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$E 2 mg
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4. SHREX E3HR
ROTIARAEAIE (CH S BERIES

5. FEEN [EFNRICEHET HiFR
AANC LB 0RBFEEBETIE 2 < WERETH S Z LI
HEL., FARSICK ORI H2HRIVEO N B VEEIE,
FHRERZ & OB L NBZEEBT 5 &

6. BENUHE
WHE. RAICIEYa Ry > & LTlE4mg# 1 2R 4 &%
ICRO®ET 5, 4B, ERIJSCCGHERRT 2.

8. EEREANER

8.1 AANIBEIEFHORERRI&EL< . FEOZRIEME LTH
KREEVPEBHEICEDONT VA7, KEIOERICH
Tzo Ty AARIOY X7 2+l imEto b BEFICHL
TWREMEROFHMZ +2ITIT> - ETHEMAT A L.
[11.2 ]

8.2 EMMEIMENH S5DONDZENDHLHDT, FAIZEHIC
FHMERCITERT S &, [9.1.1 B3]

83DFVLENHSDLNDZIENHLDT, FAEE. B
BHEOEE S CERZES FRIHET 555 ICER
SEBHT L,

8.4 KREIKR SRR ICREEAIRSOHEIC OV THBZ ZITV.
BF%#&%éhTué%A FIMEZELISER L. M
EETAAS NI & EITIE BRENXIEHIET 5 7% EEY)
BREEITO Z &, [10.2 ]

0. BENERZEIHEEICHT I IR

9.1 BGHHE - BIMEFEEDH D EE

9.1.1 EEIIMEINENSH D EE

ERAENT 2B ENAH B, [8.2 ]

9.2 BiEEEEEE
BEOREZBZE LA SEHAE (112mg) » 5 &5 %25
B 5RER2ERBT S E, YO Ry VOIMETEED
ERI 5, [16.6.1 ]

9.3 fFigEEE=EEE
BEORELZHE L 2» o BHE (1112mg) » 5% 5 % H
B 50E2ERBTAHIE, YO RYVOIMMEHREED
ERIBzBENIFH B, [16.1.5 3]

9.8 S
FHEBE U BHEBEDME T L T WL A B & I3EFAE (1E2mg)
Po¥EEFGTAHE, BEORERZT+FICEHELL
BokETHIE, BE CIE—RICEFBENSETL
TW3, [16.1.5. 16.6.1 ]

10. #8E{EA
YERYYEEELTF M7 u—LP450 3A4(CYP3A4)
Ik R#tEs s, [16.4 BH]



