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R FRACIRFEAL o LA ) 45 FE AL ELHE VLA FEHL -

[0055] 7l m) DA JE 3t 1k 4 / s i I AR Y B . BB R 4/ IR AT DL A O A ) an
Pharmaceutical Dosage Forms:Tablets. #5134, 5535, Augsburger® N\ (4%) ,CRC Press
(2008) LA S e rh 5] FH ST A il () 52 AR RSB 38 1) s i) 5 % B A v R L, 3 2
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[0060]  FEIXT7IHI, C21 3 mT LA LLIE & BAANE L 2)1, 000um, 1 41 £9500um, €35 27250
um, AEE AN S 291000, BLAE AN S £950um, i W1£200m , BLANE S £ 10um 1) 3 T 5 & 1/
BARER B3 EAR B 2 A9 (RIAERG 5R) S0k 1 sCHR At o SRS T Rl AR 9 4% & BA A FH )
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FIRERZ () Eh B A MR 3k — BB AK T IR 2> S AT REME

[0082]  FEAK B IZTT I, 71 AL 30 AT DA A3 A TUREE AR N SR 2RI ) FH T~ 48 11 38 38 3 1 ol
I I HARBRIE 1), 1 40 b S A RS
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Wi i iR DA R AR SR AR TR B SR, B ann R SRR A IE R TR M 2 A S
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[ afi 2= B A

[0092] % BH i R HE 36 ] B0, B — Fh Bl 22 Pl B BE 7] L 18 A AR B | 1L B I 5RH v L Ll B
Tt 1) A 235 i VR e B SROPE AR e B R, SEARIE T (glycerin) /H i (glycerol) , IiFL
WEBE AN/ B 5 A BB 7], W WiAnidrisorbs (L ZYEE L (L B WEBE I | 22 27 bl A H 2 DR B 1 &
HIREWY) ,Roquette Freres,®FEAnidrisorb 85/70 GRAA Ll ZLHENE - H 55 Bl - /K FETE K
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EK)
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[0105]  J&T-3X — R A R ARAFAE Y 24 2% b n] 252 1 i A48 1m) | 2% 9 K 520 oK L
T Iy i N 1 BN 9 N N 7 o o 1 = 7 a2 5 R e M U S
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[0106] %4 T A< i BH B A0 7 T 1 77 28w B R SR A7 TE 1 T N A2 29 i 5 I ELEA]
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Y] UL B 2SN I BE LA ) 25 A R B (W 7 Y, 3 Bt A, — B AR B R 770 B mT DAAE TR
SEAT 25 A S AEAT T AR AL IR 2H A TR S RN / B B B TV P 0 T A B A 1 I
I8 B[] P AR AR AN 2

[0122]  [Rgt, ‘D34S A B RE  AFE RS NIRRT 2 AT A2 J5 LR R PAA
KPR, 4 b SCRTR e A & # A AL 5 C21/ B A ) B A W ER AR e 1 Ak
[0123]  “fr2Efese i BFEEIE YR 5 C21/Sh 4 & WL J A% Jx BH 1 55 24 AT 7 1
AR SR T A (A BUCIE A 25 R03%) , A AR R B %) 7 2 R/ s HG b Pl 35 R e R, I
HARER A IE M B B R By R AR REAN 2

[0124]  “WyPEASE i B EE YA A 5021/ TR A &R UL S A B (1) 77 24w DA AE
IEHAEAT 26 T AT (A ECEIE UM ELE) , R AR EEREN YR, Bl anan bRk
FR) R4 o B8 BB T B B R B AR AR R/ s L A R AL A R S v P 0
P AN/ B 58 BRI 5O, BRI AR A AL E S AR AR A

[0125]  “IEW A7 HOn AL FE 7E -80°C FI+50°C 22 7] (% AE0°C A140°C 2 [8) , I HL5H
PRI, W Wn7E 15 CAI30°C 2 1)) I B 7E0 . TEE AN2EE 2 [a] (1) 1K 77 (PR3 K%
FE5 % F195 % 22 ] (T AERHE B (L 10 % 260 %) F1/ 8¢ 2 5% T 4608 7o W it uv/ m] Wb 4k
SEA IR TA] B (R, R F805E T 754 D S

[0126]  FEUELISSEME T, T LUK BIC21 AN/ 8 & B e T 4L & P B A/ sl A 22 e Ak
DFL515% , BARIE DT £10% , 3 IR DT 215% AR N 5 1 g, 5B 1k
A PR ANR PR R IR IE A AE A A B, ELAS 2 7E TR A A7 3R] (19140, 50 °C R B i
0. 1L 1) & DI Se B i) FoLe 20 A

[0127]  fRIEMIRZ, W EY), T 2 T-HR &9 e i3t B s A e =X, /s e e
AR ERTIR R IR FE B A A # DA IR A EAS oK T 2 A/ B A7
[0128] A EANE /K ALHE R EGE 4 1 TR $if it DA R PR C2 1 B 3 i ks DL e 5 FOR &
PRI T 751 DA L 6 A I o QB ) 6 RN/ B3 A3E , I LIS 78 HLFE AR b PR B T 18 1) 3R 45
HRGTE— IR TR G

[0129]  “BEAR B4 B0 BEAR EAEK AFEAEC21/ 3R A R IE I 4 &9 etk b
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HAEAEILL5% , BFEAGEIT 292% , WA B 21 %, BFE AL £0.5% , U290, 1%
B DK

[0130]  CKgf & C21 a3 AU S A 77 1 4 & 9 3dt — 25 i e N b SCRIT s (8 A i B #4551
R ] AR 3 AR FR PRI PP A T ACIRAS 1 07 AT

[0131]  FEIX A TH , R 255 bl 8252 I BB M R vl & B R R = 17K, (H R Z e /MK
JI BE AL BN E ) (TE 8 A2 [ R 2 20 (91 ok R VR A ) 3 & A T 5K (1) i o 2 V%
T)) Hh S AT BRA  E RRUER R C2 1 sl L 3h 40 T 5K Bk, IR DR LRSI A TE R AN BE
[0132] 4T, Pl RV A— 8 A2 0 75 1) DAORER 7RI B A By 488 Rk ' 1 U7 =60 28 A% 2 B
(IR 3 AT HE 25 0 2% | ) Wil A R A 2

