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B TIRERERE © B TAEREREE (CCr 30-50 mL/min) i FA%HE 7T Silodosin [ ERE FAAHE - PREEThmEEE - E I UEEE
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3. EE M INAEREHEE (Child-Pugh score>10) »

4. BEECYP3A4 HI#FIE (Mketoconazole * clarithromycin + itraconazole ~ ritonavir)(#AFESE "R EEH, BE] -
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1. AmBIFRKRERE - oJass BRI EME - RIRAARMNYIE - BEEMEEH - RERMSIHESREMAITIEREND -

2. PEBINEEREBRE - Asilodosin MPRELFNRE - EREBEGESE "HRZASEFMZERALIEE, 39) -

3. B EFFINAEREHEE (Child-Pugh scorex10)E A mAVER RIF R RBIT - Bt A RERRBREFINAEIERZ -

4. 2 B8 CYP3A4 #FIEI(#Mketoconazole * clarithromycin - itraconazole ~ ritonavir)#F -
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EEERMERRAE - 58978 RMAISIIRAE A% B IR Asilodosin 8 mg/H - Hh486 2 M EEM6MER - 168 RREER1E - MAE
BRENR445ZI875 - TEREEA - 42.8%R65mU LB - 10.7%H75E MU LRE -

S—EEE  ZREMEE - SH12809RRHER - 4668 BIRAsilodosin 8 mg/H - 457 R MBMAREE - EVAF—REAE
SOARRAVEIE A B A R AR A AR B AYLE 51 5355.2% (R R EIAHRIE36.8%) © FEIARA(72.1%) KB 2 MBI ER(ZRIBIARIR
59.8%)/EBEET 2T & B R BN EMAY - 6.4%AFANRBERAZARNEIFREEMFILAR(ZERARZE2.8%) - Hbh&
ERMNBEERRTHSECARMARBERER2.8%) - FBTHHIBMEIER - FHEETHX -

BIERBERAR2% :

TREERMERP12E - S0 - 5 - TREGERAERGR - REASIIRAEAR B IRAsilodosin 8 mg/H - FIULEZIRE]
ERBERMER - ARARFRRERAIR2%MN B ZRBARERSHIBIREER TR -

REA128 - ZRBIHERAOEAREER - HEERRERAR2%IER

=Tz JAERAE/ N=466 R EH/N=457
n(%) (%)
HITHEEHE 131(28.1) 4(0.9)
S 15(3.2) 5(1.1)
e 12(2.6) 6(1.3)
REIT (1 12(2.6) 7(1.5)
b 11(2.4) 4(0.9)
BIE% 11(2.4) 10(2.2)
2= 10(2.1) 1(0.2)

EMBERIL2IE - KRB HEREAREER - UTHEFRREARARERI%E2%ZME - BEIERRBERERS | KK -
PSAFIE - BE% - 18R - RE - MEBK - ARAR—ERFIZEprazosin HAMSIEER - ZAE—BARGAREZHE -
—ERHMER - MMNZZHERARGE - B—EFM P ERMERFAORFRIRSE LR -

EHERERER
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% FRIBERRA/ T £ R AOTR R BE R R Esilodosin 200 mg/kg/day & fE 5% AR iR 8% (I Bl 2 fiksilodosin AUC ELZIMEER
13-25BMABERAREHTEE) - EHFHET - RERIRT LEERRZBBEER -
Silodosin 1000 mg/ kg/day (ItEISRBEAEER20EMAEEAEEEE) RERSURBZIRREE  ELHEET - KEE
FHBEFIMRETE - EEMRFELEE%Eglucuronidated silodosin - T ARIMEF glucuronidated silodosin iBEZ
silodosin 9IS - glucuronidated silodosin Esilodosin RYZEIR {EFHEM -
B2 E R IEZL AR E B R Bsilodosin 300 mg/ kg/day - BERBRIKEFRAMKBERTARELANE -
[NERIBIER R RRECE
ARAEARRE - AN/NRRRERZZ2HRAY MM KREL -
[3BE [k EIREE
BEFSHEEME - #FRFFBMEANEES - WHBNBEROBKEESR - B EETE - AINERREFREE - WALE -
SIfERARER - WERIBRINAE - B LITILAMRENTE - BASilodosin BERESERE(97%) -
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(AR Al A S [ (R4 5 6£07) LLO. Smg E1 1 2mg Y7 & B AR [ 8 © Silodosin [T o e & B0 B s b8 [T 3 Ay e e 4 -
Crnax Sz AUCo-o/R EFRER MR © 7351242 meill4 mgBRIRAK IR ERA A R e S L - AIlEL -