10.2 BHEEE BRICIRT 32 &) S%LLE |1~5%KM| L%k | BEAH
EAG%E BRI - BESE BF - RET BT w5, KB, 8| IEEE.
W FEA YR MLED % & D | EAIRE RO B, HFES. 7 SR
(8.4 B:HE] NBZEND 0T, BELEIED > FER IR
WEYT 574 CRET 5| MEFRENHE PTEIEIE.
e, FLTLaEa IR
5% %o iR RO, Bo il
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CSIHERAAET 5| ENHobNEEDH AL BT 5 12 1fi SRR
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TR BEIEFIIC & 2 B [ AST F5.
NILFF 7 1 L FEVE %t g ALT L5,
Bt RIS ZBEEND B y-GTP.E
%, . &Ly
7V VRIEEA | #/11CCYP3A4ZIE| 7 — L RHE e B,
A SaF V=T B4 baF YV — L EFIZCYP3A4 Al-P EH.
% (@O : BARER) | 2HETS2 L LDH F57
[16.7.1 ] COBEICED T R|HS, 5D B BUN 5. ~
oY OMEEREED | & RIS L7 F=> kR
AAED LT VS, |I0id, YT Ry e I MEREOR | B MERECE %
7 — LR E A & | o miE i Ay FRIMER | MR E
OHFICED. YO R|PERT2EZ b, I
UOMBRBEN ENDVDH S, EREWR
BT2BZNAHDD PPN
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T3, D
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11. El¥ER U RER |CRPLH. |8, 0k, Mo, HILALE
WOBIERD S 5bNB I ENBBDT. BEETHITF. BaL 2T EE. TR
BEAED 5 NBEITI3 52T 5% SR L NES o—L b B FET. 13T
F52 &, F.OREELE D, RORE,
11.1 EAREIER 5 RYLHE (M8 7 AfE
11.1.1 5k - Eaesk (SR RIA) R LR, BEAE
AR R 12 PES —BIE D BB SE A D 5 b N5 & T HIZIER
b Do FURBA, RS
11.1.2 FrRheREs BRI . 258 (SRS REA) LR, REAL
AST E5. ALT ERS% 04> SRS, ®HAH 5 5
PNBEHND D, ) (8.1 1]
11.2 ZOHMOBIER i -
S%LLE [1~5%ki|  1%km e 14 EALOER
WER - |APERE [ AT 14.1 f‘%ﬂqg@;ﬁ
A% ﬂ%ﬁgﬁ% A RRES 14.1.1 PTPASOEAEPTPY — b2 5 W0 i L TIRAIT 5
(17.2%) %) &5%§T5Cto PTP?‘/—‘}\@;E?@?KJZV)\ ﬁ%;{}%?—é
: . R T = FERA BB EATIA U, B2 % B LTS
S ji?ﬁ;\mik@\ ﬁg%ﬁﬁgﬁf R ( ?ﬁﬁﬁ;%wé%&éﬁﬁ%ﬁ%@“é: EhBH D,
A \ bt ODf
e %ﬁigggﬁ 1412 FFREO LICOE CREZBES 5 EHET 57
. FREEE. O, K UTIRHATEETH B, F7-. KTIRAHAT A2
i, Bk cvesEs,
EiEHER. B 1413 AFNIEL-TTORETIZ, K LTIRALZWZ &,
o Bt 15. ZOMBOER
o B, 15.1 BRFRERICE D < 1538
ooy o T IR FE PR SIS IR 8R035 B I B L0
R, PR T qEMERIC &2 EE 2 5N 5 HHITEREE TR
oy @Ef(lr%ériopgativef lFlc;pEQ};HI]ris Syndrome) 2% 5 b1
K L | = > 5 N S %) 0) 1:|7b§ Z;)o l Z A\
i HEo, U ED, BA\LUR 15.2 SERARABRICE S < 538
HER 5L bH, | K—bd R St
S5O, |U. W&, K 15.2.1 Y9 XA TN 104BR% 58 )
o . A 20mg/kg/ H Bl OB S B CRBIREE DL D LA 1
T R B IRT % RO SN EOREDD B
o : 15.2.2 51 é‘é N COSREER OBKRE TOMRRE(ICET S
y = : ik
fEBRas ;ﬁ?ﬁ%ﬁf‘ 200mg/kg/ B LL_E O 1% SRR ME IOS TR0 Bivg
ey A%, 600mg/kg/ A SBECHME O - ZiE. KT
STREIE EFRR OB TROWSDED 5Nz & DRENH 52,
MR, M
kR




16. EYENRE
16.1 MRE
16.1.1 EYFHES MR . AP E)
BERABMEIC T P> rAmg ($EXIE /1 71V ) % 225 RE
ICHEHEORE Lz & DO MmiEh s T By o EE R O
MERENNT A —F B TRITRT EBDTH D, 4AmgfE kS
AmgH T RIVIZEMENICFRETH - 7Y,

TR A B I 22 E R Amg ($E XIS 7 7 1)L ) BBl SR O S By RE
NG A—%

TEERIA S 12 228 R 4m g OD#E (K7« U THRA) Xid4mgdE Ok T
IRA) B SR QMR T R REHER

(*F5fE+SD)

