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The present invention provides a preparation that is minimally colored through irradiation with light by
coating a preparation containing a compound represented by formula (I) or a pharmaceutically acceptable
salt thereof, or a crystal thereof with a light stabilizing substance and a polymer, particularly with one or

more of titanium oxide and talc used as the light stabilizing substance and hypromellose used as the polymer.
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WBER - BRRESER ERNEFESERS  RERELIFUHIEIEE -

% 19H - 3 10 H(EIERHESE)
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[0041] AEHAZBFTHEEHIGEHNNUBEER 0.1 Z 205

W WEE02RI5SEEY " TFEAEOSEIOEERY -

[0042] AZFIFBIBIINE] &H EERE o BVEHIT 6 A UE L B A g
8~ HAZEMSNEREE AR - BESFIIVHRERESMIVAEESEF
ZHERE - RRWE 0 UYBEERSEY - REENEE - BE - &K
AW - HEEERRINE  RERERRE BN -

[0043) HEHZEEHNUKLERTE R 0.05E10EE%  BiE
B 005 ETSERY  FHEREIIESEEY -

[0044) B TERERNETESFIEEER NASHARWERE
ZBEBTIRNE &A T BRI AR RN LB - AW AR B
SESUSNEE BRSNS - BEELIRIIYRR KRR AEEFHE - AREM
= UIIEEEEE= L8 - BRI - IR - BERh - =2
BHEE BO% - B—TEAEFALEZE BEZ ZEB)ZER > 7§

N‘

 BEHIECMEZRER -

329839

[0045] AZFIHMBIRASHORNECOR - o (EHIEF H 42
H - HAZHIIBELRRRBELFIYRBEPI AR - BRTER
RS R ERNWERET - ERERMEUIEELE - BHEeRERX
MOERTF - @R =8 2#  JTE8LE  Ze=84E78  Ba R
F - BHBEARAEC 4 atlE  sRES 1 5REalk - af40® 3
sintlk BREC LI sREC2R _rAEC45R _BHAEESH
RHLE 10257 - RALE 25 RALLE 3 RE - RABEFERZER

K~ B-EHEEE R ~ HEERIR - EGERY - HEGE - RRGEZRY
5205 > 3£ 70 HEIRRHE)

\El
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329839

MR - REGESTLZRNKR - BRGEZLY - £1bék - BLE - 6F
RS ZE{LMEFERE - |

10046 A HE BRI N FER IR E] 2 LS > R - T U
PEHARZEH - HAZEHINEEE SR - B2 SRIIYRERESRIIYA
EERZRME - X > ZERNB 2 2T REZLEE - ER ERMIZ
NIE BB S WA 8ER ~ LA - BREE -

@%@ﬁ%ﬁﬁ%‘ﬂﬂ%ﬁ?%% CWETOE - FRNE - RREE - EERH - &
M - BEEE - TR TS - SR - S 0 HEEh B
BEER > =B - KRBH - BHERE - FE5BR - BEEH - HRE
g - BB - BOUHE -

MAEEIREINE RS K a8/l - REEKWE - SREEE -
BB - BEE -

FERE BRI = WS EH - R - B - 81088 - S4B
EEWE - MEERL - IR R HE S R - -SRI R - R K
HE - 28 - BABEKEE - RESH - EEREAEE BARERAHE
VKEEEE - ILEEE — 8 - 1855 o

[0047]) ZAEFEFSIM N T2 E R - S8 S R E2 A -
SHRIE - SER  BOE - BREER - ABISEIT - wefe REROEESEE o B
AP ERZRNORTZIEVZEENLBHENRY > ERTS®RER
10mg ~ 20mg ~ 40mg 5, 80mg - % » 10mg F514E 9.0 & 11.0mg =~
FLE BEE 9.5 £ 10.5mg ZHE - 20mg FRFE 18.0 & 22.0mg Z HifE -

EX{ETE 19.0 £ 21.0mg ZH[E > 40mg FTI/RTE 36.0 & 44.0mg 2 &HF - &
F21 7 - 4L 70 HEHIREE)



201922259

{£7E 38.0 & 42.0mg Z #[F > 80mg FT/nFE 72.0 & 88.0mg, BX{ELF 76.0
£ 84.0mg Z#[H - |
o [0048) 75 U > BRI B> B0 J7 343 SRS RIIR &1 BLABTI =
R BTy ~ AR~ IR ERIENRS - SRS REFZRE
R RENL ZT775 » BUERRNKSREF RSB ZKSOARHETEN ZRA
SRR » RIERKZEZZVERUEBUSRIENDE - (ERIESER

CRIBUNIMBIEZ SR A VAR EREE SRS - X ERENZ

329839

PR (o PR AT B RO R ~ EBh SR - SRR BBk
PR BRI o RFEREIER - BRI Z K SENVEER KR 1
ES50%  BHERESEATSY BEER10E 45% -

[0049] 7 ZRBAEIH b 2 §ER] 2 B3E J7 74 0 S5 IR & BB S A
RiRig bl A BLERENL > > HWRERCR SRR E EER > |
o 2 B AL DAFT SRR METT AT SR 2 T80 - R RIR AR R BURINEI &
ZHEBEIEA V ADR SHEEE SRR M « 3O FTSEM T 6 F B0 FT6El -

[0050] A ZEBEIRI SIS b Rk BRI 1% - 7 1% &% FE ML B 8%
B BB R &0 THE  WEREBERZ BN - RN EY R E
@i > FERABE SN EEE - REEEESEERE - PNERPRRE
R TEAREEE BRAEERSE - RUBREFEOLAEELYER
= FREREEER B EE LYWERSS FABRREREN KRS
BEIT o HARAENR  EEEHPENENEEELNRE > BHZEER

S % TR R FE RIS S > R TRREE -
E2H  #£70 HEERHS)

>

&

§
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X AFEEH T ROBT2EWZBHERBHREBES 45 5
R T0%LA L > BHER 75% M E - FEE 80% ML E -

L0051 A AZBIBUE - BIAEAE LIRS o B OB 1 B B B AR A0 4
SR - U G th TR E R 0 RHENE Y BF AR HEBE
s P - BT S BB ARILEE - fF R RST L RIBE 120
B lux,/hr 2 SEHE - SUBIZ 3 AI3 DI - |

[0052] ¥ H - A¥HEESHEEROF R WR LS -
B2 Y EY B AR BT ERA TIIEE  a)Eah
ROBTRZAE YR BB 755 > B M fE B ab

REZEMETERNZIR S &
b) R LAPBREL ZEITEE - BERNXN(IDRRZEMZER
HEREEHZBEZ TR

OH
X N
N N\N)\/))

F (1

pran AR EREERTIESARNI)RR A LG EUmE >
E(EEEALA) - 0t > TEAXADRRZAEERNERUYE

o)

329839 F23H - £ 70 HEHRNED)
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329839

2 &% RADRR LY SRR LI RB R B Y BEEE
H o Bl - UBATRIE R (DFERZALEY - RADBRZALEWEE > AE
P 260nm 2 5 £ E R HIGE R & - 2 LA (i A B S 2 48 2 Th ] - 3
RROBRZAGW LS - HRROBTF 2 EAURRADERZLE
Va2 % o i — i BHRERIDER S BE TR TR
{EBUH] > (138 AE -

X KROFERZAEYZ TEEOYE

0

Xy

MeO™ O
(o)

F (n

RULTZEE -

OH O
R N
™ N;N)\/O

F (1)

[0053] ERHA > LHEFEBTAORRIIEEUIEERER
HEAZRA THERBZZENT & 1§tk | £ 400mg 8ER 1.25
£ 350mg > HEER 2.5 2 300mg - BEME > &1 RZADRTZEEY

0]

ZE&EER10mg-20mg - 40mg 5 80mg - [LiF > 10mg TR 9.0 2 11.0mg
ZEE - B{EAE 9.5 F 10.5mg 2 Hi[E - 20mg FAE 18.0 E 22.0mg &

