EE b R Kb
(Lab-1, POWREX Co., Ltd.) % # ¥ # 8 £ £ ¥ F (20.79
g)~1t44 B (1200 g) - D-#+ FE (1502 )R & &K% F
(39.00 )3 g4 > RICARSMEELRF LR B EH
M AT R B c AHE (16 8FL) F#AEFRE S — B
AR FEREZRE -

(2) BEBRARZEFHAKEF 3250 g) R M A5k 4

Q@ o0 E A e B(2893 ) AT (4.9
)P RE AEFRESKE -

(3) 4 L A7 2 iR 4k & > N3 #4748 # (VEL-S,
Kikusui Seisakusho)® 4 7.0 mm H @ $ FLiT4e (374 B
71 1 5kN &4 & : 130 mg)Li%?%W#Zﬁ’}?’l °

(4) # X Bt % 4 87(57.44 g) & macrogol 6000 (11.52 g)
B KGBTSO0)F A EFBERERL - & = &164K(7.680

@ A F & AAMO0.6900 g)5 B sk (330.0 g) F XK 5
B e RAMABR [~ 540k [ & 8K (68.25 g) st 3
B R E% I g & # (DRC-200, POWREX Co., Ltd.) %
L ARZEB(N200g) L3 FRBERERI M ARER
UEF R 20/ T2 E R BEREHELRE 135155 me)-
TR # 21
* 21
Ho H A (260 mg) & 48 R
[S1
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1438201

ib&4 A 8 mg
R B A & T 6.93 mg
(R AHF > 5Smg)
D-# & # 8% 92.554 mg
MEREER 20 mg
FL¥E K B 89.384 mg
K BE 20 mg
R HE R 4 R 4 mg
BRAKBEF 4 mg
macrogol 6000 2.6 mg
REHETFALE TN | 11.2 mg
R B 5 4% 1.3 mg
tr & A AL 0.032 mg
48 3t 260 mg

(1) % % 8 % # &1 (720.0 g)& 7 4K (9000 g) + o4 5% 7%
B Lo 5 fe b RAHK(2.880 g) - Hm 4 K (2880 g) + 4
EIF kTl okl R&EK(T200 gyRENFEER I
b Ak 1T o R4 Rkt # (FD-S2, POWREX
Co.,Ltd.)¥ #§ % #5585 £ £ 4 F (1249 ¢)-D-# Z 82 (16660 g)
B S SBuiG600) it RIGRAMEEELE
k> BBEHBRAEFRE - NG LA EBE#R (P-3, Showa
Kagakukikai Co., Ltd.)  » #F A4 R B &) — 3 4 2A 1.5 mm
QI ILEGRFAE  REFEABEZHRE]L-

70 321939
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1438201

(2) # A AL 4% £(720.0 g)& macrogol 6000 (468.0
g)EH K (9000 g)F R F &k I - 4§ & & £ 1k 4%
(2.880 g) > 37 b K (2880 g) ¥ A 4F 5 30k 11« 45 9 8%
II B 44 K(720.0 @)l F &R Il ¥ AEIFFH LR IV
K on B8 b R 16 4 (FD-S2, POWREX Co., Ltd.) ¥ #51L & 4
A(1436 g) ~ 34K A # (16090 g) & F 3 # % (3600 g)34 4
e RICREMEEERRERIV B2 B UEFR
B o W & 5 At B # (P-3, Showa Kagakukikai Co., Ltd.) & >

O usnMe—NrN I Smme AL ERASE UB B
BB e -

(3) #HRXBHA T EBETM(1848 )R AR BEBL 4 (214.5
g mEFFEMBE R A 1 (20380 g)R @ H B 2k | 11
(20460 g) » # & # R 4 # (TM20-0-0, Suehiro Kakoki Co.,
Ltd)¥ 24 » AEZ Rk E -

(4) 40 L AT £ 2 R A& R B o A B 4T &K

o (AQUARIUS-36K, Kikusui Seisakusho) ¥ £4 8.5 mm & & ¥
FLiTEE(3T4& B /1 1 10kN > H4x & : 260 mg) LA % 45 40 %k 21
PP s Z 4R B F SR B -

T H 4] 22

& 22

F B (260 mg) # & A&
L& A 8 mg
X AR 6.93 mg

[ §1
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1438201

(A & F > 5 mg)