Cmax AUCo48n® | Tmax ti2

(ng/mL) |(ng-hr/mL)| (hr) (hr)

i 1145 27 27 27 27
4mghE 29.309£13.856| 122.91£39.34]0.89+0.66|5.772+3.417
4mgHh )L [28919+14.685]125.44£40.05 |1.30+0.89|5.850+3.963

a) 2719 1l OB 12 D W TIEAUCO-10hr 2 AUCO-48hr& U TEERF L7z,

16.1.2 BOl%5
TR A B (B R6H]) I T R 0.5mgh 512mg (#
T)L) ZBEROKRS L L &0, miEhsa Ry U EE
BHREEOEIMIfE->TLER L. CmaxKTAUCH» T
AR LY, ¥u Ry 2mgXiddmg(H 7)) 2B
EREOKEG L& EomiEhi o Ny VBE#HERIETTRIC
R EBYTH o750,

AR A B 12 ZE R 2mg Xk Amg B Bl S B O e S 1 | o
M

6 D E+SD %R
(ng/mL)

40
m 30F
a% —— 2mg —®— 4mg
G
F 20
b4
v
i
£ 10

0 . ) .

0 4 8 12 24
IR¢[H] (hr)

16.1.3 £YZHEF 4R §E. ODER)

2 u R r4mgOD§E (K% UIZKTIRA) &> a R >
AmgsE (BHEBIAL, KTIRA) 270 A4 —N—KickD %
NZENZIFE(VE RV & LTIme) BERABEICHER
BMEARO#KRS LY, mirhya N U EEZ2EE L TF
5NT-EYERE /ST X — % (AUCo.48n,Cmax) IZDWT,
90% 5 T8 X [ 151 CTRRET AT 247 - 7 /5. 10g(0.8) ~
log (1.25) OEHFNTH V. WA O LY 20 E %M A HERR
ENTD, EYFEEINS A —FIZTRIC, MIEHEEHERS
ERRICRT EBDTH- 7,

TEERIA S 12 228 R 4m g OD$E (K7« U THRA) Xid4mgdE Ok T

(ng/mL)
45 -
40 ‘ —e— 4mgOD$t —o— 4 mght
35
i 30
h
v 25
‘ljﬂ
P 20
7
s 15
%
10
5
0 . . ! .
0 4 8 12 24 48

Ik [H] (hr) (n=25, *F-¥4fH+SD)

TR ER R A B 12 22 B RFAmg O D$E UK THRAH) X id4mgsE K THRA)

B[O SR OBy EEIST XA —F

(n=27,FfE +SD)

Tmax
(hr)

1.04£0.88

AUCo.48nr
(ng - hr/mL)

121.31£52.25

Cmax
(ng/mL)

24.90+12.02

ti2

(hr)
7.02+2.54

FEHE ()
4mgOD3#E
OKTHRA)

4mg#E
OKTHRA)

RERR A B 11 22 Re4mg OD$E UK THRA) X1 4mgdE OK TIRA)
B GRoMmEEh s o R REHER

26.31£13.88(123.46+53.39|1.54£1.33|6.02£2.39

(ng/mL)
10 -
351 | s 4mgOD§i o 4mghi
30
*
now
f
T
v
7
m 1
JE
10
5
ol . . .
0 4 8 12 24 48

IRER (hr) (n=27, F¥fiti+SD)

16.1.4 REKRS
R A BMESFIC T Ry vdmg (A7 E)V) 21 H2E7
HEREROKRS L2 (1HERU7HEIZIHIEES),
MRy a R VBEERE3HZICITERRBIGEL,
OG5 O BZERIZLIETH > 729,

ERRRA SIS BT 2 BRAMgR G RO FHEISF A — 5

TRFR) BLIEHE 5 R S BIRE ) S5 A — & (FHfE£SD)
(n=25,F#E £SD) Cmax AUCo-» Tmax ti2
142 (FI ) Cmax AUCo4snr | Tmax ti (ng/mL) |(ng-hr/mL)| (hr) (hr)
‘ (ng/mL) (ng - hr/mL) (hr) (hr) Hifn] 26.8+9.2 [143.9£57.1| 2.2+0.5 | 6.9+3.1
4mgOD#E . " " i 18 28.7x£7.6 [134.3+39.0| 2.0£0.0 |10.4x4.6
(ke UCHRA) 31.58+21.57|126.73+£44.54|1.46+0.88 |6.60*3.64 RSO S5 A — 5 1. 6HHECORAEL D BE
4mgsiE i + N N 272 LSIWATHEOBERBE Y 5B ERER L
Okchgm) |2720F770| 1150823372 1.18£1.0016.41£2.66 16.1.5 FITTIRAEAE|C S SHRIS=EE CORYEIE