[0133] AR A B 75— 5 1, St 1 )45 AR R BH ISR L 00 5 v i 5 VA LG F VY
JREL 78 L C21 B L 2% b B2 M R E 4

[0134]  C21f0 252 b nl $ 52 1 b A F5 TR N a8 o M 28 3 my DLa b & 40 5 =Xk I i, 51 i
A B R T AN C21 (R 3RO WS C21 ) 5—ANEE N MBI IE MR, AT 7 77
BTIR EEANTE MR A T R SO, 2 JE A bR AER AR (1 7R B 2S o i ik VA R R i it i
J8) LR FTIR A T BT IR A SR i o £ 348 R LLIE I 451 456 FHIE A 1 B8 T2 e b i 28 6 22
T A HE R BB 5 55— PP 5 R A% AR R C21 B HEHCT £ VB 1 4
JeB R an e 3L AN 2, DL KR4 JE Eh an B Ak, B IR MR

[0135]  C21 8k R 78 A J B 11 751 284 Hh 1 g B ke 1 AR/ 5 ) R i R ) 7 B R BN
ot 77 R ) T DA B2 R Y T 1R A R 5, (H R R AR TR AR N G o it FH 5 St mp
FH 26 245 PR BT () RS DA R S bR 1) 7™ B R P SR o

[0136]  RR4F i CPH4A B U 70kg) FHC21H A3 () B H 78 AT DL B K Z110mg , i
WNZ320mg , Bl W12 25mg . C21 (1) H 7 & il (1 A& PR 7T L2 29 %2 £ £9900mg , 1 W1600mg , £
5 271400mg F1Z)200mg , 1 U1%100mg , I HALFEZ150mg .

[0137] Ay BRI TR B C21 . AR 1T B4y BURE R 2 AN Bl ) i . Rl v] LA H
YR — IR AN IR Z 18] 1 WA R DY IR, AR B R =k, HF BRI B R P X

[0138]  FEARAIIENL N, RI7 MOl B B AR N 52 B % FI b o e S B F) &, Bk T
P TR 1 7 B A B A FH IS A5, S b R Bl ol & T MR R . B ST R R A R — T
o N SN R TR SO [ T ST s =1 sl M B = A P S = 2 e =
Bl 15 Ak T- A i B IR Ve R P o

[0139]  FEAKBH) bR SCHr, Jit T BB 3 I 7R B2 A2 LA TE A B 1% B 18] 3 Bl P 78 fR 3 R
SEIE M RO (A0 ST RTR) o ARSI R RN B3R UR R G R = R 2H A A D R i
3838 77 R B AR 52 DA 52 < G H R R0 ) 24 E R L BT VR 9T R 0 O B
A/ 8™ R P 25 AR R RO A OB RS, S AR VR T I BB AR S RIR VIAR
YRR IS, UL S5 IR B/ P2 SRR, DL SRR 2 R IR A 22 5%

[0140] AUk BHE AT B T R IEAT2 32 44 I HL I B8 B 75 2 L B itk

(01411 FESLT5 T, AR B 770 8 F 9697 DL I Wi 41 44 - 280 AR A= K /840 1k
$8 00 0o ST 48 38 0 o 0L IS A B8 A R/ s 9 R L i O 9 B 88 0 AR AAE RIS B R
B JRIPRE AL F B 5 Ui

[0142] A B (1) 70 B 5 7905 FH 46 7 R/ sl TS TLD , g 15 9 sl 4T 44k , B FL A i iji &
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PF, I HEAAIONIPE, A KRTBE 51 TLDRYIRCIR , 40 2R GEVERE AL AE S8 KGR OG5 28 LR B
ARGNELL BRI, B AR 7 305 TLDAR R A IR , An i sk e s A0/ B3 20 ok v .

(01431 AR 5 WY (A0 75 R A1 W) AR B L A% e B2 A 37 128 o £ 07 T A W 11 57 284 T BAK o
ANECE AL AN/ B SR BAT AR A (R R A P A AR ) 5 A/ sm] LLR 9T 05 280 o
B AN/ B TE AR -

[0144]  ZRJ BRI AL 3E — 20 F -6 7 OO IS TAE » A/ B8 S A A AN/ BORG OR3P AL
il o

[0145] P, FUHAAS S B R 500 2RE AT 0077 AE » SR SEAE RS AR G _E BT, O HLIX 49
REFEGIN, B Wil OIS ARG PR T S S ARG RIS o PEAR T (HEOR) R GEATHAX
M2 FG8 (CNS) .

[0146]  WTLLgR MW B B i & fiE R B R RE VB B+ i it
AR EEFARBHEAR) B BB I 5 #Es Gk (IBS)  SORETE M (1BD) < B %2
JR R 295 (B 48) IE BRI 2 28 B ThAE 2238 (MOF) FIRREEAE - v] LA 1K e 18 e
AERE T B R B R B R 2 JHE AR AR 50 % BRIt Ik 4 i 4IRS
AR S0 7 R DR A L X i S T A R IR ER B AIE

(01471 ] DA 32 K g P IR 5 o B 5 SR PR » Q1 iy L 8 P Pl g (e 2 BHL 24
IRV NN )i AR i N S = ER S S (1

[0148] R DA L2 110 HEE Ao A B 25 o s g R PR 12 P P 8 AR A ey I s

(01491 RT LA K FAY IR F8 J ik B 55 8 P A0 A 0 A1 o7 A0 o g 2 AR ) i o 1.
.

(01501 W DA J I 2o V2B B AR G050 B 2 HE U D RE RS A5 A1 5 N R S57 (SAE o

(01511 AT LA 2 K By o LA 0 A 5 v I s« /o JIRE B K 00 7y 3 3 (RO B A OR B B0 S5 oL
Ir U0 Ay ) BIRK SR A AE AL SRR AR T B 15 D AR T2 1 P9 B T RERE RS A B 4534
EREEY 5K 5 B A8 A s W PO I AORE S UL DO RE RS oL B30 Lo SR < T B
A7 JeIE T O UBESE  FEREAE R A 453 475 ke T e B b AT PN A A

[0152] ] RA# 32 K A CNSTpiE 00 1% N R DhRERE S B A DhRE R G (DL Hk/ M IR IEO A
Fog s P L A ZE AUINESE 22 R AL (MS) ] Zi< 2 B AT B AR 97 o