D-+ & #% & 92.554 mg
MaEEEE 20 mg
FLEKESM 89.384 mg
N 20 mg
X B R 4 B 4 mg
AR EFE 4 mg
macrogol 6000 2.6 mg
RE BT AG L EM 5.6 mg

TR HFE 5.6 mg
78 B5 BR 4% 1.3 mg
4r & A ALK 0.032 mg

4 3t 260 mg

(1) % 3 % B 4 81(720.0 g)i& 7 46K (9000 g) + 2L % 4%
FriE ok 1o B4 & B 1L 45(2.880 g)» 4k 7k (2880 g) F 14
ARl RABER ] »#& 1 R4 K(720.0 g)k
AR sk 11 o R 816 R & 1k 4 (FD-S2, POWREX Co.,
Ltd.) ¥ #% Rax 8 & A3 F (1249 g) ~ D-# £ 8 (16660 g)&
B EGB00) MRS RILASGHEEERER
1> BE2LBEUEFRE - N mEHKR (P-3, Showa
Kagakukikai Co., Ltd.) ¥ » # AriFR Bl ey — & 42X 1.5 mm
0 HILGRAE UG EAE LA B - |

() BB H T AL % FMO240 g)R B A B4
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(1485 g Z i & B 2k & 1 (20380 g) » REF R4
# (TM-60, Showa Kagakukikai Co., Ltd.) ¥ i & » R #E 1F &
%
(3) # 72 & & 4K 4 %(720.0 g) & macrogol 6000 (468.0
g)E M &K (9000 g)F U F R &R Il - 4% & & A AL 45
(2.880 g) > #e M 4k K (2880 g) ¥ 43 28R 11 #F 28R
I & 4, K(720.0 g Aan s an Il P AEFFHLR IV
A AL Rk 16 #% (FD-S2, POWREX Co., Ltd.) ¥ # 1t 4 %
® A(1436 g) ~ FL#E K & # (16090 g)B % & M #r (3600 )39 4
RS RERAMEEEBER IV B ERBEAK SR
B o A 8 o #F B # (P-3, Showa Kagakukikai Co., Ltd.) ¥ -
B R B e — AR 1.5 mmo PG RFE > A HIGFE
i A U
(4) B 3% F & 45 % 5 45(924.0 g) B % Bs B 4£(66.00 g)
ho B P AT 4 B B 2 4 E| 11 (20460 g) 7 R R A 4 (TM-60,
@ Showa Kagakukikai Co., Ltd)¥P R4 AEFRLARE I
(5) 4o b P 232 A & 1(130 mg) & 2 44 & 11(130
mg) » # ¥ # 37 48 # (HT-CVX54LS-UW/C&3L, HATA IRON
WORKS Co., Ltd)¥ X 8.5 mm HEF LIt (3T B A
OKN» B4 & 1260 mg) U E Bk 227X ARY % E
F 4B o
T p) 23
% 23
B A (239 mg) &4k i
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it44 B 40 mg

FLHE 7K B 4 29.3 mg

AP D 13 mg

LR 13 mg

SR R 4 mg

macrogol 6000 4 mg
BRBRRZEALAGHE 13 mg

TR 13 mg

72 BE BR 4% 0.7 mg

Rk AR T 6.93 mg (R £ 3 -F > 5 mg)
D-+ 5 #% 8% 68.94 mg
MaEBEFE 15.33 mg
BAEGHFE 3.1 mg
HBTFRARBEES 5 mg

72 BE BR 4% 0.7 mg
Bt ] 9 mg ®
48 3t 239 mg

(1) B m A4 £(1550 g)imnehA(1395.0 g)F %
#aga g - WNREI AR #FD-5S, POWREX Co.,
Ltd) ¥ #8 £ 758 A L+ (346.7 g) ~ D-# £ 8 (2447.0 g) &
MEBY®E(T667 )AL RILREGYHWEEETERE
Rl BELBRUEFERABZHRARAL TR ZIRE - P&
o B # (P-3, Showa Kagakukikai Co., Ltd.) ¥ @ # 4%
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X

RB ) — X 1.5 mmoe P FEGRTE > AFEIF X8 £
AT B 2 &5 BB -

(2) #H B A% %% (280.1 g)&k macrogol 6000 (280.0
QB LK (25202 g) T A A B &k 1T 7R B AL R A1t
# (FD-5S, POWREX Co., Ltd.) ¥ # 1t 4 4 B (2808.4 g) ~ L
KA H(2043.5 g) ~ kB (9103 g) R &Mk E
(9102 ) 45 R4A > RILA S HEERR LRI £ %
HIEUAE TS BE 2 E - o HE#(P-3, Showa