[ - BETE 19.0 £ 21.0mg Z #i[F - 40mg RIRE 36.0 & 44.0mg Z Hi[#

248 70 HEYHHE)
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329839

BETE 38.0 £ 42.0mg ZHi[E - 80mg RARAE 72.0 £ 88.0mg ZHE - B
{E1E 76.0 & 84.0mg T Hi[F -
[0054] ABFHZEFROFRRZSYHERE A B H
RERE R SR LEEMERS T TFIRERE -
[0055) EfE i R EIR B WE R REERE 2% E
VB Z B S -
HEZEMEBELEERERAENEER - eAGRCZEREE
BERARAEE - &1L - @8R RBABRZEA | B RS EEL
Y& -
NZELWERERBHLE 25% AL E 3% _aF4E 1025
BA4LE 10458 - RAILLE 1055% - RAILAIE 10657 - RAIEE 45 &
AEA S aA&E 3% - aFHER 15 eFER 2% - aH4E 3
MEEER - RHEC4RECR  aFEE STHECR - e HES 1 948
ok - R FHEG 2 SREERK - AL - AR - BT - f/hRaL -
=fECE - B2/ BRLAE#R SR EERREE - €4t
8K~ A - S8 ENERYE -
THERERESH=ZSA2E  SE=Z8/128  REL0E8  HE
18 ~ EAEsR BB Z BEEAY 1 R E -
BERESKRRE/REA -
[0056] WBEET RO TREREAHBERATS T WHERA
SO TRLGERSTTHERZEFHEN LB E -

25 H - 70 H(RITERHD)
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BEZLEDTFRERBHASAATFESEE  CRESEE 2
AR - ST A I - T A 2 B
B R IEE B B 2. B M e A > B 1 AR L

R e B S P B R o

AGBRAE S FRERBEHTFERGBLERY - FERGBEELR
HERERY E R RGBS SRR Y RS MR BAER 1 L Lo

ZRARES TREREARZGE - BZRWKER - SHEERK
BZIRE FERBE TR RRBLRYN 1 &ML -

[0057) WEETZHZE LWEREREIRREG B TR
BERERERES -

[0058] DU » SOt SokE -

2ERMBRZEYRENE LB BRAEGEEaH
R ER T R ECWERESTFIWER  EEaAROETRZ:
=

S HBEE PR B ERARGEREEES/ LK BERES T
7% g

[0059] fERZ—&HE > 8RR ZIEYHERE LFHF L
B EPEBREESR LB EREEHEER AT T - ARKA
EAFRIGRSI TR 1 BU NS F2HER  8ES
AROFBR AW HEE FEFZEZER R RS &7 Bk
WOt Z N Z B MEREEHBER AT T WRRASSTRIER
SATHERZIEELZ | BU ENETZHEE  EEREAADRRZ

{bEaYsE g PR B ERENEFEEREEHEAEREE -8
329839 F26 1 - 3£ 70 H(RHREE)
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329839

HEBREZEHAER RARAKAEE A& - SELRKBEABREE
Z 1 @L)LLEI’?%%%H:%E&%%E HBERLRETT AEBRRED T
L¥GFmm oy TR HE IEL}LLE'\J%EQ'%ZW%@ B Raa )
RNZAEEMRHEAE PR B BREMEE SR EEHELk - B
ORBERZT T ABRAESITRIGRE DT THERZEEZ 1
DIEN@E T2 HEE -

[0060] fERS—REEE » 2 RFAMRRIIECYRERE LHHFZ
B EPARBAE SR L E(VEREBEZLAT D FIRERE  BER
SEAOFBRZEEYRHEBE R B BB AR 2HF B
WL E BN ERBERATO T ZHEE » EEREARADRR
ZAEYRHERE ERFFCEZEPRNEFeREEHeNERER
RABRLZEHER RRARACE - &8 - SARKFEEKZE
2 1 BUERNLZECDEREER LTI TZIHERE  FEREFN

(MRARZALEYRARE PRFZEZERAREREEE RN - BFAaK

BERAETTIRERE -

[0061) fERSS—REER > 8RR R REHE EHFHFZ
BZEPRBAEESRCEEDERRAZEFESGER I WEE  BE
FaBAAORRNZAEYRHRE PRI 2B ERURER &R ER
R WOEZ e ZE BB RERNEFESER I WERE  EERSHO
RRALEYEHEE PR B BB EAEAEGHBRAEHE
R BHERLEZFEHEER RRRAGE » Sh#& - SR FEBERERK

ZEEZ 1 BU LR E B REREREBERZWEE - ¥4
F2TH - 70 (RIS
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= E“E(I)%TZ%A%E?&%#J:EE‘FZ%Zlﬂb%ﬁ]ﬁﬁ 2R &t
ik~ BONKRERESERIWEE -

[0062] ASFBASIRIFE L2 R SGE A B4 R R EIRH
IR 120 & lux “hr ZJely - SR Z@ZEL A13 DIT « E—2H - KR
SAHADFRR M EY LB FE R R EER Y Ry - BIEER
SIREOEE RS 120 & lux “hr 26l - BRI Z BETRE A13 DUT » 0%
ZRBYRERIAEREBRY - BRPEREEERZBRPES -

[0063] SERIZIRFTRAERER - BETS JIELRAE - HE
&~ B~ R T BEHE R 2 IR 5E R - 3 IR BB S ~ AL
F o BERUEABEZEET - TNANERREASAMEZERL  XF
FRIEN R EIHZ B4R -

[ B HEA]

[0064) LUF - FUBREHEH] - LbEeBl k25 G ARSI DI 4ER
/ot REAARRRZ S - Ga? I IRHERARSE 20167
175224 S HE PRI AREL -

[0065] EHPI A (&I ZHETE

329839 28 H > 3£ 70 H(RHHEE)
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329839

RAEEY) 11(4.0g, 8.3mmol) I ABREL$F(1483.4mg, 10.7mmol) F Bl
1b$$(549.5mg, 3.3mmol) ~ FU&EELIF(33.1g) ~ N.N-—HEZ R (3.8g) &
7K(80.3mg) - Bk - FIAZE 60T - MIARBEEHEAFE(1758.9mg,
14.2mmol) ° & 60°CHEFE 9 /N » 2A1ZE 20T - DA ZE(822.0mg) ~ 2-
AIBZ(3.1g) 527K (20.0g) » DAVUSE R (1.8g, 8.9) ZKHY 2 K - FEEHIREE R 45 -
ZEREBREREE R 32g - FRZE 45CHRINA 2-FHE(1.6g) © &4l
£ 20T ¢ JIAFEHE LEESN(339.0mg) K2 7K(46.0g)iR B ZBR S/ KB R 1822
A2 5C - R STHEEE 3 NRRIBEES 2 REACIE - HEE B
2-IWE2(4.7g) B 7K(6.0g) LR &ML F R » DL 2-NEE(6.3g) FRILIFE 8 -
RERZEESCERPIIA ZFLEEG30.92) » B2 - HIAZE 607C » I
A Z RS HR(2.22) 8 7K (4.82) 2 R &R o B0 A Z B EEE(19.9g)8E K
(28.4g) ZIREWR » RAIE 20T - A 20CHEH 3 /N RIENESZ AT
W oSBT 2 B BG DL " FA En (8. 0g) /K (4.82) Z IR G AE I 18 » LI/K(12.0g)
HREFEE #FHGESZERZE  BEOaER2ba 1(4.21g) -

"H-NMR (DMSO-D6) &: 2.91-2.98 (1H, m), 3.24-3.31 (1H, m), 3.44
(1H,t,J=10.4 Hz), 3.69 (1H, dd, ] = 11.5, 2.8 Hz), 3.73 (3H, s), 4.00 (1H,
dd, J = 10.8, 2.9 Hz), 4.06 (1H, d, J = 14.3 Hz), 4.40 (1H, d, J = 11.8 Hz),
4.45 (1H, dd, J =9.9, 2.9 Hz), 5.42 (1H, dd, J = 14.4, 1.8 Hz), 5.67 (1H, d,
J = 6.5 Hz), 5.72-5.75 (3H, m), 6.83-6.87 (1H, m), 7.01 (1H, d, J = 6.9 Hz),
7.09 (1H, dd, J = 8.0, 1.1 Hz), 7.14-7.18 (1H, m), 7.23 (1H, d, J = 7.8 Hz),

7.37-7.44 (2H, m)

F29H - H 70 HEIRHEE)
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WYSE X G575 20(°) © 8.610.2° ~ 14.140.2° + 17.4£0.2° ~ 20.0£0.2° -
24.040.2° ~ 26.340.2° - 29.6+0.2° F 35.4+0.2°
[0066]) (1) AffEAlZi@aT

a. AT MR

ETRORT AR 2 Bk SN RERZE
TCEE - BROFRACEWHEARELL 111 BE » UKETRIHE
BRI 40°C /15 HERE NRE 2 EF K 1 HA - HE2FERIDER
ZALEMZEECYE R - SEOYEREE BT ATL - fFAfgERIFEAE
WMAERRNEEER(SHILEATRE) « HHE FEE 4 RH(FMC Bio
Polymer NE|HE) - By ZEEEE$H(JRS Pharma ARSIV ER 4
(BASF A HE]HIE) -