(01531 A< 5 WY f) 700 2R 3wl DA 9 2R AU AN G 5, 4, T iR =2 IR KPR
AE BT AU BRI A B B e (Bl hn, S 4, QSR KRR SR R R SEVELLBERIE) VHR A
T3 MEJREAE AP T F A o 1 B I 7 AL A P B 20 B o A RN S L 2T 4 A S AE
JERE (B, 72 8 i (Al ) A SR 2L P 55 U DA B bk 22 g < Ao B 9
i iR < IV 2 0 P PR A5 o BCCEL D) < A O T R (B0 AR B PR L Fe T di
Pirnas sk

[0154]  ZRJ B 750 AR w] LA T30 7 o KO R0 IR 4R  ILE R AN R TR
7RI O R RE I i BRI AL L 5 Jall e R G PEAEALE

(01551 ybAb , A5 WY ) RIS R] 36 7 W IR T 9 2 75 7 (1 2 B 03 i 453 0 vl B0 4 AR G
LR 1R A0/ BTN RERR AT o AR IS SRR IRE (B Ut ) 123, Je LR i1 23 . R i, A
KLV AEIPIRE b Rz, ERLE SIE BT 1B 5, s A= .

[0156]  7EIX Jy i w] LA L2 (i I W 9 B B A5 A0 1890 B » 1 40 PR RS0 B 23 (B AnHINT A
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H3N2JFEE) « £ Y AL /e 2 B T TR AL B 2 , - ELBE B, sl RO 55 , B4 ™ B SRR IR 2%
A 1E (SARS) AR5 7 5 1 INSARS 76 R 5 B (SARS-CoV) , I HLA% 512 37 B SARS 76 IR I 752
(SARS-CoV-2, ART#EA 2019-nCoV" B Fr AL et R EE2019 ) , Hood gl e i 285952019
(9588 (COVID-19) , Hh fF7EVF 2 1 AL R4k

[0157] 383 By HAUHR , ATV FEC21 b o 2h A AT LUK i 3 Ffv i 25 51 2 1) W W 3
HAI =4 25 4F A 1 ELE my DA TR A/ sd 2 78 S e A5 ol R & B P R AR o 2 5
FEC PT343 » JX i 190 S A 75 A O B NG L i T HR ) b R 2 RS

[0158]  [RIuth, C21 Fe FL &R ] UL YRR B TR X 208 88 15 5 10 AL 23452493 5 A 1A 2 9 A/ B0
FA B IR IRE R R R JE

[0159]  FEIXJ5 1T, C21 K L 3h mT AVR YT IE 7E 8k O 28 F WP IR 975 25 5| FES IR 575 (BP9 T i
JELL K S il 4545 S il 3545 (ALT) 2 PERP IR 8 25 A 1iF (ARDS) , HLAARHISARS, JF H 5 A
PRHBCOVID-19) J& F fe 8t A/ B 1 i 22 5 1) 3 i . C21 Je L R 3 v DAY ¥7 A/ B i 1k
TEBL 2 IR 0 5 51 AT 19 35477 , BLRE IR Y7 AN/ BT 1 ST 0 2 008 IR, BT I Rt B
N ORGP PR 3 (R B 51 G 75 A D 8 / B AU (AT LAE ik T B2 B8 S A
(it At 77 50 45 24) A/ s UMGE S/ AR SN IE AR ) I 5 o A/ sl il 4%, 1T e L B2
KA OB 28) A/ sk a2 & A (4K & 200 1 R % 5 2 1) 4 T8 1k s %, IR FE IRt B AR
UL) 5 UL R b fifi R0 LAt 28 B (4510 4, (Co IR RIS JUE) W 19 98RE 51 RS 1) g B 4F 44 - e Ak, C21 S HE
5 AT AT I 1T 0 95 7475 5 1 9 AN/ B BB T B BH 1k Hek R, I HL.C21 W LAVA YT _EIR AT AT 18
PEAEPR AN/ BBH 1E R

[0160] 34k, A BRI 7RI AL 30 v UL T30 97 BT LA £ 4 4 26 41 2305k B R SR N RE IR 1 —
Fhol 2 P BT 2% B AR AT £F 4R A0 IR, A/ 8% B 3697 BIIST 21 4k 42 1 DL e mT g 5 2 AH 5%
[ R R ZRFNFE T 2 o LR AF AU T B 5 S E R MWK AR G, in S IR F I8 255 4iE (ARDS)
SARSFNZ 2% B 28 JiE  Fa 4% A1/ B 2 3, I 6 ] B A2 EH PN SR sl A @45 (43 2, 4534%7) ik Py Jk
T2 .

[0161] [k, BE 2950 R TT 6 A HH 778 25 4 T il 30 1 Je G 5 1 ML It B ik 25 1 A o 5 /S
() o BEAL , i it 4545 « ARDS S ELA4 J3il 72 SARS BT FH 975 75 L 7 IR 3 75 51 k2 , B FESARS -CoV -2, H
AT 20PN S 2H SR A AN/ SR O P R (91 TR D) ZH 4R/ s B e AT 4 B (8 e L
F2) K DhRERR S o IE 2R 4545 1] RE S BU™ E - 4Rk . 140, B A SARS -CoV -2 GEEIR % 75
PR20198KCOVID-19) 51K SARSEIR AEVF 2 15 T 2 S8 eT 41k .

[0162] SR, A% 2 B 19 770 Bt AR 03 FH T Y68 7 BRITRH A SCHT e X TLD , B 4 &5 1 s B 4T
Hetk,, o AR R B eF 4R AL, F B HOR TPR, L AT fE 51 R TLDRURIR , 1 4 5 PEfd 1k L 2%
PR ST 98 WL 98 B4 B PR BE AR , B0 DA At 77 =05 TLDAE G 99 R, i il i ik =
I A0/ B B ik e s

[0163] ARSI F AR N FUGERR , R TE TLD K ELHE DL S5 dn 4 i SRR AIE (14T 4] 28 il
R, CLFE MR VR R 28 VIl D RE T B AN/ Bl IUEIR. B0 TR , ngh 159 FIPF, JU L IPF. %
ARAE I 0] DAL HE 0 0 -5 BOURN /B8 5| 12 Fof Jita 350095 R 0 2 9 AR/ B0 IR 5 1 a4 B PR R AE
TEIX 5 T, JFE— D3t 7 AR BRI 58S, 3 B T S 850 /8051 A2 TLDI R, 3 nPFE PR, A
5 4 G PEALIE »

[0164]  7EALFEIPFLE N IPFITEIT H , A BRI 2 o] LR BLar 4e b H s> 4F 4 fb
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B 1k 4 B A0 3 TR 3 — D UTAR AR S B R AL AT DA SR R B/ 0 O i, IR i A
AU TR, AT L B P S 40P R T, X R PRIR R I R PR 2 o A Ik B 1) 77 B4 ]
DL B EEAE B, AT 9802 P R Rl 2T 24 40 R Ll 2T 24 00 0 %) e A5 389 B o AR 2 B 174 7] 284
T DA o PR HR IR I 85 9, DT B AR 400 1A I 20 ik v T o B3¢ i » AN R B D R B el AR B
Lo AT FEH .