® Kagakukikai Co., Ltd.) ¥ » #F A3 R Bl &9 — 2 5 24 1.5 mm
O FILEGRFE  UEFLES M B B X & ERE -

(3) ##% F A 4 4 £45(200.0 g) & 5 S % 4% (28.000 g)
M ERAFRREB AR TR Z & BB (3772.0g) NE
7 & 4 # (TM-15, Suehiro Kakoki co., Ltd.) ¥ /& 4 » 4 # 4%
AEBARMTEZRASRE -

(4) HRBRRZERAL L FMA550 2) - mEB4eE

@ (4551 )RARASE4(24.53 g)m EMiFicb 4 BB 2 &
B #(3616.1 g) » A& B R 4 #(TM-15, Suehiro Kakoki
co., Ltd)¥ R4 » U EFILASH BEZ RS KA -

(5) W EAMBXXmBEARLTEZRARE RS
# B Bz iRe M B o N s (HT-X128SS-UW&2L,
HATA IRON WORKS Co., Ltd.) ¥ 2 8.0 mm & 4@ i¥ 7L 47 4%
(374 B 5 TkKN» F4x &  230mg (RE B A AT B
100mg ; 44 B R 1 130mg) )R EF % B "N & -

(6) BTERAM I (252.0 g)im M 457k (2268.0 g)F L | <1
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1B R R Bk o N BE B 4 (DRC-500, POWREX Co., Ltd.) # -
LR EGI200g) LM ERBRERMERBR U
Bk ATZEROBERE(ERE 239me) bR

mRA M AR %%*°ﬁ%%%l%@&%%2h

Ff o= ©
% 23a
BRA 4 16w
ZFEL
B R 4 B | 9.0 ®
macrogol 6000 2.0
— A, 1L 5k | 1.0
® & A AL 0.2
K ¥ 7] 24
* 24
Fm B A (130mg) & 4 %
ib&4 A | 8 mg ®
% 5 B BT 6.93 mg
(R &&F > 5 mg)
D-+ % #% 82 82.666 mg
TEE | 20 mg
CEY ¥ & 4 mg
macrogol 4000 1.8 mg
XBHET AL EH 5.6 mg
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R fg Bk 4% | 0.9 mg
4r B, A 1L 4R 0.104 mg
4 3t 130 mg
(1) # 7 A& g 4 % (80.00 g)& macrogol 4000 (36.00

g)E M 4k A (1100 g) ¥ A 45 5 &k 1o 4% 4 & £ 1L 48(2.080
)M B K (2001 g)F AEF o BRI REFLER ]
Sk 1 R4 K(60.00 g) RS L& % I NARELRR
it # (Lab-1, POWREX Co., Ltd.) ¥ # % 2

(24.95 2) ~ &4 A(28.80 g) ~ D-H & 82 (297.6 g) R 44 & 4 -

# E(72.00 @) 9 R4 RIGASGYMWEEERE R
T1(266.1 g) L& BugBun - i@ (16 HHL) #
R dley — o8 NEREREZIRE -

Q) ¥ RxB|HETFALE 4 FMm(68] g) & % fs Bt 4
(2.700 g)Av & pr 45 & 7 B 2 4 8] (370.5 g) » » B T H £ (4.9
LYY R4 AEFERESRE -

(3) 4o L A7 ¥ 2 38 A% Bl > 3% 8 47 48 44 (Correct 19K,
Kikusui Seisakusho)¥ $4 8.5 mm & A&+ F & 5.0 mm 4
BEARWPIIT4E(ET4ER A  85kN B4 & ¢ 130 mg) R #4153
k24 R AR FAEHE -

B ¥4 25
% 25

£
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6.93 mg

AR BR R R T
(A& HF > 5mg)

D-+ & #% &% 82.666 mg
ELE | 20 mg
o AR 4 mg
macrogol 10000 1.8 mg
BT R E A 5.6 mg
7P e BR 4% 0.9 mg
4r & A 1L 4R 0.104 mg
3 130 mg