BINEARAEAIE IS FERBERE 2 MR E L BRI ER
B (h 7)) iC B B HRERN 72 BE B B REAEAT (258
Bl DFER, EHAIRBERE OS5 20 M5 K O 1 2B 1% D HEE
miEF o M VBE(CEEELSD) IEZnZFNn24.8%
8.0ng/mLK% U'7.4+3.3ng/mLTdH > 7z, MR T K
VHEEICKT AEEBERICOVWTHE LZEERE, Yu Ry
YO7 YT Ty AIMEE, Efs. CRP. ALTROIE Y L
TFZUIZE2 T THBBIIMEE, FH. CRPAUALT
WCE-oTEER2R IS EDNRBENT, TNHEERT
D>b, ALTICOWT, ¥ a R U OMmEREEIcwtd 5
HEPREVWZEPHEESN, ALTO LR (23—+831U/L)
KEDIaRY YOI IY T I VARV HARBIIZTNZEN



FAT% KR UHI2TBIET T 2 ATREME PRI S N 7z®, [9.3,
9.8 /]

16.2 ORUIR

16.2.1 BEOXE
BERABMELIFIC> T Ry vdmg(h 7R ) 2 &%30
DROEERICHEEROREG L L&D, ARG RU%E
JER 5 TZ 2N, Cmaxid23.0%028.0ng/mL.
AUCo-4nrl%128.8 % 1F135.9ng + hr/mL. Tmaxi32.1%
U4/, t12036.0% V4. 7B TH > 729,

R SBEIC B 24mgH SR O FHLINT A — 5

(‘FH{ExSD)
Cmax AUCo-48nr Tmax ti2
(ng/mL) |(ng-hr/mL)| (hr) (hr)
B 23.0+10.8128.8+t64.1| 2.1£0.7 | 6.0+4.8
ZENE R 28.0+9.6 [1359+£554| 1.4*+1.1 | 4.7+£3.7

16.2.2 EYZFHFIEE
Ry ramg(h 7)) 2 REREOREG Li- & 04
ZHFIARIZ32.2%TH > 729,
16.3 9
R A B> T K2 > 2mg (R 2 45 R IR Y
WREGHYD 7 )75 ARUAHAAREIEIZNEN167.0
33.8mL/mink0'49.5+17.3LTH-7%, ¥YB R¥ Dk b
MY > 87123 F BEARIE. 95.6% (100ng/mLIRANEE)
THD, EREEY N7 T o -BBEREY VN7 TH o729
(in vitro) .
16.4 {#
u RY Y 3EE LTCYP3A4. UDP-Z V7 0 > Bl
F. 7L VBRKERZERCTILTE REKEBERICLD
R#sh, MFEFOELER#FWI 0 R oV o0 Vg
AAEROBILRE TH - 729, BESBME(GLEAN) 661
[MCIEE# > 1 ¥ v 8mg (BH) Z BRI O E L & &5,
MAEFOBBSEEAUCo 120l LT, MEEFDO T R >,
u Ry o7y ayBasgiEk OB IbREY O AUC 120
X, FhEN24.0. 219K V34.9%TH -7z, ZDfDRH
POEEIZ. WTNBSBLUL TR TH -9, [10. BE]
16.5 HEtt
BB G EAN) 6Bl [UCliE#> 1 R > 8mg (VATR) % B
EREOFRG L & &0 H55%2400FM £ TIZ. BE5HETEE
D33.5%DFRFIC. 54.9%D#EHICHR S N7z,
16.6 FEDERZBITDEE
16.6.1 BikpeEZSEE
BEHAEER R NE (L7 F =027 52 A27~49mL/min)
MR UBREEEE(ZLTF 7 )75 A125~
176mL/min) 7flic> v R > 4mg (51 71 )L) % BEfEO
B L7 &0, BHEKTE CEBHELETEE ICHRT,
U RYUVOMBHRREENREO LEP AL N
(Cmax3.1f5. AUCo0-«3.21%). ZDImiEHEIEYIEED
EFRIZMER o -BREREY X7 Dy R TERICE S
AIREMEASH U . MEEFRRRSEYIRE & IS H o - B HERE Y >
NRZBEORICIEEVWHE RO bNz. B, Ya Y
Y OEHROEIERFERICEEBE ST 5 & X 5N 5 IMEE
FIEREEE O Ry VIBEDO ERIZRENEE XV /NS
-7 (Cmax1.56%, AUC0-»2.0f%)%, [9.2. 9.8 ]