[0165] AR HE AR BH I 5 — 7 T, 3 0L T — P77 AT 3R bR 75925, 1203 R B 4B i
T8 R 4007 HF HLBE BARHL 9 TLD, WHEPF, 3 HOCH R IPF, & 7 15 B4 ) A 8 5 X
PRI N B YR TT A SR B A R B 772

[0166]  ARPEA A BHIA 5 — D7 T, R4t 1 — Fha o7 52 03 B WP I T8 3 75 15 3 A 2804 1
T %R AFE A T BRIV TT 1 32 il VR TT A SR I AR R B I A e S 2 A
[0167] o ZHAIHLUE AL, A FERFIR b R

[0168] o 14540 04 H R I T 3 2 5 | 1) IR WO T8 s I 2L 23 1 452473 R / B Dh e B 1 5
[0169] < VAT BLHEXS IEAEER OV 2 s B 51 A2 B 8 1 ¥R T A0/ B BH 1 I e

[0170] o WP 38 975 B A2 TR 5 , 3% ASARS -CoV-2, 3 LI /& SARS , 3% ANCOVID-19; BY
TR S S B AR LR B, FE ELB A TR

[0171] o ZIBITEFEIR YT A IS 25 51 AL BT 48 B AH D& 25 5 RS I 50 R REIR 5
[0172] B P R IR B 48 DA R I — B B < W P PR g I e (L]
e R IR T BN 78 8 SR/ B UOE S0 IR 52 o il 98 . — PP Fh A B (BLFE ML 0
FREFN/B5) B 2T 44k s DA e/ B

[0173] VA7 ELHE YT — Pl Ek 22 Fo fiy 38 99 bR w9 I 3 75 755 1100 R0 S A/ BB T
[0174] Ak BH () 57 R BE w9607 M b S R0/ a2 W i 5 7 (B, 7612 B PR A 7 31
], WS PREE TR 5 AT F AT o bR i R 14 v 97 P 2 Gl X Y8 97, AT FE T
77 1/ B 3 0 IR 1) Ak R/ B AR AE)

[0175] ‘B3 4G SRF ISP (Rl AR) B N R B RN EE UL R LE
BEWE, GEEBEERE L 29240 AN B E ERZ231212 5 1) B3 DL R 211230
16 51 B T AR B H 1), AR 2916 % (1) B AT DL RN & 3% S AR [m] B 1
T LA T AN IR C21 5 L .

[0176]  FE YA Y7 e L IR L W IR 05 2 15 3 1 AL S A i), A e i C2 1 B L 24 2% ] 257
(1 3 F 1 R B, BRI 2020% , i i 4930 % , B FEH £940 %, BEAR G
21504 , I HR BT 2960 %8 1 BRI 4970 %, I B R S 2180 4 1y 2 ik A/
BURA Rk 2 UL R IR B ER R B R R BT LIRERAZ —)
[0177] < 181 (K ) PEIRIE 0 , Wl £F 4E4k it 3K =5 & (pulmonary hypertension) .
iz ik & & (pulmonary arterial hypertension) FHABTLD . BEMG , 18 4 BH ZE 4 fii i
(COPD) i il 3 <8 %

[0178] o P& o A (f9) 4 Co JUE90) 2005 , o0 77 52 vy 4O 5 B A B 5 1L P

[0179] < {5 9%
(01801 < 1S fHo , Wi AT %8
[0181] &P A2 RGN, WA 4 #8975 (Parkinson’ s disease) \ia3IM&0IR .2 K
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PEREAAE , 27 > B 5 B M

[0182] < #EJRIR

[0183] o £E3% JI A Ay i) A - 437 2ar , bR 40 2 s AL IUEE 28 e D0 o

[0184] o Wy T-HELLAR, 4nHIVANAIDS, BG4, W2 B 24 Fr 84k 7 T 3 B % R 4t ik

59

[0185] < HEAY (5 LA =5 45 %0 (BMI) 408k LA 1)

[0186] < PfRAE,

[0187]  FE3X 51 , AR A & BHE LA B 5 T, 324 7 — Ry A/ sl Hils — ek 22 DA
IR TV

[0188] < B UISARS-CoV -2/ 4t (PASC) ¥y TPk & 1BUAE , 7 W T 1Y K YICOVID (Tong
COVID)” . “M&PECOVIDZEGEAE (CCS) /8¢ “KHICOVID (long-haul COVID)” ;

(01891 o Stk 15 55 A0/ B VR B s 5

[0190] = WFWR 22 45 9 93 , 40 il 25 4 Ak il v s il 30 ik v s W e e A L 26 1 it 0
(COPD) it B A/ B S U %5 A

[0191] OIS 0 , 9 Co JULASE 26 0o 3 38 o0 S5 B AN) g I H L A T2 e 0/ 5 491
O it R/ B8 R A ZE

[0192] P IxX L n] DL W & 9 B (151 4nSARS-CoV-2) BBk Al S, iR T i &
[ri) 75 BEIX Ty I T A/ BT R 32 45 24 C2 1 B L 2477 BT 4252 ) 26

[0193]  5CT (5 ) WPV 3 o 15 5 3 I A 2 A ) Lt v 97, C2 1 B L R i 57 & v DL R
i — IR EDIR BlIam 230 , Frskm 2 =4 A BnmAS)  flun—NH, BfEx 2 =M,
Bl 2 — ), AR K X FIGIT I A E A