(RS 8 HE E)

RIBLAT 2077 ~ etk > DIEBREITHEEMWE -
< RRHEE T BRAMEBOEE ST (WE R & 260 nm)
- % F¥ : XBridge C18, 3.5um, 3.0x150 mm
- EFEERE 135 CAEAZ —ERE
- BEIME A 0.1%=H28_0.2 mM EDTA &% - BE1HH B : 2%
- BB AT B EIE A RISENE B R ALEE RWR 1 AR 3
EREBE -

329839 230 5 - 3£ 70 H(ERIEREE)
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[ 1]

EARZ (T BEHH A (vol%) BB B(vol%)

0~5 70 30
5~40 70—20 30— 80
40~40.1 20—70 80—30

< Fil 49 0.6 mL/min (R(DERZAEW 2R 16 5758)

\ﬁ
JIL

- EZAR * 5uL

- SRS HIERE &Y ST

- BENEHSSRIFHR LB RERER (10 3)
- HRRAEREE - SV RIEAK 50 08

 EELE R HER

BB E Z G E(%) =ZA7,/ZArx100
A SRNERZEEBOE 2= IEERE
LAy AR SIEER Z A 5H(ZE 3 R R REERIN
ZAn  BRERZEERBEUIEZ SEERZ &5
[0067] (&%)
R2LFTNBEOVER - HER  MEENRY L2 BR ok 5 BB 458

ERARERNESER R XBRREGRERNT - HECWEEFERZME

[ o

329839

31K > £ 70 HEREE)
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[ 2]
EREARER | XHEREES |

A A Bty ZBERESh | R R TR
AEEEE | EEW

MOELIYE (%) | 0.72 0.76 0.94 0.93

2 HE

SOELEE ) | 0.72 0.75 1.10 0.99

1{EH%&

[0068] b. (DFRZIEW B D HE

(BRIEZBIETTR)

ZREBLYEED 7 BIRERAERER MR FE SRR

TER AR - SUE R X FHER Z R ETZRE 2 HEER -

R 3 FRAFHEMEG 1 TR AT BB RS0 F BRI
277 - BROBRRZAEY) » AMEKEY(DMV-Fonterra 2 FHIE) ~ A7
fEFILL 30 48 H Z EFBE: - DS EEAMCRII THE A =SS - LFS-GS-2J
FAYiERL 2 o SRR A 3 Z AT e B (BASF 2 S 8UHE) 2 KR fE R &b

BRI o X o ERIFZ KT IR 20% ~ 40% ©

329839

5832 H > L T0 H(RIERTE)
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[%& 3]

BREE 1-1 HREE 1-2 HEE 2-1 HREE 2-2
KXOFERZIEY 20.0 20.0 20.0 20.0
HAEKEY 72.4 72.4 72.4 72.4
ERARERRESER 11.0 11.0 - -
Sk PR B B R A R o - —~ 11.0 11.0
K L IHE g e B 5.5 5.5 5.5 5.5
EREER 10.0 10.0 10.0 10.0
W RSlE = B HE ik 1.1 1.1 1.1 1.1
FE$EE(mg) 120.0 120.0 120.0 120.0
HERLZK T3 (% (wiw)) 21.3 41.3 21.3 41.4

B ~ YR ER A DU R R -

(SRR

ERI M T LFS-GS-2] S BUE &

PSS HEENE 333 min
. PR SSHEHERY ¢ 2500 min'

« IEHIERE : 20 g,/ min

&L ISR ~ Falk R BB 2 FHRL >

+ =
\%I:l 1<)

SERKHEERZEERES

EZ$M(JRS Pharma A EIE)R G - DR - DL SKN T8 » Hig

BEH -
(B EERE)

329839

S 33H > 70 A(RYIRHEE)
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329839

BB 16 i B ABIFHRBES 2 R (AA REEER
PSR 2 0 - MK - ETEIURY ¢ SOrpm - G © 2 §E TS T -

[0069) (EEREER)

SRIRE | BRTESRE -1 R 12 2 HRRER - 5 2 BEREsE
2-1 % 2-2 Z 7S HIBRERAS S o HLAEI - PR AR EE SRR 4 32 1F 0 4
FlbE » B AL K 5349 209 2 88T 1-1 SUAIAHEL  RIK 440 40% Z 808 1-2
BUH] > YT BB o S— 7T - 5 P AT B L 40 OV R RIS
HERIK 5349 2096 2 4% 2-1 BB R kK 53 49 4096 2 8247 2-2 BUBI A
TR&FHEE - Fit > S ERSEE - 5N ER SRS E R
20 BB RIS 2 K5 B EN M4 T8 8 (b AT i P AR R
ERRHE -

[0070) (2) BZEALME - BHF RIS

o REE(WES BE

 BRTHWEAZELWEZSE  BLEELWEREN THENE
5 FIERB D EOMERRAE - R 4BTEREELWEREST
WEZWEZ R o EREKREREERLEELWE  FREZEE
fE BB T (RS Z 28 4000 {5k ME - /F BEAE £ - JIE 3D
ERIAEM T BREEUWEE o X > SUE 2 @3RI —E 2% 5
TR 3 .

534 H - SL 70 H(EHRIS)
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[%% 4]

JEURE A 1 g2 | 'EHe 3 ELEz 4 1
KOERZILEY 20.0 20.0 20.0 | 20.0
HAKEKEY 77.9 77.9 77.9 77.9
W EL AR AE R I 5.5 5.5 5.5 5.5

T Z M L e 5.5 5.5 5.5 5.5
SEEBER 10.0 10.0 10.0 10.0
BE IS B = S 5 1.1 1.1 1.1 1.1
BEEET (mg) 120.00 120.00 120.00 120.00
B LIGEE 1.24 1.84 2.56 -
ffbEEk 0.78 1.15 1.60 -
A 0.46 0.68 0.95 -
%7, 4000 0.63 0.93 1.29 —

| BE$EEH (mg) 123.11. . [ 124.60 . |126.40 120.00

WEBE 2 BUETTA - $OE R ~ MADRAZA LG Z R & R E

Z B E AL T AL -
(BB EH 2 BUE TR

R 4 BTRABYIREE 1 B 2 RiE I ReE 2 e E(EWE (&b
I~ BARESTEILBE)ZEEE - W EREST THRENR
SERE  EITHE IHEM(E FHTREER Lab(Freund AF8E) - LIT &
EITHE R -

329839 F35H > 3£ 70 HEHREEE)
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(BB R
- HERE 4 0.5ke
« FLZEHE : Lab Coater HC-LABO(Freund % /\ 5] #Ui%)
- SEROERE T 60C GRIERE)

- BEREE D 1.0m° /min

- IHEZERE ¢ 4 40NL /min
- BERAEE * &Y 2g,/ min
- BHTEE 25 F 32min”’
FHADRTRZALEMZHIEZE)
BT Z 7% ~ - DRBETHIERIDBRZEDE -
- i HiEs ¢ RAMNETROEEET CAIE B & 260 nm)
- % : XBridge C18 > 3.5 im » 3.0x150 mm
R 35S CAEAY — BB
- BEIME A 0.1% =% LB 70.2 mM EDTA 757K - B EIHE B : L%
- BEIHZ XK IS EE A KB EIMHE B ZREGLLBFE RUNR SR 3
FPERERRE

329839 F36H - £ 70 HEEREE)
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[ 5]

EABRZEFEGT) BEIMH A (vol%) BB B(vol%)
0% 5 70 30

5 40 7020 30—80

40 Z 40.1 2070 80—30

- TRE 4 0.6 mL “min

- FEAE T 5uL

- R SAIERE C 5T

- HEDES 2555 © ZBF FERER (1 3)
- HARHEFEE - SR ERIEAR 50 58

- AADRFRZAEY 2B ZFHER
RADFERZIEEVIZE (%)=ATI  ZArx100
ATI : R AR Z A (ADRNZAEE Y Z IEER
A BAA R Z EHRZ &5 (% 8 R R RIERIH)

(B ZHEX)

ERSEEER (R EE 4mm) > KR T2 E5ER - DB 5EEZ 4]
JEREEAE > JIE 1 £ 3 ZEHAE) LT ARHEFEHE - L
HEE

BTREEaRTRAEEG  ARE - 4aE) bRREE (+:
- ERE) - X0 R 6RTREHOEZINEHEELE -

AE = {(AL)* + (Aa)® + (Ab)*}!?