BRI N R OB W AEIE & (O 2SR Am g B 0] % 5 i O SR B e
INTRA—=%
(CE¥fE£SD)

AR OIERR BB D ERAmg AR G O B fR <
FTA—5
(P9 +SD)
Cmax AUCo-» Tmax ti2
(ng/mL) |(ng-hr/mL)| (hr) (hr)
[ e ReR 21.8+11.6|142.4+£54.7| 2.5+1.4 |10.5%£4.0
JEERBEME | 20.5£6.5 |121.5£38.1] 2.3+£0.5 | 8.7+3.1

16.7 EYHEEEH

16.7.1 & b3F Y=L (8OHF : EAKRFEST) HHA
EERBEEGHEAN) 16flicr b 29 —)1200mg# 1 H 1[E14
HEEO®RS L, 2HEICY T R¥ v4mg(h FeL) 2B
EREOKRE L-5E, A0 T Ky oCmaxKkD
AUCowld, >0 R VBB SRR TZENEN3.THK
U2.9FZICHEML7z%, [10.2 2]

EARORRS TV AR - AR E4mg# 1 284 £%ICEORET

Bo mB. RIS U CHERET 5. TH 5.

17. BRPRRRAE
17.1 B3RO RLEICEET 25
17.1.1 BNE I E_S5REHER

RIZARAERIE ICPE D BRI ERF 2 RIS, Ya R U h
FEV1E2mgE, 4mg 7T A%, 1H2ME, 48R
@EORE LR, 20 FY Y H 7ol E4mgi 57
TEAREHBELUTHRER(-PSSh—F L 23 7)2ER
ICEFE L7, BIERFBREIEGIR. 15.6%(42/27041) T
bHotz. ARHOBIERARREE X, 77 LRBET.9%
(7/894) 4mg/H#EE16.9%(15/8941). 8mg/HEE21.7%
(20/792ff) TH > 7= EBIERIZ. SPERE0%(0/89
By 11.2%(10/891) . 6.5%(6/92fl) (7&K, 4mg/
H. 8mg/HDJE. DLRRFEER). HEL1.1%(1/89%1). 0%
(0/789%1) . 5.4%(5/92f) Td > 7z BIVEF (B FRIRE(H)
FHBEEIE, 6.7%(18/27061) Th > 7-. FARBIOEIEH
(BRI RBEE L. 7T 2 ABE5.6%(5/8941) .
4mg/H6.7% (6/89%1) . 8mg/HEE7.6%(7/926) T
Hotz. EEIEH(BERREME) X M) 7UEY FER
2.3%(2/86M1)+ 3.7%(3/82fl) . 2.4%(2/84%l) (7«
AEE, dmg/HEE. 8mg/HEE) TH 7210,

[-PSS¥ s — % L 227 D5 DOZEAL

Cmax
(ng/mL)

AUCo-
(ng - hr/mL)

Tmax
(hr)

ti2

(hr)

BREETE

72.22%£44.12
(1.48+1.30)

305.76+115.38
(6.34£3.43)

0.67£0.26
(0.83+0.26)

7.55+1.50
(8.71£3.94)

ERAEERE

21.51+8.52
(0.71£0.13)