(1) #% & & 4 & 4 % (80.00 g) & macrogol 10000
(36.00 g)m 7 #h K (1100 g)P U #EFFE R 1 B4 & A1k
(2.080 ) #2001 )P A EF KR I RAZ
Bl oK I ARG KG0I0)AE AR LRI N
it & k1t # (Lab-1, POWREX Co., Ltd.) ¥ #% ¥ % 8 £ & &
F(24.95 )~ \b 44 A(28.80 g) ~ D-# & 8 (297.6 g) B % &
B £(72.00 ) HgHR4 RILRADEERFER
11(266.1 g) B E#HBEUEF B - uéFE (16 HFL) #
FIgRES — B UEBERHEZRE -

(2) B X E#HFAL%EFEMNA680 g) &R A s Bk 4%
(2.710 g)ho & FR 43 @70 B 2 4 B (370.52) » N R T #H £ (4.9
LYy RE AEHFREGHAE -

(3) 4o L PR %% 2 R4 4 & > 7 5 3 47 42 #4 (Correct 19K,
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Kikusui Seisakusho)¥ 4 8.5 mm & A&+ F & 5.0 mm %
HA@&HFIT4e(474c B N - 85kN» H4x &
ok 2S PR R Z A ) F AL B o

130 mg) X ¥ 4%

bR 1
% 26
o E A (130mg) &4 &
oM A 8 mg
RAm B R AT 6.93 mg
® (R & ¥F > 5 mg)
LA K A 82.454 mg
F R B Ry 20 mg
BRARBHFE 4 mg
macrogol 6000 2.6 mg
BT REBHES 5.6 mg
B S Bk 4% 0.4 mg
@ |(woais 0.016 mg
4 3t | 130 mg-
(1) s mAE%%£(720.0 g)& macrogol 6000 (468.0

FEER I & A1 4(2.880
TR l-ReEEER]

g)iE A 4 K (9000 g) F 50 58 43
g) 5 B £ K (2880 g) P LA 5K 4
SRR T R&$EK(T20.0 g) R EFRER 11 R BERA
ft # (FD-S2, POWREX Co., Ltd.) ¥ # ¥ 5% & £ £ s F

(1253 g) ~ 1b& 4 A(1449 g) ~ 3L A A # (14830 g) & £ 3%
[ §1
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B (3600 g) RS RMALREGHERERERID &
¥ 8 % A AR R B o ®N oo A B # (P-3, Showa
Kagakukikai Co.,Ltd.) ¥ > #F AR ey — 3 5 24 1.5 mm
Qi ILEARAE > UARFEFEZMAE -

(2) M T A% F5(1848 ) R AR A BL 4% (132.0 g)sm
EAR G E 2 A B (40920 g (2 #6) ) RIEE RS H
(TM20-0-0, Suehiro Kakoki co., Ltd.)¥ R & » UK F R 5
Hr & o

(3) 4 L FF B 2 R A A Bl o A B B IT B
(AQUARIUS-36K, Kikusui Seisakusho) ¥ A 7.0 mm & 4& i¥
FLiT4e(3T4e B A1 1 9KN » H4x & : 130 mg) A K F & 26
Pt Z 4 R B9 F SR E -

E S A
8 e |

FEmay (e A) BE®E1E 1124525 R
BE®RE | B2 ERBGERMEET > HHAGERAR
(1.0(w/w)% % L & B & 20 &% ~ 900 mL - 37°C ~ % K
( Paddle Method) ~ # # 2 50 rpm ) ¥ {& - 4K # Japanese
Pharmacopoeia, 15th Edition, Dissolution Test, Apparatus 2
(Paddle Method) » # 47 E M AR - &R TN Xk 27 %k 27
GHBTERBABE IS BIERENTFHA - TRAEAARAK

CNE o FHB 1458 F 112425 R BT 1
%y 6 EEHZBERENHTHE  RABRARKINE B
T 236 R TRFE 12M@BZEREZENFHME -
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RRBERKNDAE -

10B. %‘—1'52 %%iia(’g“)