329839

5537 H » 370 H(ZIEREED)
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329839

[%% 6]

AE | SNBL | B
lomkiz 0.5 s

0.5 EREE 1.5 B

1.5 EFRIE 3.0 WEBNEE
3.0 8K%# 6.0 SIANEHRRERE
6.0 2R%Z 12.0 %

12.0 Bl E ¥

[0071] (EER4EE)

% TRAN 40T S TSHNIEIRE FRABR KA - 2 75 - 1
HH&ZRANRAZAEWZ RO £ 8 BRERMIER) - -
% 9 %R 120 % lux /hr 2 Y IS5 2 BB (32 (AE) -

EE R 40T/ TS%IERET » BENARER - RADET 2L
ET BREEVER > PENH 1 E 3 2 SRS B 1 2 SR
T EBEE | BB RS TESHE - B—E - BRI
SRS 2 A LB TR 2 RO 1 T 3 2 BUBILLE: - R LS
> LR | 2 MBI - B 12 BLE - RS 6 2 SME M TR
LR TR, ZBE @ |

38 5 - 3k 70 H(BIREEE)
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[ 7]

HADNFTRZIEEVZE(%) 'S 1 | BEG2 | BEAI3 | &A1
48 0.09 0.08 0.10 0.10

2 0.13 0.13 0.13 0.14
1{EH % 0.15 0.17 6.14 0.16
[£% 8]
BEUYEE s 1 =it A 3 ELER A 1
Y4 0.50 0.57 0.55 0.61
2 ¥k 0.55 0.60 0.62 0.62

1 {8 B #% 0.62 0.62 0.72 0.61
[Z& 9]
BEBEZAE) . | Bl . | EEfI2 | EiEF3 ELE i 1
120 & lux,/hr(i83%) | 0.76 0.72 1.05 14.44

[0072] c. ZEALMERESTZREL |

R T RBIDOLZEMCAERESTT > BHRREERECEECTE R
T AEEB T ZHUREE MR ZEE - R 10 R T ELYE
FEoTHEBEZEHEZET - HFHSILRKEAERECEELYE  #H
LA - KREGER KSREFEEERFRES T ERHEZTE
4000 {F Ry o] ZAR -

329839 39 H » £ 70 H(RHERHEE)
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[£% 10]

JEk 44 Bl 4 6 5 EHE6] 6
H(DERRZEEY 20.0 20.0 20.0
HEKEY 77.9 77.9 77.9
W% B B R A R A 5.5 5.5 5.5

R L IE L e e 5.5 5.5 5.5
EREER 10.0 - 10.0 10.0
EAE IR = S BE SN 1.1 1.1 1.1
BEEET (mg) 120.00 120.00 120.00
G 1.92 - _
RRNEGER - 2.16 -
RNAERESER - - 2.88
F1bsk 1.20 1.20 0.96
=gl 0.71 1.44 0.96
Bx 7, ZE2 4000 0.97 - -
17§25 (mg) 124.80 124.80 124.80

[0073] (EE&ER)
R 1LRRIRA0C /TSR HERE THESFHE NG 2 BREg
HINBRZAEEWZE(%) » B 12 FZREELMEE(%) - X > £ 13F
R 120 & lux hr Z GRS & 2 BB Z 172 (AR) -

329839 FE 40 E 0 L 70 BEHRESD)
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HEER R 40C ~ T5%HEERET @ RIE#SESFRE - SWIDRRZ
EEMZERERELWEE  NERD 4 £ 6 2B BE TG 2 |
ik BEATREL  LEEMAZEEMEBELKREE - B TR
KRAERESERZEIO 6 ZHA - GECYMEERFRED -

BRI BERNEOL L EYERBZERD 4 £ 6 ZEHIMKTFRE
& BRER 6 ZHMNEHAEEE - 840h "My, X "HEL REZEE

ZRRE
[3&R 11]

RADRRZIEEMZE(%) B p 4 BBl 5 EitEpl 6

#ia 0.08 0.09 0.11
2 1% 0.13 0.15 0.13
[#= 12]
| EELUEE I EHGl4 0 | BEHEGS =ik
e 0.57 0.55 0.61
2B 0.60 0.64 0.59
[#= 13]
B 2 B2 (AE) E a5 4 EhE ] 5 =i
120 & lux,/hr(iE¥¢) 0.72 0.47 0.93

[0074]) (E&FRELER)

329839 ’ F 41 H > £ 70 HEHHRAE)
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329839

5 R T R R By Lh R 2 B SO D 2 S S LR BR - MR AT
B R L B BB (R A (RO 6% « M + IV
B T{LE% 11-6 ) : 10mg ~ 20mg ~ 40mg) X ER KT 2 AU R Z
S P - ETEIPEEE B ENRITERE R CARER TGRS
7EFTHREERC T, - TEEE,  TEE, - TRE, TR
BRI, THIARMERR. - TESE ESKEE)E
EBER A AL 4 FEERI0 ¢ S8 - 1 ¢ B - 2 0 PR - 3 BT
ST R B EE A P R AR

R IRE LA Tl e YRR -

(a) 20 BEDL R 65 B2 BRI & -

(b) REAUTZE—E > 2HARITEREREERMEZRE -

- FE B PR A B 2 43 AR 2 1T 14 BB B B BT [Rapid antigen test
(RAT)] Bk

- 7 38°C Bk S8 (IE)

- ERITHRE RS RRES R MU 24 SR B P 55 B ik T &
B 1EM AT ERE EZER

« 2 B (ER BRI - DAREETRE - B R

- BROR SR EREAR (BRUK o IR 0 R3E)

(c) BEREZE 48 NI KB (BHIF) - it - BEZERBUT B2 Ff—
7 o
- BEBIMA F A Y EE(EEEEEL LR 1T L)

- BAF 1E B2 BER KPR EER T A — R Z R
5542 E » 470 HCEHTRRTE)
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[0075]) ’EERZEZ KT IR
(i) HehmsE |
{E&¥) 11-6 2 10mg $F : &BE{LEY 11-6 10mg Y HEEREAEY
Bl 15678 5 (A 28 BH 2R -
L&Y 11-6 Z 20mg §E - BFLEY I1-6 20mg ZHBEEREHEB L
B T IR BB g (A 38 BHELR) -

(i) ZEIE i R AR

329839

{E&% 11-6 2 10mg §E 2 ZRIA| : B{E&Y 11-6 Z 10mg SR AL
ZGER]

{E&) 11-6 Z 20mg §EZ ZRIA : (L&Y I1-6 Z 20mg R RERKA]
Z 5 -

[0076] & FEKKTITE

BHE BERZEEBEL 1111 1 ZEhLRBESTLIEEY -6
Z 10mg £ ~ 20mg &¥ ~ 40mg FEBCZ RIFIEE Z(EM—E - W udasg - 2
H{EEY) 11-6 §E kB RIRIGEBRZ U T ZRBAZEE NE 1 HY
FIEREOR TR 3 5 -
& TR 2 GEREE

543 H - # 70 HEESREE)



201922259

[Z= 14]
1E&Y 11-6 &% 11-6
L&Y 11-6 L&Y 11-6
& TEF 10mg §€Z 20mg $82
10mg §& 20mg $E
LR BEgE E-goyilfd
L&) 11-6
1 5 - - 2 g%
10mg
L&Y 11-6
- 1 g 1 g€ 1 5%
20mg
L&Y 11-6
- 2 5 1 € -
40mg
LR - - 1 §€ 2 g%

[0077] AR EEFEEE
AREZ ETEFFEHEE RERTEREER MR R EZBEOR T

BB IR HIE) -

S AR 401 T LR B B RITHE EUE AN R R I ZBER » AT
BIERZHRGRIECHEREZRB AL TRITERE 7 ERXUK - R
B B2 BHERECRE - IR RE R EH A0
i BT B ZEREL  BOIRRRE/DRE 21.5 /N (24 /NEF-10%) -

[0078) AR MZRENEHE

R Z KA TE H R4l T At -
(1) BHRITHERE SR E R R 1L Z R [

329839 544 H 0 70 E(SEERETE)
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329839