94.75+41.28
(2.96%1.09)

0.86+0.56
(0.86%0.56)

3.94+1.57
(4.39£1.34)

(NI T Ry v

16.6.2 SnE

BB (65~75) 126l u R vdmg(h ) %
BRICHEEREORS L& &, ERmBIEQ21~31%) ol
EOEYFHBICHS DBV R A SN o729,

F/o. BE®RASKH & TORPRABIRERIIE RSB, I
Bt TcEhEhI 0 N UA23KT24%,. Pa kY
YOTVT A BIAEENF1.6KT1.8%. BILRFEYA4.5
KU4.9%Td > 7Y,

TSR ABED
RSB | RSMERNEE REEREE L
unnett4:
SELME
TSR 18.1£5.6(88) | -3.0+5.8(88) -
2mgx2/H |18.3%6.5(84) | -5.7+6.1(84) P=0.013
4mgXx2/H |18.7£6.0(87) | -6.6%5.5(86) P=0.000
BAL s EE£SD () ERIE

a)I-PSS : EBEFINZAREEIR 2 2 7 (8AE : 0-7, *PEE : 8-19, HJE : 20-35)

17.1.2 ENENH_ESHRHEEREER

AN ARAEAOE ISR D PEREEREEZE 2RI, Ya Ry U h
ZE I 1E4mg 1H2[0iE 75 AR % 1 2B O#%RE L7-
FEE. RTHEOI-PSS b — %)L 2 a2 7 3% S5 RMhE 12 g
LT, YU RYYT8IRVTIEARTEIZFRZFNETRL
Tzo F7o. BEBBEICHE L TI-PSSh—F L2 7 A
25% L EEE L EMOEI AR, Y RY2T76.4%
(133/1744) B O /5 + K50.6% (45/894) TH V) . HEhE
FEASHRRE (I-PSS b — & L A 3 7 844%) £ Ttk L 7= 5o
&, ¥a R v47.7%(83/174M51) KOS5 £ K31.5%
(28/89f) TH 7o B F¥Y rTIIAEMERIZZS]E
BOBH»SWE L., EEMICH L THREDIRERIRD S
Niz. BIERAREBEEAIZ. Yu Y UE54.9%(96/175
). TR EE22.5%(20/89%1) TH - 7z EBITERIZ.
Tu Ry UBHTHIEREE22.3%(39/17561) . #IEROO
B%8.6%(15/175M1) . FR&EZE5.7%(10/17561). T
4.6%(8/17501) . BF4.0%(7/17561). 75 REETH#
B, MERUHERE4.5%(4/894) TH - 7. BINER (FRK
MEE) BE &I, 0 Ry UBE31.4%(55/1756) . 7
T REE21.6%(19/88%) Tdd - 720 FE 2 EINER (B FRIGEE
)X, BRI UBTIENYZYEY RERL2.0%
(21/175#1). CRP_+55.7%(10/17541). y-GTP L&
3.4%(6/17561). S ABETIR Y 7Vt FER
10.2%(9/88%1) . LDH_EH R O*CRP_EF453.4% (3/884)
THo1z1,



[-PSS =% V2 a7 RIEEOHER

1 4
' 2 EAHRE (S uky ovs 7IEK)
p 22 #% P <001
S 20 sk 1 P <0.001
S
1} 18
7 16
v
A 14
a
7 12
il
r/t 10
'ﬁél— 8 skesksk
Bl emymEyy o-Tges
B BaRE 1308 238 43 83k 128 5T
LI R
e T fii+SD