[0194]  FEH I bSOl 1) — Fhak 22 Fhoig e R B 15 50, 491 dnn il A8 N 3 28 B i 2R 4
1, B T /B AE R E R 2541, v DL SR A/ BRI 75 2/ 2R HC21 s H Eh #E AT VR 9T -
[0195]  mJ DAAE s 5 B e FE B I VR 7 T T 5 C21 B & VR 97 I AR DTG PE Al 7> B 46 38 2 AN [H]
JS2 FH ) 97 B SRR G b VR T, BLAE P TT 2 (913, LY -CoVE55/LY-CoVO016 (B2 JE Fi B 9it
(bamlanivimab) Fli%4s = F5 BT (etesevimab) ) \LY-CoV555 (2 e FHEHT,E1i Lilly) «
REGN-COV2 (R P $.41 (asirivimab) MG 4E .47 (imdevimab) ) \REGN3048-3051 .
TZLS-501.SNGOO1 (Synairgen) AKFETH #.$T (eculizumab) (Soliris;Alexion
Pharmaceuticals) «H EERHPT (ravulizumab) (Ultomiris;Alexion Pharmaceuticals) .
25 E 8B40 (lenzilumab) 5k 55 3B 4T (leronlimab) «FEERHPL (tocilizumab) (FESE R
(Actemra) ;Roche) ¥ F| & E 41 (Sarilumab) (Kevzara;Regeneron Pharma) fll0ctagam
(Octapharma) ) <FUIREFZH) (140, &M (oseltamivir) JFafEPE = (remdesivir) VAL
$iH (favilavir) B FFF (molnupiravir) - @ EILF (simeprevir) «i& FAh T
(daclatasvir) &AM F (sofosbuvir) FEF M (ribavirin) B KIEETF
(umifenovir) &EULAEH (lopinavir) FFEHRH: (ritonavir) EULIEF/AFEIF (o 112
(Kaletra) ;AbbVie Deutschland GmbH Co.KG) .E#%+$i7 (teicoplanin) B2 & JE
(baricitinib) (&5 %24% (Olumiant) ;E1i Lilly) B85 %%F (ruxolitinib) (HER4E
(Jakavi) ;Novartis) FEiA%E JE (tofacitinib) (Xel janz;Pfizer) TMPRSS2HIil 5], & 3L =]
fil (camostat) B 2 ] ik F A R 26 L FEBR SR BT (Actembra) (Roche) JTZLS-501.AT-100
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(rhSP-D) \MK-7110 (CD24Fc ;Merck)) -OYAL (OyaGen9) .BPI-002 (BeyondSpring) -NP-120 (¥
25 /R (Ifenprodil) ;Algernon Pharmaceuticals) HIA] &3 (Galidesivir) (Biocryst
Pharma) H1 48 14 245 71 (1511 40, NSATD, i WA % %5 (ibuprofen) EiIM% iR (ketorolac) ZE¥5 4
%) VA (chloroquine) \F25 ¥ (hydroxychloroquine))  FH & (B, T ERB (T %
B-la) FEERHHT (tocilizumab) (Actemra) -SRI AL (lenalidomide) VA 5 & %
(pomalidomide) FVFIEERZ (thalidomide) ) JEEIRZG (U0, M4 2 I (paracetamol) B
F ) 1Rz 250 (BN, A Kb 5y (dextromethorphan) ) VM E (140, Inovio
PharmaceuticalsfliBeijing Advaccine BiotechnologyHJINO-4800, @15 v] FHII ) -
COVID- 194K 5 i 1fu 3% (CCP) /B MBS SARS -CoVELSARS - CoV - 2% 5 i A ) I 3% h $2 B i
PR HEAT B S PUERIE ST .

[0196]  WI{EILDUNTPFIE YT H T 5 C21BEE ¥R T I A O E M A o B 45 , Bl P 41 44k
2 (Flhn Jeiks Jéqn (nintedanib) , 3 HAF A2 Mt dF JE B (pirfenidone)) s 4EA4E 2 (a4t Ak
FBCHID) s Rh VI M 1) (] 40 £ 1k ~F I 20 IR AR BA O G ) 5 ¢ Jo SR 1] I, 451 dam T () A
(cortisone) FERHIFA (prednisone) 5 %8 FEFNHI T, 18 W PR B I 5 At Gy 100 571, 32 i
PR M > TR 5 P B M bk £ B 5 DA S B S8 A7) 1 TN - TR~ I 28 R » T AR 45 15 R Va7 b AT
5 C21HRE VR YT B A I 14 s 53 B0, 45 451 4 2 Joia 26 [ e, 18 Gn w0 A S R JB AR AR JE AR e s Bt
I 5 G % RGN IR, 3 W F RS (P S SR UK (Tef lunomide) < EE M ER /55 1)
PR Vb Wbk 2 P« P T B M 5 2 2o A R 5 P o T M BT IR AR TR B AR, 1 0 o R R R
(infliximab) FIFTIAA AT (adal imumab) ; G BV AZ 254 , 1 N AL 45 R FERZ A 5
FERE , 3 HICHAZ VD F B s INFHIRI K PE 3 (etanercept) 5 LA S IEJm 7, 18 WA ¥ 25 A1
ST 5 1R RN/ BRI

[0197] Dy VGt ], b OCHR S R BT R E B ALFE R SR AT AE I B o A [ I A - ol e I
7 [ I

[0198] W] LA A2 1 R SRAFTE 1 Rz o S ] e A, 455 Bz Joia e (A ol Py e It L] B B Jofa i B
B TR B 2 0 T 2, DA R B Joia 2% [ AR ) 1 B9 R AR BT A R TR A, DL R OR SR A7 A
1) 5 JoR A ] e ) L B AT AR, L L - ot A R R S 21 - It A R O L 11 - S R o L 11 - AR
BB 18- Fa ik - 11 - i 580 B Jo B 18- F it B Joi i < 21 - i 580 B o i« 118 - ¥ i 2 Js e il L 11
B,17a,21- =32 FL A RBERE 17, 21 - ZFR FE AR IERR | 1 Ta- Fo Rh A @ B ) L 21 - F2 3L 22 JAs I
Bl 11 - P 2 L 118 - ¥R 3R 24 L 1 Ta- F2 FL 2 P A1 8 - F2 JE 2 il