B I IE B da i T T AL 2T RVE SEARH R R Z B - AR Z0H
%{%?E{’EH%%ZIEE% "0 T RE ) ZE BAREEDR
48 21.5 /NFE(24 /NIE-10%) -

[0079) FEFVETHE Z 54T
BN AEENMESHEE ZFRTHERE RFEIE LRI ESMERESS

7 o EESATIE I ITTI(E 8% EZ  (intention-to-treat infected)£EH] >

B TRUBMED T - TRR T & EHER(PPS(per protocol set))EE i - BRIE

ZANZ TR ITTI £ E Fif -
(1) EZF= o

i ITTI R EE RS BERITHRE BREAR - U TSR
R BOERTZHRESEIERNE TR EGIFEIRTERE 7 ER

EETRIAERIEEEZ Cox LA EE - W ZHBBHEEH S T8

ZEBREEE - B 9S%EEER -PE - A THIEEHERERXIEES 1
EE R R R » & P {2l Hommel JEFHEE Y -
(2) KEIT

JEERITHRE mEIE - DI TR ZSRHER - hokERF2®&T
RIRITHRE 7 ERZ Ao 2 ERI(11 BT ~ 12 BEDL b)) R fE i
TERDERT » Lo E—#%1L Wilcoxon i EhE R BIRE B AEREE Y &
TR -

Mo RR B S Kaplan-Meiér A EHRITHERE BWEZ
RIRERE 95S%EREIER] - (EH Greenwood JAHE B EHEERM -

[0080] REFFAETEHEZSH
845 H 370 HEEREE)
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329839

(1) ZFRATHERE BN H & 2 R

s B E AT RVE ER » BB ESEANHR IR » B85
SHETH EMHEZ 0 o BERT - SR PRIZERR "0 fE ) B0 M1 ERE
ZIEBPITE AT &RERE -

[0081] (1) BER EEEFHEIE H ZERCAITHERE ZBRHIH)

FREETEER B 2 400 A ZIRB T 58Kk 389 A(10mg #eFEf 98 A(98%) »

20mg BT EE 95 A (95%)-40mg & T EE 99 N(99%) R ZREFIEE 97 N(97%))
Z & Bg o ITTI Population(# 70 5R%E - HHER HRITHERE WEBEREZE
PHE P L EFFETHE - B 400 A Z 5 BHERL -

N aETEHRPPS)ESIA 368 A(10mg T & 89 A(89%) ~ 20mg %
TBE 92 A(92%) ~ 40mg T EE 96 A(96%) K ZRIEIEE 91 A(91%)iEfkL -
B (EREZ ITTI Population » fEFRZERHUFE R HEER » 75%E 7T9% 2K &
B A RURITHERE RS » 21%E 25% 2 B B BB THEEE RS -

DT ZRERITER -

46 H - 2L 70 H(SHHEHRED)
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[5% 15]
B B T B g B e 27
10mg & TFEF | 20mg % FEE | 40mg T EF Ecaniisd
N #(A) 100 100 100 100
th gL {8 (B R) 54.2 51 49.5 77.7
95% {5 §E & 4 v
47.7, 66.8 44.5, 62.4 44.5, 64.4 67.6, 88.7
(FFFED)
Bl FR 2 =
-23.4 -26.6 -28.2 -
(FFfE)
— %1kt
Wilcoxon ¥ E
P& 0.0085 0.0182 0.0046
HRNERRIZ
Cox bk ] o b 5 AU
JE ez Eh 0.758 0.81 0.817
95%E & 0.571, 1.007 | 0.608, 1.078 | 0.614, 1.087
P g 0.0561 0.1488 0.165

ZaB TEFEHEE - THEERER R Z P RER 10mg &

FEER 54.2 /NIE(95%CI: 47.7, 66.8) K 20mg $FEEE 51.0 /NI (95%CI:

47.7, 66.8) » ¥ 40mg & T EE By 49.5 /NEF(95%CI: 44.5, 64.4) » X

BERy 77.7 7/NEF(95%CI: 67.6, 88.7) o

[0082]) (2) &% 7 AR > B i

B 4TH > 70 H(EERESD)

B

BN

il
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T ZRRARNE TRELSERTHEREERC =W, - "HEERE ) - "5

FEy - TEE ) - TIRMESEEEE, - THIASEEEEE, - TESEL)
SR AR -
() & " &% |, ZERSEN R
[%% 16]
155 B &% B W B &% eyl
| 10mg T8 | 20mg T8 | 40mg F T T EE
N #E(AN) 49 38 . 45 47
25.2 21.6 21.9 42.8
H B (95 % CT) (B [H])
(19.0, 47.2) | (13.4,30.5) | (16.0, 28.7) | (22.9, 68.3)
B R 7 22 (B FED) -17.6 -21.3 -21 -
P {&(G. Wilcoxon test) ® 0.043 0.0516 0.0003 ;
0.742 0.59 0.564
JEBREE(95% CI)P i
(0.494, 1.114) | (0.379,0.920) | (0.369, 0.862)
P {&(Cox model)® 0.15 0.0199 0.0081 .

329839

(i) 2 " WL ERIEIRIR o IR Z IR

F48H - L 70 H(EHERAEE)
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[& 17]
W g 1 b g W aE 22 A
10mg #% F8E | 20mg #FEE | 40mg F T T EE
N #(AN) 73 77 71 71
thgL{E(95% CI) 31.2 29.9 25.4 41.9
(FE ) (24.9, 39.9) | (22.8,37.0) | (20.5,28.9) | (28.7, 48.6)
BB 2 7=
-10.7 : -12 : -16.4
(B RE)
P {5(G.Wilcoxon
0.2153 0.0346 0.0048
test)?
0.77 0.687 0.657
JEBEEE(95% CI)®
(0.553, 1.072) | (0.494, 0.955) | (0.469, 0.920)
P {(Cox model)® 0.1217 0.0255 0.0145

(iii) & "EFE ) ZERE N ZHF [H

329839 F49F » H 70 H(BUREHEE)
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329839

JEEEE(95% CI)°

(0.574, 1.069)

(0.637, 1.203)

(0.527, 0.995)

[5% 18]

e B 42 i 1 e ZRB

10mg ¥ FEf | 20mg & FEF | 40mg & TFTE RTE

N ZE(A) 82 82 77 79
Fr{F (95% CI) 32 31.3 31.1 42.7
(B RS) (29.2,39.9) | (26.7,42.4) | (24.6,38.6) | (30.3,53.2)
B 2 2

-10.7 -11.5 -11.7 ---
(B
P {H(G.Wilcoxon

0.1221 0.0594 0.0224 --
test)?

0.783 0.876 0.724

P {H(Cox model)b

0.1236

0.412

0.0463

(iv) 2 " RMEBEEER | ZERGN 2 R

50 H - 70 H(EYRED)
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329839

B EE95% CI)®

(0.475, 0.850)

(0.634, 1.133)

(0.529, 0.951)

[%% 19]
B BrEREE 5 By g 2R
10mg & 78 | 20mg & & | 40mg & FEE & TE
N B M) 97 93 94 95
th LB (95% CI) 24.7 29.4 23 28.8
(F% ) (21.3, 28.4) | (22.0,34.8) | (19.8,28.6) | (21.1, 33.4)
HZRE 2=
-4.1 0.6 -5.8
(BF R
P {5(G.Wilcoxon
0.0602 0.3774 0.0258
test)?
0.635 0.848 0.71

| P {(Cox model)®

0.0023

0.2642

0.0216

(V) & "BE , ZIERER B

5551 > £ 70 H(RYERHD)
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329839

BB EE(95% CI)®

(0.557, 1.157)

(0.635, 1.381)

(0.447, 0.961)

[£& 20]
1 B 5 W EREE o B g Z R
10mg # T8 | 20mg & TFEE | 40mg L FE TR
N Z(A) 61 58 54 57
LB (95% CI) 42.2 37 37.9 43.7
(R FE) (29.8, 47.3) | (28.5,43.5) | (28.6,44.5) | (29.7, 53.6)
B 2 %=
-1.5 -6.7 -5.8 —
(BF )
P {H(G.Wilcoxon
0.6846 0.7741 0.0904 ---
test)®
0.803 0.936 0.655

P {f(Cox model)®

0.2388

0.7404

0.0304

(vi) & TIZHK , ZREAR G Z RF

$52H > £ 70 REHREH)
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329839

[ 21]
e B 1% By B 2 R
10mg & FEF | 20mg & FH | 40mg T B TR
N #(A) 74 74 78 75
th g1 (95% CI) 31.1 29.8 24.6 31.2
(BERE) (21.3, 41.5) | (21.9,32.9) | (16.1,29.4) | (20.9,51.4)
B2 R > 7=
-0.1 -1.4 -6.6 -
(BFF)
P {E(G.Wilcoxon
0.6643 0.8536 0.1551
test)®
0.941 0.883 0.865
JRBEEL(95% CI)°
(0.675,1.312) | (0.636, 1.226) | (0.626, 1.196)
P {8 (Cox model)® 0.7188 0.4569 0.3796