[-PSSt—# V2 a7 QRIEM. Z{btEKORHZE

vap | g | POV TR [ TR [H95%

WEMEY | WEE REfHIZE | (ERXEH
YOy V[ 174 [17.1£57(8.8+5.9/-83%64 |, |,
7oA | 89 [17.1+6.1[11.8+7.1|53+67 ~ |
a)FgfE£SD

17.1.3 BRRERSHER

RISEARIEARE I fE S BRI E B E 3640 2 H & Lz u
K> > h 7 v1E4mgl H2EI52:8MIC & 2 R 535
T BN aSEBSRERE2EPHER SN, BELLH
HRER(I-PSS b= L 227 ) R OB KRRFEROGEN D
»oNniz, BIEFAFFEEIX. 65.4%(238/3644]) TH >
Too FEHBMEAIZ. SHERE25.0%(91/36441). 7
7.4% (27/36441) . 1EB7.1%(26/36441). iH5< 5 H
6.6%(24/36441). BEA5.8%(21/364%1). 55D X (&)
5.2%(19/36461) TdH > 7= BIVER (BRI ME) FRIRE A&
X, 31.1%(112/360f1) TH > 7-. EBIWEMA (FIRKE
fE)X. PV 27Uty R ER92%(33/3591). ALT LR
4.2%(15/360f1) . HMmEREREA3.9% (14/358%]) . ~E
7averaEd3.6%(13/35761). ~< v 27U v MERD
3.6%(13/357f1). AST EF3.6%(13/360%41). RIMEREL
1843.4% (12/35861) B O'CRP ERA3.1%(11/35941) T
H o112,

)RR OAR SN TV - ARIE[1E4mgz 1 H2E8HS £ ICROKRE S
%o B ERIECTHERREY 2.1 TH %,

18. EWEIR
18.1 {EFAE®
NERIREGHHAE T dd HRIVIIR. FRE KR OBER=AEICSHT 2
aa-T RUF V) UZBERT TH A TENT HRBHRRZE
WigdZEIckD., MHRREMEBFEHOBERZEM L. IR
HEAFEDO EFZMEI L. BIZERAEARAE IS0 S FERBEE % oE
T 5,
18.2 & MEBTDIER
18.2.1 XEMIER -7 RUF U USHERICHT 2R
thai-7 FUFH ) UREEICNT 2B EEGHBICH
W, aia-7 RLF U UBEEY T Y A4 TAOEWHME
ZR L7213 (in vitro).
18.2.2 HITIBRICKI T B EH
t MR AREEAR 2 W R BREEARBRICB VLT, aa-
7 RLFY) URBEEY T YA TAOBWEMEZR LI,
JIIVT7 RLFY ke MRIIIRE I O IUE 2 16 L
7219 (in vitro).
18.3 EIPCTOIEA
18.3.1 TEBFRESHEME (FIIIAR. FRENUEN=AZ) (N 21EH
T 7 Y FRNAR. REROER=AZRICBWT, J LT
RLF U ICEBIUEICN L THRWIETRIEHRZR LAY
(in vitro).
18.3.2 RENEICX T B1EA
FREMEME S v MicBOL T, MEERNERAZRT LD HEL
HET., 72217 VICXAHINIRERIRENE LR 22
REGIHMHI L7215,
FREEEEME A XIcBLTH . MEETERAZRT LD HENL
HET. FMEMROBRABIC X 2 i IRERRENE LR
% BIRAYICHNEH] L 7210,
18.3.3 HITIEREEKEFIVICH T B1EH
HARIVE HEICTHEE LY S v RN RERET IV
IZBWT BIRRFICE U7 BERRRSER 2 0l U 7217,

19. BRI ICRET SIBLRHIFR

—f#%% : > 1 K > (Silodosin)

{£#4 : 1-(3-Hydroxypropyl)-5-[(2R)-2-({2-[2-(2,2,2-
trifluoroethoxy)phenoxylethyljamino)propyl]-2,3-
dihydro-1H-indole-7-carboxamide

PFR : CasHz2F3N304

SFE 1 495.53

% R HE~MEAEOMRTHE, XY/ —LXIZLY
J =)V (99.5) IR 9 <\ KITED THEIFIT W,
KL > THRAICHEAGBRE RS, EXE(al? :-13
~-17° (BARICHERE L2 00.2g. X% —),
20mL. 100mm). #E@MZEPRD 5N 5,

A m:105~109C

DERRE -
pH 2.8 6.0 9.7
S ]
(425 ) — /s | <107 L7 ] 50x10°
20. BBV EDFE
(BUFIFE3E)
20.1 7L 3 ¥ 0 —aERERIGEL L TRET 5 2 L.