AMUERE(R2ER)RBER - TREERRBER

= 4mg

Plasma silodosin concentration(ng/ml)
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[E]1. (RRERRAE 55 T 1A 2208 73 FlT5c 42 mgBid mef% > Silodosin Ay AR - BlELITH EATAEAZFIROH) -
SOLFERERAEFMAET RN T 1 H2RE R4 mglUHY 5 AL URER TR Ry BR4GEE) > Silodosin Ay IREAE R I REFITR

SEARSE - FRCBBRIART SRR R 1L 15 (R D) -
% 1 AR BB T4 mg T S (VR 1 R S (P EHEAE )
BHZH Crax AUCo-» Tinax ti2
SHEAL (ng/mL) (ng-hr/mL) (hr) (hr)
B 26.8+9.2 143.9+57.1 22+0.5 6.9+3.1
B 28.747.6 134.3£39.0 2.0£0.0 10.4+4.6

A RN SR SRS R LU TR VB B LS AR BB ORI BRI R
LAA mgfi{% BT B ) 3G TAE 1 21 i S5 MR (65~ TS ) B0 fir JErsiie V(2 1~3 15%) - WRAHAVEEY) S /)22 WIEYIRIE S - DK
BlE BRI E B EN G T2 H(RD)

2 Stk FVEEL it B 8k B4 me IRAVEEIB) IR S BT EHTAE )

EanEs i Crax AUCo-» Timax 12

SHUERAL (ng/mL) (ng-hr/mL) (hr) (hr)
B 21.8+11.6 142.4+54.7 2.5+1.4 10.5+4.0
JEEte B 20.5+6.5 121.5+38.1 2340.5 8.7+3.1




UL fir AR B BB o HIE B {530 7t R 22 G BE R4 mg B - 801%30 S SBLZE AR AN Cmax 53731 £523.0828.0 ng/mL >
AUCous w5371 55128.8 1135.9 ng-hr/mL > Tmax 5351 552.1 B11.4 /N Kt 53751 556.0 B14.7 /N85 (23) -

% 3 (RIS A mg RIVEEYBI RSB EAE )

GEE Cmax AUC0-» Trmax t12

SR (ng/mL) (ng-hr/mL) (hr) (hr)

Eii% 23.0+10.8 128.8+64.1 2.1+0.7 6.0+4.8

Z2H8 28.0+9.6 135.9+55.4 1.4+1.1 4.7+3.7
1E#2 mg Silodosinf7 A4/ NEFEFAREGE 5 =048 T LA BRI 531 » s B PR L s AR 3 771 1% 167.0 + 33.8mL/min and 49.5 = 17.3
L » B H14 mgft A e T FH2E 1532.2% -
2.EAREE

Silodosin{t A BV 45 & 3R (A4 M) 7595.6%(100 ng/mL7RIR) » FHAVEEEE A Ro- TR MEREEN -
3. U e
Silodosin T Z4L#HCYP3A4, UDP-glucuronosyltransferase, alcohol dehydrogenase , and aldehyde dehydrogenase Ffr{Caf » i of 3+ 2L
¥ F5Silodosin [fyglucuronide FI%E L) - LIS mg'*C-labeled silodosin B EILA6 {ir P8 E R AE{d 5 5314 » Silodosin ~ Silodosin [y
glucuronide FI1ELAH7FT14ESilodosin AUCo-2 wiiU AL FHYAUC-12053 11 5524.0, 21.9, F134.9% o HA YT RIKS% » (Ef%
BEDAQ /NI 1% AT AL R P B R oI A33.5% B2 54 9% A R
D4 mg BRAAG B 1 24 Z A BB F 2 T B - WAHAERR 148/ N R A Silodosin ~ Silodosin glucuronideFIEAL A & 5>
B F52.3812.4% » 1.68721.8% F74.5614.9% -
TERIFIRRAE A RE £ BEHE PR SRR BB VR EN N ER
HE R AR F SilodosinfIFiTFIARAE A BEHEPR [0 28 E R ELRIT BRI B 12 o3 Ar (258(5)) (9&ESR » HENEAREEILABE N2/
FEFEAL1 2/ NIF 2 [ R (DAT A B 22 R) 53 731 £524.848.0 ng/mL and 7.4%3.3 ng/mL -
Y HiiSilodosinifi AZ R EARRANYEENA T-(F 47 » BURSilodosinf /A2 FIHGE - 4l - CRP ~ ALT (GPT) RUMUEHIIERT A2
» HO A E R 2 IR E © 6 - CRPRIALT (GPT)ATHE » TRia S BN iU H LLALT(GPT) ¥4 Silodosin il HURME e B A » &
ALT (GPT){H 5% I (4123 —83 TU/L)HIIEERSilodosinfy 5 B3 B 53 A RS FE .2 FTRE & 3 B PRI EY47%E127% -
5. BIMGEIEEEEEN NE
oI BRI E Z R E (LT AR 27-49 mL/min)EL7(7 B LhAE % Z el B (IR EFREE: 125-176 mL/min)4y 7| B AR (145614
mgifJSilodosin » FIE TIREIER ZAIE T » B DpefEE (1Y Silodosinifi B II(Cmax: 3.16%;AUCo-: 3.2%) « HLEE) M REHY
BT REAR E Y B S oo B VERR B 4SS FTEL o DR E2 2SR i ORI BRI o B MERRZE 1 > RSP TR S A : -
{(Silodosin SEEERG LRI FHI 8 A BLAAE & 2 Silodosinfy ML FRFEF RE » T EZAHEEY) R B/ N Cmax: 1.56%; AUCo-0: 2.0fi%)
(F5) -