(vii) 2 "THRBESRE | ZIEAREE TN B [

55 53 H » £k 70 H(RIREAE)
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[ZF 22]
e gk B En e B Bt R
10mg HFEF | 20mg e FEE | 40mg B TEF BTEE
N Z(A) 56 64 55 46
th (g (95% CI) 35.3 27.8 31.9 26.3
(BER) (21.2,49.8) | (19.9,32.1) | (17.3,43.0) | (16.5, 45.2)
Bz R 7=
9.1 1:5 5.6
(BERD)
P {H(G.Wilcoxon
0.2905 0.6293 0.993
test)?
1.312 1.05 1.092
R EE(95% CI)°
(0.882,1.951) | (0.713, 1.547) | (0.738, 1.617)
P {H(Cox model)® 0.18 0.8047 0.6602 -

a SR 5Bk Wilcoxon H5E - 4 BER © HEEE -
PEER Z B EIEARZFE T -

b HWNZEM L Cox [LEIEGHEA - 4t

BEERZEET -

e HEEE REGEZ

RERZERZEFoR THEE ) X "EE, 2RBZTE
Cl: {EHEM

Fr 40mg % FEE - Cox ELBIE bR IE AL LT 70 17 Hs & B S 22 R BB
o - BRI Z SIER © TR, ~ THIASEERRRE, - TEEEL
TEMEBRIREERE, ~ THREL  EERREIEREZERD o i

329839 F54H > 70 HEPRHEE)
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TR KT ALABREETRE ) Z 2ER  BEREE KB Z R AE
40mg ﬂ%%ﬁitbfiﬁﬁﬂﬁ%%ﬂ%‘ﬁ 21.0 /NEF ~ 16.4 /NEF -
7Y 10mg PR 20mg & FE > DUNBURZIER @ T ALASRIETE
Wy o~ TEZE, -~ TEEMESEECER,  BISH B EEEER -
[0083] (E&/RKaB&(Ph3 - JRARFE D))
FEHIRFE R MK E 75mgl H 2 % % F 5 HRZEBIEF ALEE R

Bk EEEREARERNATERERERMREZ EBRE(ER

329839

B5 (L&) T1-6) : 40mg ~ 80mg) A A IT# T2 g e By 524 Ve 2 F04s -
A E R B B T S R IR G B TR T BT
VERVEREIR TR, - TURWER, - IR, - TAE, - TEASEHR
FeEE, o THUASBREER , - CESE EGKE Y EEEHNRE
ARADL 4 BEEII0 C 46 - 10 EREE - 2 0 AR - 3 EEIRIA - SEAEAEE
A SR 2 AR -

X R Y KT 56 i S SR 4
RS - B RA R A R SRR R IR (TR -

1R RIS BT A T Y R -
(2) 12 BEBL LR 65 B2 BURLMRE -
(b) TS LT 2 AE—T8 » BB R T M S B 75 2 -

5 38°C BLE > BB

T P B A 2 R BT 2 4 SR PR 5 A o
S 1TED - RPERED F 2R

- =R EREERE - RS EREECRE - JLAKBEETERE - KR
35 55 » 4670 (R IIRIPE)

e
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329839

- I ES EEAR (XK > MR 0 £28)
(c) B¥FEREE 48 /NIF 2 IR RS BREF) - 1 > %ﬁZﬁ%%LlT@ZE@*
& o
- ARl PR CRE(IEERER DV EH 1TCLE)
- A 1 ED B2 BER KPR 88 B AR P 2 AR o — TR R B
[0084]) JaEREEY &TFI7A
(i) HiBa e |
{E&H) 11-6 Z 20mg §E -
(if) ZERUBIS e 2
{EEY) 11-6 Z 20mg $€ Z ZRIA -
BEMKE 75mg [BFE
BEMhoRE 75mg BE Y ZHT| - BESMIRE 75mg BRAFRERT
ZBE-
[0085]) {LTFERET HE
REFET REMRLZ 20 2 64 WAL 22 1 1 ZHh&E » iS4 b
Y 11-6 ZEBRELT(HERER 40 3 80mg)f - HEMKE 75mgl H 2
KEET S HZ{ETFHRNZHEBBEHPZEM—8 -
AT RS 12 2 19 BBl 21 2t S iisata
11-6 ZHRIGT(HERER 40 2 80me)B¥ LB TR P Z M —Ff-
&Y 11-6 2K TENEEARE 80kg #iEpEI T 40mg > 80kg A |
Z 1 ERFEIET 80mg -

FERE TR ZIREREE
55 56 5 » 3670 E(RERHE)
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ME&) 11-6 ££]
FLIXR:
BOZTILEY 11-6 Z 20mg SE(HERER 2 $E3 4 §F) - L&LK&T

BEM R EZZHABE  |H2R(E ) FXR1EBHE-

H2REE SR

IR T R EM R FRRIREE > 1 H 2T ) SR 1B
BT

1R

LK TLEY 11-6 ZZRBIsE(HERER 2 §E5¢ 45F) - £OKT

HEMfKELZ 75 mgBH > LH2R(E ) X 1B -

F2REFESK:

HOLTFTREMAKEZ T5SmgBE - 1H2R(FE W) EX1BE -
[ BB ]

FIXR:

LOKTaY -6 ZZRBISEHERER 2 85l 4 §8) - KOKT
HEMREZ ZREBE  lH2RE B BR1BE-
CB2REFHSRK:
KLU FHEREAMKEZ ZRBEBE - 1H2R(E 1)) R 1BE -
X TEIR, ®RAETHHEH TE2REE SR, RARETHH
HEZE2REESK -
[0086] Atz XEFI{EEE

329839 % 57TH 0 £ 70 HEHREE)
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329839

Aty EEIFAEE RETTIEMEERN AR L2 BREOT
RUE I -

S ER AL PG T T IS B B R AT M S R A R 1k N - R TR
SR 2 SN R IE MR S R H R P RTREE 7 RROZ - B
7 TR~ B2 ERAMER B ERERE LA KBTS R 2R 70 :
BT OEGE | ZREEE 0 RIRIEE DR 21.5 /N (24 NFE-10%) -

[0087) #%iE> RE{:IEA

AR RE S TE B W bR il
(1) % B2 547 M I S e 3 T [ s AR 2 B 1
2) REBRRBENEZ G BLE
(3) MURHE N E B - BB IS 1L B
(4) BIfEFI 2 REES

[0088) W HIE T S EHE -

(1) BFEER VK 96 FLigE 2 MDCK-SIAT1 4HfEF 37+1C ~ 5%CO,

ZWAMANEELH -

(2) R CATTHEEVE W3 AH3N2 ~ A “Victoria /3612011 ~ {R{F (&
1 -80C ~ JHH ' EFBIERIT 3T (National Institute of Infectious
Diseases) ~ BN LEY -6 ZE=HERABTRTEBENEZERE
REERLHBE)RMEEBAZEEED 10 SEERBRIFER
101-107 % -

(3) REINLEAMEE NER LR IREFEZMER » FREEEE - Bl 100uL )/

FLIDAFEI RS A -
2 S8 E > 3t 70 HBIREE)
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329839

(4) BREEE -
(5) M _EH(2) SR B A E i R2(100-107)  DIE 1 ARAsfE A 4 710 2L 100uL
S ILFERE -
(6) = m#ETT 1000rpm ~ 30 778 7 B O -
(7) BEO1R @ BRAEEE > LURHRBEARAREF 1K -
(8) RFHTHYEER AL 100pL ~FLIARINZ -
(9) 12 5%CO, RRFA AL 331CHRIA 3 H
(10) FRIBET BT MR T 574 4IRS B 38R (CPE) -
[0089] wEIERBEMEZARETE

FEHRE DiURE DR ZAE T ENE - BBERFAZEILHE R

bt
[0090] FEEHEHHEZ M

HNATETFEEE ZRITERE R RS EE T ARES
Mo EESHR ITTIRE T °

(1) EZEoHT

B 12 2 64 WA MERER  BETIHZHRITERE TERZE
BEAr(11 BERAT ~ 12 BERA b)) Festhl& (0 A/ 5l - A E) B B o R T
PLoy @ —f{k Wilcoxon t B LLEI Z R RIBL G R EE L A T 8% -