(01991 WJ42 S G Rb B o 288 i e 47 A ol O A 28 (AZED) | A, i g ] I A S Ak m T
(R FATES BRI I 1R A PT A A VAL AT O AA T R IR T IREA AT A AL T o IR IR L &
"I F (tixocortol) & n] BFA KSR FRHE (tixocortol pivalate) \IKJEAAIE - H 3Lk JEFA
IR VS IK JE#s (chloroprednisone) &K JEEE (cloprednol)  — &Ik JE BE
(difluprednate) A K #s (fludrocortisone) H i #s (fluocinolone) &I
(fluperolone) F V& JE ¥ (fluprednisolone) & B k& (loteprednol) Ik JE KA
(prednicarbate) F1Z &4 (triamcinolone) ; EAAL &V FIAE W) T (BZH.) , Un 22 i 45 4
(amcinonide) A ZS % (budesonide) ML Z5/E (desonide) # A 4E I (fluocinolone
cetonide) \EHE A (fluocinonide) G # & #4 (halcinonide) i %2 438 (triamcinolone
acetonide) IAZEZEM (ciclesonide) HI KR AIRE AEZL ] fil (formocortal) F A 4a fn
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(fludroxycortide) FJE4i#s (flunisolide) M HE 4G A EH (fluocinolone
acetonide) ; (B) KAAFAY[ A B S E I (CHL) , infE Sk (beclomethasone) FE K
#x (betamethasone) « — AR {5 fth K #a (betamethasone dipropionate) Al HER 5 b K AA
(betamethasone valerate)  3BZEKFA (dexamethasone) #(#% ¥ (fluocortolone) X KAFx
(halometasone)  F K#4 (mometasone) AR B Kk FA (mometasone furoate) Pl G KA
(alclometasone) Fl NIRRT & KA (alclometasone dipropionate) & fEfth &
(clobetasol) FIPN RS f%1thZ (clobetasol propionate) & fZfthFA (clobetasone) F17T g
S G fsr (clobetasone butyrate) & A/ FEH (clocortolone) = KM
(desoximetasone) X G Fifa (diflorasone) - X4 ] ¥ (difluocortolone) & Z5 {H
(fluclorolone) - A#FA (flumetasone) <Fi ] ] (fluocortin) Ik JE € (fluprednidene)
MBIk JEE (fluprednidene acetate) # & K (fluticasone) KRR E £
(fluticasone furoate) MIANEREE F#s (fluticasone propionate) . H ik B
(meprednisone) MHH7 K¥s (paramethasone) V& JE V. %€ (prednylidene) « F]FEZE
(rimexolone) Mt R (ulobetasol) ; Z2 M I8 BY 1) & Bl Bz JoT 28 [l B, 1 58C 22 i
(flugestone) @ KW (fluorometholone) . ¥4 (medrysone) fl 4 BR VL JE ¥a I 4A
(prebediolone acetate) s LA X ZBAATAEY) (2B (progestins)) , W1 £ 2 S 10 242
(chlormadinone acetate) - LR N Z2Ed (cyproterone acetate) .3 %
(medrogestone) - LM H ¥ 42l (nedroxyprogesterone acetate) . Z &g Hh 22 i
(megestrol acetate) flZ. MR ZEZ M (segesterone acetate) ;s DA M Hoe 7 o S g , dn vl
RIS (cortivazol) MI6-FIEE-118,178- ZF2HE-17a- (1- PIBRIE) HELS-1,4,6- =) -3-Hd.
[0200]  fEidk Fy Bz Jo A ] e B 5 W A IR JE AR TR JE A T L R R IR JE AR e, I HLGH 2
FERIR

[0201] b4k, o] T S5C21BAVRYT (514N , 697 W IR T o3 B ) 1 AH DGV 14 i 7 B 46 H2
S AARFH i 77 PR Ui INR 259, UL AT T SR 25900« Uit A= W e Ao 80/ B i 2540
[0202] W LA#E J FIH2 32 A FH it R0 S vE 35 B T (Famotidine) o A LAHE A B L& R0 &5
F A TR (Flan, DUKAF 2 (bemiparin) AT F 2 (nadroparin) (I 4E T &
(reviparin) iK% T 2 (enoxaparin) IHAF 24 (parnaparin) &G 2 (certoparin) Ji&
JH % (dalteparin) 5 4LH & (tinzaparin)) ; B 8 L RPUEE T (5140, 15 B B
(dabigatran) Fu i #H BE (argatroban) Xy HE (rivaroxaban) B[R YD PE (apixaban) &
FEVPHE (edoxaban) DT VDL (betrixaban) ViA¥PHE (darexaban)  BLK YD HE (otamixaban) .
Flhyb BE (1etaxaban) AFIE VW HE (eribaxaban) - /K48 & (hirudin) RIUL 5 &
(Lepirudin) ML= E (bivalirudin)) s & S & MYEAE RKIEPUN WI0, F 5 & BEHE
5 % (acenocoumarol) KA & E & (phenprocoumon) & #H 4K (atromentin) FIZKE —
Wi (phenindione) ) FlXa R & B BE B0 (] 40 , ik 2584 (fondaparinux) 3
% (idraparinux) fllidrabiotaparinux)  i] A& S BB /MR 24 P B0 36 AN 7T 30 1 34 480 & il
FNHIFF) (B, BT " UCAR (aspirin) =50 (triflusal) s WEER R T SZ RSN (5 4, 3K
1% &% (cangrelor) M A & (clopidogrel) i (prasugrel) & % i i
(ticagrelor) FIMESIULE (ticlopidine) ) ; i B — 15l 0 1) 551 (49 &, VG % b e
(cilostazol)) ; 8 F BEBUE S K - LEHLR] (B0, IRBLIEYY (vorapaxar) ) s BEEE I TIB/TTIA
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Fefil 7R (51, BT LT (abeiximab) KB ELJE (eptifibatide) A1E FAEPE (tirofiban)) ;
FRFE AR M A7) (B4, XA 5L (dipyridamole)) s BA K I 2 30877 (91 4, 4 5 oy BE
(terutroban) & B i ¥t (ramatroban) . ZE #l A 4%F (seratrodast) At 2 th fz
(picotamide)) o A LLF& A I Ath VT 28 A0 45 BT B AR A 7T« 3 AR A VT 0 B &7 AR AR VT
(rosuvastatin) o A L3R R B AEY) A B35BT 5 52 3 (azithromycin) Sk fig il #2
(ceftriaxone) kML (cefuroxime) 5k /1B & (doxycycline) EREME (fluconazole) .
WR$2 PEAK (piperacillin) « —MEELH (tazobactam) F1#E %47 7 (teicoplanin) - A] LLFE K21
P /P i 25 4) B35 $h /R85 (chlorphenamine) 2 PH A (levocetirizine) M &
4 (montelukast) o