&>

A BIHREIRE H L DIRE I # 2= fE B B4 melVEEYIB) R S W (P9 (R4 )

B Crmax AUCo0-» Tmax ti/2

SHEAL (ng/mL) (ng-hr/mL) (hr) (hr)

EjpeigE S 72.22+44.12 305.76+115.38 0.67+0.26 7.55+1.50
(1.48+1.30) (6.34+3.43) (0.83+0.26) (8.71+3.94)
21.51+8.52 94.75+41.28 0.86+0.56 3.94+1.57

B ot fE g

HOIREREH (0.71£0.13) (2.96+1.09) (0.86+0.56) (4.39+1.34)
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1. BRRR_BEaEE®
LLRZRRAEAAERT FERE R FRPR R Ry 2t ¥ IRER2 K FRITHIT%EEPlacebo ~ Silodosin 2 mg 8114 mg » 7R 14 1 - Bk
JHiEplacebo AR EASRATELT » R4 mg i HY B SHEIRFE-PSSY A IIBICETEILERS)

7 5 FLAFATELE N HE-PSSY (YE L

1 placebo FHEL
ZERH BraTE NG > (H LA IR
Dunnett’s % SELL# G E
Placebo 18.125.6(88) 23.045.8(88) -
2 mgx2/A 18.36.5(84) -5.746.1(84) P=0.013
4mgx2/B 18.76.0(87) -6.6+5.5(86) P =0.000

BB - pBOTEHEREE  ORTAE AL
a) I-PSS : EFEATFIRERET o R EERE © 0-7 > 1 « 8-19 » BES © 20-35)

2. BAER=HE SRR
DURTFIRRREA BT AR HEPR RS Ry 2l > (RER2R > B SrAIHEEEPlacebogiSilodosin 4 mg - IR 1248 o st i1 e
SERFATAELLT » JARAH B placebodf AVARI-PSS 41 Hil (I8, 3815 3(AN[EI2H12%6) - Zal HHUEHEAIHILAEL-PSSH LE25%LL FIEGHF
4 Eitplacebo&H EE# 5T I B576.4%(133/174 A) and 50.6% (45/89 \) » s&f##4H Bitplacebo&H HHiE ik 1 B% EE 0 S ESHH(XHI-PSS < 8)EEK 4y
A F547.7% (83/174N) and 31.5% (28/89 N\) - JEHFAH FAfEARIGELITE VIR EI T, » H B SR A s -

24
2-sample #test (silodosin vs placebo)
22 sk P<O. 01
sk PO 001
20
z 18
£
& 16
£
T 14
)
12
10
3 Hokok
—@— Silodosin ---O-- Placebo
6
Baseline Wk 1 Wk 2 Wk 4 Wk 8 Wk 12 On completion
discontinuation)
Period Mean+SD
(2. 4A1-PSSTEERHARI 2L
26 SR AEI-PSSHY (L B AH A 22 52
2 b SLRE LHREE (2 L 11 95% (="
frgpE | passes o \TDM(;:.;\?%REE/] /u%fi&ft AHREE bR S| WA 95% (S48
JERHEY =D &R
Silodosin 174 17.1£5.7 8.845.9 -8.3+6.4
-3.0 -4.6,-1.3
syl 89 17.1£6.1 11.8+7.1 -5.3+6.7
O S EHEAEE

3. BARBREGR
HI36ANLATY IBRAEIAEFT R BEPR I BEE E R E G R4 mg - FR2RIRFAMIH RES2E - (5 A RS (s gey) 2 Mk
B E Y E AR (HI-PSS)RIBIEE B A TGS SRR ARUERABCR