X o A& BHE 4 Kaplan-Meier & 17148 - RHRTHEEBFEHRZ
FRE R E OS%ERER  ATHEEE BN R ZRHE 5% ERE
[ -

(2) REITHT
559 H > 4670 HEIIRHE)
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i 20 £ 64 R IRBIERYER > HEEIEESTHEEZITALR(LSE
#7 11-6 ﬁéﬂﬁﬁlﬁtﬂfﬁﬁZﬁﬁﬁEﬁE’l@%ﬁﬁ;ﬁfﬁ °

[0091] RERHEIHRE ZoM

PAb&Yy 11-6 BB KR 2 E - {E &Y 11-6 ﬁ%ﬁﬁﬁlﬁﬁ%’éﬁZFéﬁ
(20 2 64 GRZ FlkE) LRI T 2 AR 2 REFEHEHEE -
(1) RERRE T Z TR E R ENER R EZ 6

R Visit 1 IR FRIZHERENEREE TRU L2 REES
B o3 o - FE R RFREE Visit R PRIAITHEE 7R &5tslo & fE
R 7B T £ Mantel-Haenszel f&3€ » 1 2 BHELLBIRENEEE R E
Z BB -
Q) REREFERENEZERZIELE

R Visit 1 s TRZBEREDERSEEZRBEEER 2
g1 o JE A R Visit PRI ZRTHERE 7 ERZ &5T800 Rit&E o

- JBERTFZ vanElteren & > R 2 HHILBRERTHEREREIEZIEH Z

329839

BILE -
(3) Blms /1B RERE E R 5 F 1L PR 2 I

R Visit 1 s FRIZREREBEIEREE T RU EZREARS
o o R TR RITERE 7 ERZ A5 TS BBl A
HF 257 @ —f&1E Wilcoxon f&E -
(4) BIfE FH ZRBIRR

ST EEEE THZEIE SRR G B PIE -

[0092] (1) RN EHFEHEE ZERCUITHRE Z BRI
5 60 E > 3t 70 HEERIE)
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FRREE PR ERY 1436 AZRBFH 1366 A({EEH) 11-6 40mg =, 80mg
TEE ST A Eﬂﬁ”ﬁl%ﬁ‘&%ﬁ 498 N\ R R 290 A)%;ﬂ‘z%it%ﬁ > ¥f
REESMIEE » ITTI EFIGESF GCP ~ & F/a%E IR ARTHRE
WE B ZIERDEL 1064 N 255 B -

FEEFEREM 990 A({EEY) 11-6 40mg = 80mg K& T8 427 A -
BREMMRER TR 351 A ~ RZRIBIEE 212 N -

IR ZRBRITIZER -

[F= 23]
12 BBl bR 65 % 20 B 2L LR 65 5%
bami-6 | ZH | (a6 | BEfMkE
B & T B & T B & TE
Iy 455 230 375 377
chuff (AERS) 53.7 80.2 53.5 53.8
95% = HE & i (R ) 49.5,58.5 | 72.6,87.1 | 48.0,58.5 | 50.2,56.4
BERD 2 A(BERE) -26.5 -0.3
PERNZE > 95% (= IE TR [
-35.8, -17.8 -6.6, 6.6
(FEfE)°
g —8#%1{L Wilcoxon
<.0001 0.7560
BEcpE®

a HZRTISHAFMKE -
b HEyEH (Bootstrap)HEE -
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o HHERRTERFEEE T ER T SIS EAIEET B
R Los T T et |

B ITTI 52 T L TR A ) (95% CI B [ 243 1116
Bf 53.7 /NBF(95%CI:49.5, 58.5) » ZRIEEE B 80.2 /NBF(95%CI:72.6,
87.1) L&) 11-6 FESRZERUNEE > 3 1-26.5 /NIS Yo {TI LS FEIARE
FARE 53 JB— R (b Wilcoxon 1 £ TEAMA B2 RMBELE B 1597 11-6
BB 94 (p<. 0001) -

B4 20 BB LRI 65 B 805 B> ol M R TR - MR
Y1 11-6 Ef 53.5 INEF(95%CI1:48.0, 58.5) » HREfikEEEE 53.8 /NEF
(95%CL:50.2, 56.4) + /A1) 11-6 BESLELF MK B R 2 Fo-0.3 /NG » JefT
S T R 3 T — S/ Wilcoxon 1 + [E6%) 116 BEELELTIML%
B I 2 5

[0093] KEIPAEIEE 2547
(1) P58 e 7 B ) (B s 2B

PR 2 RERS 2 G5 -
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[3R 24]
12 BRBA LR 65 5% 20 BB LR E 65 5%
55 S &% 1-6 2 R 1E&% 11-6 HEE Mk E
B’ T B TR BT E BT
N=427 N=210 N=352 N=359
47.8% 96.0% 47.6% 91.0%
EL Bl
(197/412) (193/201) (161/338) (315/346)
F2X N
95% (S FE R fE 42.9, 52.8 92.3, 98.3 42.2, 53.1 87.5, 93.8
pfHa <.0001 <.0001
21.5% 70.2% 19.8% 57.3%
EE# .
(87/404) (134/191) (66/333) (197/344)
FI3IX =
IS%NIEHEEM 17.6, 25.9 63.1, 76.5 15.7, 24.5 51.9, 62.6
pff a <.0001 --- <.0001 ---
16.7% 56.1% 16.1% 27.6%
EEf
(19/114) (32/57) (14/87) (29/105)
RN N
95%(SHEEM 10.3, 24.8 42.4, 69.3 9.1, 25.5 19.3, 37.2
pfE a <.0001 0.0852
13.6% 29.7% 13.0% 20.9%
EE Bl
(55/403) (57/192) (43/331) (70/335)
Es5XK
95%(EHEEE 10.4,17.4 23.3, 36.7 9.6, 17.1 16.7, 25.6
pfEa <.0001 0.0066
8.2% 12.5% 5.6% 9.0%
BRI
(8/97) (6/48) (4/71) (7/78)
BB 6K N
95% (=g 1= [ 3.6, 15.6 4.7,25.2 1.6, 13.8 3.7, 17.6
pfia 0.4767 0.6187
2.9% 4.6% 3.0% 3.2%
EL &1 :
(12/407) (9/197) (10/335) (11/339)
E N
95% (S HEEE 1.5, 5.1 2.1, 8.5 1.4,5.4 1.6, 5.7
pfEa 0.3379 0.8618
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5 2 RETUH T —REAE 24 /NS - 35 3 KA 48 /NS - 25
4RI T2 N 5 5 KA 96 /MBS~ 55 6 RAT: 120 /NESE - 55 9
Rt 192 /NI -

2 BIERIBISE B EI MK S - Mantel-Hacnszel 5 - H1E RA& T A1
FATHRE TERZ AT RS BET - BT RN ER B
SEEE R -

BB B Y LB 2 K B ROEIEE B - MBS 116
7 £ B 0 {5 (Mantel-Haenszel #5% © p<.0001) - A% 3 KINER - 8142
ROMIBELLE: » A2 11-6 BEABEEHI{E(p<.0001) - 7 20 BibLE 5 65
B W BB P B R > LRSS 2 KRS 3 R BUBLAIALK
ERLLEL - PMERY 11-6 B RS MYE(p<.0001) - |

[0094] (2) P& EEE B2 Kt B (L5

BT 2 R HER -
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[ 25]
12 B DA K3 65 3% 20 R ERE 65 %
455 S 2 &9 11-6 eyl L&Y 11-6 BEfhkE
& T EE B &FEE BT EE
N=427 N=210 N=352 N=359
Bls 412 201 338 346
S -4.44 -1.19 -4.39 -2.51
F2X
EERE 2.03 2.43 2.07 2.03
pfE a <.0001 -— <.0001 -
B8 404 191 333 344
Y35 -4.82 -2.91 -4.78 -4.20
E3IX
EEFE 1.99 2.85 2.03 2.02
piE a <.0001 -- <.0001 ---
%184 114 57 87 105
B2 -4.50 -3.31 -4.46 -4.63
F 44X
AR = 2.02 2.34 2.03 1.89
pfEa 0.0008 0.8010
Bl 403 192 331 335
e -4.95 -4.47 -4.95 -4.98
5K :
R 1.93 2.21 1.94 1.82
pEa 0.0132 — 0.9425 -
Bl 97 48 71 78
T -4.58 -4.68 -4.56 -4.85
Eo6X
EERE 1.99 2.12 1.99 1.95
plEa 0.9307 - 0.2256 -
B8 407 197 335 339
S ¥y -5.06 -4.87 -5.03 -5.22
5 9%
EEFE 1.87 1.85 1.89 1.70
pfE a 0.1684 -—- 0.3267 ---

5 65 H » 4 70 HEUREE)