[0203] W] T S5C21BA V6T (5l 4n AT ¥6 T WP W 38 s B 8 4Y) 1) HoA AR SG & PE Rl 43 B 48
ARG O R0 B HABAT23 B 71, DA R 5 A8k L A AT L2 AR FS B Al 26, A/ B 5 1 A 5
5K 2 % A (ACE) HII I 2 A o AT LLAR 98 52t 7 22150 I AT 152 AR F5 B0 751 i R PR il P (H 33
W 1 ) 7 9 B35 B S5 70 3H (azilsartan) KPP (candesartan) K 2 Vb iR
(eprosartan) AE & ybIH (fimasartan) JJ& JLVP3H (irbesartan) <& DI (losartan) KK
VP IH (milfasartan) BB EYIH (olmesartan) «VHHR VW IH (pomisartan) i FEvbiH
(pratosartan) FJ VI (ripiasartan) ¥ ¥03H (saprisartan) Jfih RV IH
(tasosartan) & KV (telmisartan) (#iyPiH (valsartan) Fl/BEA TR H S . o] PLAR 45
S 77 22 A FH A ACE U ] 751 7 A B ) 12k AL 156 BH 14 1 7 91 0 45 R AE 5 1 (captopril) (55
F (zofenopril) KA F| (enalapril) «F5KEF] (ramipril) (AR (quinapril) 5%
WEEF] (perindopril) (i A] (1isinopril) « WUARE F) (benazepril) BK L F)
(imidapril) B2 & H| (trandolapril) A& F| (fosinopril) B PEEF| (moexipril) «
PEPL A (cilazapril) BREA] (spirapril) & = EF]| (temocapril) B £ ¥ A
(alacepril) P& H| (ceronapril) 15 K] (delepril) H4E ] (moveltipril) F1/
BENTAHSE .

[0204]  FHOC BB IL VT LA (FI/ B AT BE L 40) #6532 — Fhull 2 MUy o7 AN/ Bl 2 - it FH —
B 2 P S M B0 IR AH SR R oAt v o7 7R FRAT TR 4B AE FHC2 1B ERIR T 2 /T 2
AN/ B2 JE 452 A T TR ) — Pk 22 PR ST IR (1) B L& PR R

[0205] bl HLAth v 11 B 20 ) 24 2 b ] 452 52 (1) 3 R0 7 2 A S A A 2 e EL A X IR T S
ik TS I 2 P iR B FREE , i fiMartindale-The Complete Drug Reference, 5538k,
Pharmaceutical Press,London (2014) A1 A4 & 0 SCHR, Fra SCEk P A A TF R A LA
I HE 7 FEAAR T

[0206] A BA B AL A0 s AE T B ATTRT DAAE IE ¥ il A7 254 1 il A 47, ELFE AR 1R
A/ B R TR TO0, DRI EE T B S AL S, el i M R B 24 5 BT 52 i W AL 2
FaE

[0207] 7% BH )57 8 ik v LRI S8 1 25 W f sk, [ 1S e 20 s &=/ A B E AL S
W, 3t Bk ae 8 L — 20/ 3 510 5 A B0S 261X B e f i o X s >R $g i 1697 1A A
g, AR T BT IR BOAS

[0208]  ASCRTIRI &/ J73E AT LA S5 A B LU AR A ARV 9T BT R — Pk 2 Bl
R 5 45 79l & TLDAN / Bl IR T8 i B3 26 B, e AT TAT BALE I B Hh 2 R B9 287 v QR IT)
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e AR N/ B3 TR 7 (8 T A R B AR A PR B B R AR P AR Y R R D B
T UL B A HAh A AR 25 B S5 1, T8 2 5 7R IR B 25 1 1 sl DA Ho A 77 3045

[0209]  FEASCH JC VR ] I 4 IS 40, il an 7R B0 s 1) bR S, RP e i 1
(s 1) 1 A RS (9 ks J58) 77 B B A BE S A 6% U B 1) B 5 Bl 0 40
Ll VR T (s 22 TR AR &, B S B, B 2R AR B 2 i AL, 1 ELIDR S mT L5 4 5 9 s b 2 B A2
1h+10% , Bl +5% , 3 ALk 2% (Bl +1%) AEX TS, RIE Z110%° Zbk S 510
BUE10M 21 +10% , BIFE9 % 511 % 2 |A].

[0210] &yt DA T S5 1k BH 4% B AEL e ASBIR il A 4 BH

STt 451

[0211] st fhl1

[0212]  Ifs AR5 HH £ W A500E  Wi 4¢

[0213]  3E47 7 THAIG AR IRES , LAVPAL C2 170 £ B 55 M A Lo 1k 52 3K 3 v 1) 22 4 i 52 1k A
iR B 715 T S VR I B A 1 1 PR A AN PK M I 5 386 s i, DURA OR 52 iR 3 1Y
A M

[0214] AW FARPECROFRHEHRAERLFE (SOP) L TH AN it , ZAFAE RNFE R A 32 B A HLAL 22
KA s iR 2% 5242 (TCH) R i R 52 % (GCP) F5 i Hh A 52 4B HR R U], H 25 4 19964E10 A
48| KRBT I /R ¥EIE S (Declaration of Helsinki) o KILC212 %2 43 HidH
i 5% KU o RIS EAR .

[0215]  JthAb, 7E75mg ) B — D1 IRFIEAL , 76 10 44 5 P A e 1tk 32 3% 3 vf LU schs 25 7 2
FEYIXTC21 1 258 11 (PK) IR

[0216]  SZiH F LA AR £ sl i3k £ IR AS B ATLIRT B& 22 2 3R B2 52 W UK H 51 11 Thmg C21 . i
BRI RIS (FDA) HEF2 11 50 g 17 748 R AT 9 f KR

[0217]  TEWFAI &R 5) , LR E ARV 228 244 %5, RALAERS 36,05 . K
ZHANE AR (94 (90.0%) 5230E) F B (844 (80.0%) 521k HE) o m kil E 11
SF-347 (SD) BMI 23.96 (2.223) kg/m”.

[0218] TRV ¥k L ARIA VR E NI C2 1AM 3h (L& ¥ MR FE & /K B BR Eh 22 M H 19 2 . Smg /mL
C2UAMERANER) , A i R R 1R

[0219] %1

ozel - sy hie BB/l RESEIE
FER—KEY) | A sy 2mg Ph.Eur.
75 PPl S g ML Sl 3ug USP-NF
L (96%) A FH AR R | R Z35uL Ph.Eur.
N pHA 4 71] EfEpH 2.0-3.5 |Ph.Eur.
2N pHE % 71] SERZEpH 2.0-3.5 |Ph.Eur.
ali 7K A FEAfA 1. OmL Ph.Eur.