(OD$t)

20.2 WAOKHE B, TEIC K VEAREASI SO ZENH S,
20.3 SEAIRMEIEHERIC L2 FE, FEKRVEEDOHEAN AL

NHTENH %,
20.4 7L IO —@EHHZRIGER BT TRET S L.
22. @

(¥ORYVEE2mg[DSEP])

(PTP) 100%E(10%Ex10) 140%E(148E%10)
5008 (108Ex50) 7008E(148E % 50)

(FSRXF v TR NT) 5008

(O R VEE4Amg[DSEP])

(PTP) 100%%(10%Ex10) 140%E(148E%10)
5008 (108Ex50) 7008E (148E % 50)

(FSRF v 7RI NT) 5008

(0O R OD$EE2mg[DSEP])

(PTP) 100%%(10%Ex10) 140%¢(148Ex10)
5008 (108Ex50) 7008E(148E % 50)

(FSAFVZRIL NS D EEERHIAD) 5008

(0O R ~ODEE4mMg[DSEP])

(PTP) 100%&(10%Ex10) 140%F(145E%10)
5008 (108Ex50) 7008E (148E % 50)

(FSAF VRN NS EBIBHIAD) 5008

23. FE#k
1) 7 2 TO104EMKERBE (LY —7 51 71 : 20065£1 H23
H#%#E. CTD2.6.6.5)
2) 5 v N TOZBEERVERE COMIMEFAEICET 5B (2
) —7H T )L 20064E1 H23H A&, CTD2.6.6.6)
3) HNER : SEAI R O TR VAR B % W2 RS 5 E
4) FEKEENIA © FEHMEEE 2006 5 126(S) @ 257-263
5) A Z R E L7258 I HERHBR () -7 771
200641 H23H&#R. CTD2.7.2.2)
6) BERAZNRE L2 [ HERRBE (LY -7 h R
20064E1 A23H &8, CTD2.7.2.2)
7) HPER D RS R O ERSERIC B B AR RS
R
8) HINIARAEARRE IS HEREEBE 2R & L B S R (2
) —T7 A7) 200651 A23H %R, CTD2.7.2.2)
9) MEFEFRA %R & Uzl RERIEHER (22 — 7 # 7L 1 2006
#£1H23H%#®. CTD2.7.1.2)
RZARAESOE P S HEREERE 2 0 R & U214 1A% TARRR R
HEE (L) —7 A1 71 1 20064E1 H23H &R, CTD2.7.6.3)
11) BISEARAEAIE (AL D PER B E B 2 0t & U 7255 AR RS Rk Bk
(V=7 H 7k 200641 H23H &R, CTD2.7.6.3)

10

=



BISZARIEAE IS FERBREEZE 2R E LB RS
HEE (L) —T7 A 7RI 20064E1 H23H &R, CTD2.7.6.3)
VOB BRIE A ¢ EREMERE 2006 5 126(S) 1 209-216

Murata S, et al. : J Urol. 2000 ; 164(2) : 578-583

OB BRI ¢ EREMEEE 2006 5 126(S) 1 217-223

A X TFEMRERSFERFENE LR E T IICB I 5EH () —
T H 7 eI 20064E1 H23H &R, CTD2.6.2.2)

17) o v MENIBEEKEFVICB T BER (L) — 7 L)L
20064E1 H23H &R, CTD2.6.2.2)

24, THRFARSERUEVEDEE
BRI X7 7R BERERE
T103-0027 HRERHRXHAME2-13-12
TEL : 0120-100-601

26. SHERTERES
26.1 SHSEMRFETT

O FSHIXT»HAEH

Daiichi-Sankyo ﬁﬁ'\ %B l:l]y%[: B 2'.(7[%2!_([]}]‘3— 5 _1
26.2 BRoCIEE

O I \Hi_tz:\*i

Daiichi-sankyo AU HP F UL X H A AG ASHT 3-5-1

26.3 #iliies
Al EmR T
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