201922259

BEfir @ logl0 [TCID50,/mL] -

£2 fi%ﬁ?fﬁé?&%%—i;%iﬂ 24 /NI§1% » 5B 3 EE%U? 48 /NIF1& ~ 55
4 RPN T2 /NE; R ~ 55 5 REBR 96 /NRHR ~ 55 6 KRR 120 /NBF{E ~ 58 9
KRB 192 /NEf{Z -

a WERERBHRFMKE - van Elteren 1&E ° FFHE K& T Rl
FFIEE T ERZ SIS ERSBET  BRTARENE RS %
B RER -

P NERSE 2 RELHBIELE - IMEEY 11-6 BREZE YR - 1R
5 3 RIFHEE > B4 BB BIZ BBV (van Elteren f& € : p<.0001) °
20 gRPA R 65 2 M BB ZHEIENSE 2 RIS 3K - BEH
R BEEEELEL - PMLEY) 11-6 B2 R EIE RV B (p<.0001) -

[0095] (3) DURENEAER » ERFE LI 2R
DI ZRBRIITER

[ 26]
12 B ERE 65 & 20 BREL R EE 65 B
t&¥) 11-6 22 Rt B L& 11-6 HEfKE
& &TEE &8 %Rt
B8 423 207 348 355
95% {5 & &= [ (BF[5)) 24.0, 48.0 24.0, 48.0 72.0, 96.0
BEREE (BRI -72.0 -48.0
23— 85 {L Wilcoxon i 5E °
" <.0001 <.0001
P

a Y ZERITI S B kR
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b BHE KL TFRIARITHERE 7TERZ G TS EASBHET -

ﬁ%ﬁ%%iﬁ%Z%ﬁ%ﬁé%é@ﬂ‘ﬁH#%EPJL °

IR 1 KRB ERGEHEREE LR 2 S H R A 2R B
YEPAENE SE

DREIEREREREE LB E ZFE(FRE)EMEEY -6 B

24.0 /NEF > ZRIBIBE Ry 96.0 /NKF > BRI BRLERR > (L&Y 11-6 B Ry B

W (S TE—RR{E Wilcoxon BE ¢ p<.0001)« B 20 BB A 65 5

329839

E SR EY BRI IR 2R o (e 11-6 BE R 24.0 /NI - ALK
ERER 72.0 /NS BB EIMCREBLLE > BMLA W 116 BEZNEE
(p<.0001) -

[0096] (4) F REMEZRBIEE

MR AT EREMG Y BER REEIHE - FESEREMG SR
REMEFME A 11-6 BE % 610 Flsp R 27 BI(4.49% ~ 37 15) » HEeRImIEE
R5309 Blp I 12 41(3.9% ~ 19 48) 5 A EIMk &R R 513 flth R 43
f5(8.496 ~ 53 #) - (L&) 11-6 BT RIMIBE Y Y RBRITHKE B LK E
BB 2 B (B S Y IEHE VR E (Fisher's exact test)) ~ Wil P & : 0.8627) -
te o {b&d 11-6 B RRELEEMkEREEZ KBS ErEitig
S - WP {H ¢ 0.0088) < |

[0097) BHEEHI 17 EEFRAER(Ph3 © /NE)

TR 1T M R e B E RS O T AR R A (LAY
11-6) : Smg - 10mg ~ 20mg ~ 40mg) X H M B 222 3P4s « X BFPAETH

BENRTHEEE BRURGHEBR TERECRITHEREERC %
5 67 » 3£ 70 E(SFHIIE)
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o o CREAK BRI R TEELOBEGHSIHE) - REELNS
A A FEHEA T - AR AR - |

S T B TREK S DLAPEEI0: 48 1 ERE 0 2
BRENE 0 3 1 EEIEATIR -

W RIEELSNAS TR HE -
(a) 6 {85 DA i 12 B BUR IR -
(b) FREFE AT HE—TH » BB RRITERERERLEZRE -

- BRI T > 43 R ST e B B2 BT [Rapid antigen test
(RAT)] 5[5 M

< A5 38°C ML B (HOR)

B 7 BB - RAT RS RS EAED S RSB T ER
(%~ oK,/ 2% > & | EEE L ERHBREEN E2ER -
() BHEAETE 48 /NIS 5 (B BRE) o i B SE 38 B I B BB 37.5°C
o B TR SR 2 B o
(d) BBEE B Skg Ll L2 8 -

[0098) SQBREE> #F 753%
(i) HBREE

(E&4 11-6 2 Smg $E : {E&4 11-6 2 10mg §E2 K4t -

(L&) 11-6 Z 10mg 5 -

(L& 11-6 2 20mg 5 -

[0099] #FR&RIET 5%
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PRE BURELEARBREBHAENRS 1 RERXRKOKXTF (BT
FR) -
[ 27]
EENRECZRE bEYw -6 ZHE L&) 11-6 §E
5 mPAERE 10 AT 5mg 10mg §E ¥ 4%
10 AT 8L ERE 20 2T 10mg 10mg §E 1 §%
20 ST BAERE 40 AT 20mg  ° | 20mg$E 1 $EZ 10mg §E 2 §E
40 ATBLL 40mg 20me § 2 5

[0100)] AR EZEFHEIEE

Bt FRTIEEE RERTHEREER M ZEBCRITHERE
FEREAIR)

AR TR ERITEREERE R ZEE - RITEREER

ZIHR RGBT 2RI E T a K b ZBGEE » HEERIREZE DR

4 21.5 /NEF(24 /NEE-10%) ©

a. MMBWAZHRE "W, K TREK/EE ETEHE O
M, BT EGE

b. RRR)AE 37.5C

[0101] FEEFFEEE Z 007

RN A EENEEE ZATHRE BRIR » s EESH - TS

AR ITTL B EHE -

(1) EZEHT
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HEERTIEREERCTZW,  TREK S BE, R THEH, N
te > RGP (o7 e B B TR )~ Kaplan-Meier #148 » B HE /TR E
RER 52 2 30 2 2 B 2 e R R L 95 % (SR - B SRR o T S
FER SR 52 2 9 2 27 976 R A by o UL (I BT

[0102] (1) B ETHPAE E 2 &R ORTHEE 2 BRI

SN EETETEE - 103 A ZFTEER - 1 ITTI S E 2 TR
TR (b9 {E) B 44.6 /NEF(95%CI:38.9, 62.5) »
[ R > A 1]

[0103] W THEHHNEFRORTRLIEY L WEES 5 - &
B (S RS R R - BIL - B E RN RS W e AL
WEREST - ARENAY GE - Bl aEROBRZEY 25
BB A2 S ST T IR AT 22 H (R TR -
(755589 ]
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FARNY
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| RS | PHARMACEUTICAL PREPARATION EXCELLENT IN

LIGHT STABILITY AND DISSOLUTION PROPERTY

[FX]

FHP GG EN > GpReBEROBRZ(EY - REREE
R Z BB DA E B RES THEE > LHRUSS - BES
Z VL EEREEECWE » LERNEFEGERELS S TH%RE
& LI EE & e IR AT th 2P Rt

(3]

The present invention provides a preparation that is minimally colored
through irradiation with light by coating a preparation containing a
compound represented by formula (T) or a pharmaceutically acceptable salt
thereof, or a crystal thereof with a light stabilizing substance and a
polymer, particularly with one or more of titanium oxide and talc used as

the light stabilizing substance and hypromellose used as the polymer.
(e RE] E1E

[RFREZFSREERA] ZARBEETHASHREERMRERZEE -

329839 £ 1H £ 2EEHED



201922259

v

(BEER]  AREAEZ (LB -

329839 F£2F > H2HEHRER)



201922259

329839

[SEHH R EAEE ]

[5F1H] —EaSFAXMBRZIEYRHBE ERFIE T ERH
> HEAESAECLZEEWERETTZIHER

0]

o~

MeO™ O O O

OQEWI:E .
H (1)
B "

(552 W FHEARES B EYME - Ko REE D
TR E RS EREESEE AR LY EEEE  BEX
MEZ B - EALSBOBERB R BN 1 FDLE -

($3E] s FUAGEES | B B - K S D
> ST R R R AT 2 5 - RHATE 3 B A FATE 102 3% -
ERIAT S 104 5% - &AL 105 5% - R4 1065  RREME 4% &
Pt S5 REGE I AEEE 15 AREG 25 ARMH?
BB - RMSE 4 HEEE - AERE STECE  REER 1 %S
0 BEIEE 2 SRR - MIISAT SRR - STIEME - SRR -
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