25 99113442 SREFI HFEER
1034 1 B 28 BEIERREH

% 27
o 15 Bz EEE %)
& FHE | BAE | RAE
b 8% K A6 1 43 47 39
F Wt 1 56 60 51
£ 2] 2 78 84 64
£ # ] 3 75 81 70
® £ 5] 4 68 75 61
£ 25 5 67 72 64
& Wt 6 74 82 65
E W 7 74 79 69
ZHl 8 75 80 71
K Ht] 9 74 78 71
£ 24l 10 62 65 57
@ T 11 49 56 39
£ repl 24 75 83 68
£l 25 82 85 75

ok 27 A BB E®RG | A REHKE M
b A RBEFARBBHZT R 121124250 F

y XA Bn T’fb’é\% AZBRABRMYE -

RBTHY 2
AR R R 2

321939-B1 £+ iE KR

L



1438201

FHARS (LS4 B) BE®RSG 20 F B RENE
B YE 0 1% 8 & 5 2 7 X (the Japanese Pharmacopoeia,15th
Edition, 2nd fluid for dissolution test,900 mL ~ 37°C ~ % &, -~
¥ & #: 50 rpm )3 4% - 4k 3 the Japanese Pharmacopoeia, 15th
Edition, Dissolution Test, Apparatus 2 (Paddle Method) » &
ATAERBR - BRTHHNEK 28 % 28 B TEEBFEE S
ZEO0na4xERAGMBY 0 BARBIERBENTFHMEA R

AME R ENE -
O & 28
Bl Z B R
(3rdk B BEE (%)
M4 2 1)
A | RAE | RAME
5 34 30 37
10 77 74 81
O 15 90 88 92
20 92 90 95 .
25 94 92 96
30 | 95 93 96
45 96 94 99
60 97 95 101

Yo R 28 Ao TG 20 LB REBTTILEH B X
BRBEBMNEE -
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) HBEES 3
' B M R
s 14 B 5 2 488 0 AFH HBAK -
25°C/60%RH ¢y i #4 4% 17 1218 R - Bl 474 Bt 44 A &
AEBRAALTFIHBUMYE E > EALBEAEFARAE
BEM BRTHEK 29 2 29 "2 ETEILAS Y
A XRBEBRAATZELEA 100% 8 FAAEITE BILS
A RKBEBERRAETFZHE ek £ (%) (/1644 A 8
o mg X 4 mg/ KB A AT 5 6.93mg &% 3.47 mg) °

% 29
$TH BILASY | T4 B Xk
5 % A ZIERimeE | RAMFZ
Hi 1) 483
= 5615 1 RER B b5 0% 0.21% 0.12%
25°C/60%RH 12 48 A
' 0.86% 0.18%
) 1% 47 & &b
5] 4 R B B 4L uF 0.49% 0.12%
25°C/60%RH 12 18 A
1.21% 0.21%
1% 77 & oo
T S X 5 B 45 B 0.48% 0.18%
25°C/60%RH 12 18 A |
1.12% 0.29%
'f;%’f‘?‘)i on ’
ok 29 BB 1 -4 R S52EmBEBETIERY

[ §1
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RFREMH -
EEHAM
AZAREBHEEH  ZEBEHOSXDATZIL
M REE  BEUARSERE RAEATEMNTEIBET
XA F 2 H S LR SHRA AR B2 ERY
B P FEANEREBFTFIRIFLIMN -
AFFEARBARAZHFFEELR 2009-111381 &
2010-68625 A A # > XU AFABEXHALRIF -
[BXGERA]

(2 AHFRRNA]
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1438201 % % 99113442 SR HFIRHE
~ 193.,1.52 35@?@(@ 103 7.1 f 28 EHEERHAR

P HEA R

1. —-%ﬁ[ﬂ%ﬁ@l’ D& A 2-7 A A-1-[[2-(1H-
mok-5S- AV E-4-R]TRIE A kLT %8 -CRT A
A af)eEsf 2-CAL-1-[[2-(4,5-= &.-5- & A&
1,2,4-18 ok 3 R )B K -4- AT A TH-F H ok ok -7-%
HziboMmE LB (DY BEBE - GDARKTEILS

REGVEAEH>FEH 3,000 F 10,000 ¢4 R & — &
2. WP HEAREE I ALz BRYAE > £ %L
® MELBE 2-C R A-1-[[2-(1H-m9 ok -5- %) B K -4-4 ]
FAIEFokek 7-%% FCECAABARA)LE XL

BA o

T

3. WwHHENGE S 1AM EBRER ¥ s
hxEBE 2-C A E-1-[[2°-(4,5-=— & -5- & % -1,2,4-
S —op -3-F)E K-4-K)F A]-1H- K Hkok-7T-% 8k R H
E@

® 4, WwPFFHEANGE L 1Btz B RAE L LAR
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