4. ZEIRER R
WE R HA 122 - BETREE S LRI IR 2 L BEIREAER - 4023 B CPAFHR64.65% ¢ ITEA89.3% 5 PHEIA4.9% ; il
N3.9% 5 TEMATEL2% i HoAh AFEHO.8%) & 4H - H 46647 K il Aisilodosin 82277 - WifEmER{ERGT FEAAE - HiE
Study 17 ELFESEBNERIUBE AT  EEHVFESEHE R RIEBIRE AT IRUEIRE 23 7% (I-PSS) » AEHEHERFIMGES « SOaRR K
FR) R PR IEBRECE M HEPR ~ FRPRIE ~ FIBRBER RPRATAEVEIR o SR PRITEAR(Qmax) By REFETAL TSR -
AR — I (55 1 238) SRR (B Ay 22 FLPRT S 2 S81-PSSTE » RifERAER T silodosini o iR 4H L 2RI BIAH B BN B B A 4tat EogRAE R
(AT -
MEHER T > silodosinia R4 ELLRIFHAHAE AAI-PSSEUEAE THE M A=AV EE — R AR > I BAERE(E 1 28GR ORI LLL
AHAE-PSSEUE S -

1

7 W R HA1228 - B S S IR IVRR RS - 5 | 2 B (E A AEI-PSSE 22 5

Study 1 Study 2
4A1-PSS{H Silodosin LR p-value Silodosin FEE] p-value
8 mg (n=228) 8 mg (n=229)
(n=233) (n=233)
EBEE 21.5(5.38) 21.4(4.91) 21.2(4.88) | 21.2(4.92)
12 LOCFELELEEITAR | -6.5(6.73) -3.6(5.85) <0.0001 -6.3(6.54) -3.4(5.83) <0.0001

LOCF: Last observation carried forward for those not completing 12 weeks of treatment
WERERS -+ silodosiniaFRAH L2 RITIAHAE R A PRI RA B4ftnt LIS AN - ETEHRZIE —K - TRIERR
HEREVERN - 2 EAERRE 1 2 ARE R EORFF L 2R PRI PR R (R 28) -

8 WHE Ryl 1228 - Bt S A B IRAAAVER RS - 551 28 BB (AU A PR TR (mL/sec) 22 5

Study 1 Study 2
Silodosin By p-value Silodosin Byl p-value
HORPRIFUEZS (mL/sec) 8 mg (n=228) 8 mg (n=229)
(n=233) (n=233)
T 9.0(2.60) 9.0(2.85) 8.4(2.48) 8.7(2.67)
12N LOCFHLE R EIE R | 2.2(431) 12381) | <0.0060 2.9(4.53) 19(4.82) | 0.0431

[ BB ER |k RIFCE
1. BEFR{E Y
(1). A RSHA%EH
1). B2 AE £ 4 a-adrenergic receptorsJ#i & 17
1 N JHoi-adrenergic receptors{EHEZ RE4E & HrEERasER > Silodosin ¥f0lia-adrenergic receptor subtype 5 1R =3 A177
2). BHIHIHRATEER
F S RY BR AR A E B2 845 & 97 HT » Silodosin ¥f0lia-adrenergic receptor subtype 75 1R & #5177 - Silodosin ]I
noradrenalin [t [#EZ ANEHRTY B2 /8 AILETULAE
Q). HEWIHIER
D). B T BPREARERFIT IR - FRIEFIG I = /A B0 RTRER
Silodosin¥fnoradrenalinfi5 [EFH S EUHATATHIRR ~ PREEFIBSME = Fsir 404% 2 Ul A R RIS EM -
2). PR BN EERIIE
FATREFAIIEME K H B E > 3§37 Silodosin¥f FHphenylephrine s [FERT3IHR SR TPR 28 N RS AR A R 1 VE I > L7 S
MERAT TR AT =221
A REFEIRE M b > SEPR B R EE B SR RAS AT [REATZ BRI PR B N RS N E P A e VAR LR e i B P
IR R -
3). YIRS A B E A
TE B B SRS R AT ATS BRI A e K B B S33RL PR BE P 5 [REHRS BRI RN nT AU -
2. {F Pt
Silodosin FELSH /IR TR EAHER(FIFIRR ~ PRASFIEEHE =55 oia-adrenergic receptor subtype 1 FHHETAZ R HHAE Z.47t15
H o SRR TOBR B SE R ALY sR T BRI PR B PR - e Ry R A ARE B fERE R H R PR R -

[ JEERRBIBAE IR XRKECEL

A Y N S DAL= (=)

—(E2F R B O RS R T - e B & £y 150 mg/kg/day ((RAUCHAEL
S 9 AR IR AR HAEAESRT o Silodosin 78 MK BUE FFIR BRI ZE Y 73k
HRRIE © B BT Ry R IS K B IR R E TP AR S IRE
ARBRZE(TSH) R TARTRRE > 3 BARE FARBR S A2 250 2 - KB HIRBR AR R B A AR BRI B TG A5 28 -
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