0221 AT B R IR (LLOG) [ i e i 2 9 T ik TR (BLQ) 2 1K) ML 2 4¢ 5 o
GE A TR L RIBR RN [ 25
[0222]  HRAIX LS5, A Phoenix® WinNonlin® (8. OKR) B FH AR A, St A IX %2 43 Hf
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715 R - ) Al B di T H S 254K80 1122 54

[0223]  « FERTAEHTA M 258N 712 S E0 00 v SRS AR T T 25 24 0 S B BORE B (8] T AS
FERRFRIT A o

[0224]  « A FREIRIIELN .

[0225] o fEAn] i O i P i Hm 1) 52 i3 B B AE PR A S, 2k A2 22 /b mT DA AT S i35
G, FINIC .,

[0226] 45 24 i AN EE — AT U B A B 2 1 B IR HSe B B 1) B A BLQAE # 8 Z2 BUAX o 7E 1 B PK
AR B HT S W VR AE RS AT PP R S TR ) BN BLQE 45 A Bk Ok o ETT SR PKAR B 2 11, F 7K 7
AT DAL A BE 2 1A] B IR SEBLQE # 9 % - BLQZHH 1l 28 o

[0227]  jE it A 2 T E SR B e i b i VR A RO B Y, 7E AN 2253697 2 TR A 1
72 57 ] BBl A 290 %6 BT X [A], B 2 >k [ T80bR 25 1 W 3080 S 41 (X PR 2 01 A= ) 35 25 o 4
SAS Proc Mixed REMLAfiiti2: flKenward-Roger H HH B SLVESEEL TR S RN AR Y,

[0228] A5 AR & R N A AL 23 #r B SR B AL I AUC ) (A SR HE fe¥F) JAUC ) A1
C..» Fer e 2 R AR 7 A A ] 8 208, F B 21 A ) 32138 AR AT A8, o AAASERY Hh gl
1513572 (MK - 2225 ) FUAH LR 90 %6 BAT X [R] PRAG THE o XAk v 0~ 350 22 A1 22 71090 % B
& X A1 3EAT Fa 2tk , AR AL JUAT P 354 G/ 22 28) B 2 AEL 221990 % BT X (A A vHE -
AT ARSI C21 2 Z 51697, AL TR R C2 L2 MR IT

[0229]  VPAL RN (A5 250hE) (R LE 458 FH T VP Ak £ o0t 76 22 B Rt £ %4 71 it FH 1
C2 LRI WS Tk 2 RV WA R FE AT 52 , I SR BT 38 Z2 I At v HEL DA S AH B2 90 %6 BAS X TA] .
[0230]  C21MI 5B /1S H R IR e w45 T T k2

[0231] k2
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[0232]

Z2¥ giit C21 (75 mg) HER (N|C21 (75 mg) ##&
(@::E)) =10) (N=9)
Cmax (ng/mL) n 10 9
HECEME 269.0 1810
SD 58.92 668.2
CV% 21.9 36.9
JUAA - ) E 263.2 1708
JUAT CV% 22.4 37.1
Cav (ng/mL) n 10 9
HECE 33.0 77.4
SD 8.92 26.4
CV% 27.0 34.1
JUARF 32.0 73.6
JUA CV% 25.7 34.1
e Ch n 10 9
AR 1.26 0.670
s /IME 0.67 0.33
SN 4.0 0.68
t12 (h) n 10 9
HECEME 0.862 0.602
SD 0.242 0.235
CV% 28.1 39.0
JUATF 4B 0.835 0.569
JLAT CV% 26.6 35.4
AUC p-6 n 10 9
(h*ng/mL)
HABCEBME 746.6 1853
SD 157.8 630.5
CV% 21.1 34.0
JUAA - 354E 732.0 1764
JLAT CV% 21.1 34.0
AUCg12y n 10 9
(h*ng/mL)
SACE A 790.5 1857
SD 211.9 632.6
CV% 26.8 34.1
JUATF 3846 767.4 1767
JUAT CV% 25.5 34.1
AUC g4y n 10 9
(h*ng/mL)
HACEBME 792.0 1857
SD 214.1 632.6
CV% 27.0 34.1
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IRCEZSLE 768.5 1767
JLT CV% 25.7 34.1
AUC gy n 10 9
(h*ng/mL)
G HOT Y 767.3 1841
SD 219.9 626.8
CV% 28.7 34.1
JUART S H9 48 741.5 1752
JUAT CV% 27.6 34.2
AUC p-inf) n 10 9
(h*ng/mL)
HHCE 792.0 1857
SD 214.2 632.6
CV% 27.0 34.1
JUAT #4918 768.5 1767
JLfT CV% 25.8 34.1
[0233] %AUCe (%) |[n 10 9
EHOE 1 3.5 0.89
SD 2.4 0.29
CV% 69.0 32.2
CL/F (L/h) n 10 9
G ROT Y 100.3 44.52
SD 23.57 14.43
CV% 23.5 32.4
JUATF ¥4 97.59 42.44
JUAT CV% 25.8 34.1
V,/F (L) n 10 9
HCE M 120 36.6
SD 26.2 12.4
CV% 21.9 33.9
JUAT S #4948 118 34.8
JLT CV% 21.0 33.9

[0234] OV : A5 Z0: SD: bt (522 oN: BE VRS HIPK A3 A P B 2 A
[0235]  {EF1RT5mg C21 5 648 ORI fr 26 P B P , W 132 9 56 53 ) BLEO . 67
AN 26N TR e, b o Tome % T 1 JLATERC, M1 708ng/mL, If FL76meit (414

263ng/mL.

[0236]  ZEEAIEEATC AR S JUAICV %) 45 37 % F122% . 75me 228 £ 40 Fnidt £ 41

max

(K JURTP-33AUC ) 73 9176 Thsng /mL 76 7Thng/mL . & IRV YT 1K T A AUCS U L A W]
bE Ak, I H.75me 2k fr 2] ANk fr 20 I AUCS i) JLARICV %6 £E21 % 5234 %6 IR Y i ) - 25 fr ATt fr
EITHIERIt 2N T L SRR AUCHE — 30, 525 B T AL #E VT IICL/FR

vyt 3 ELV /Frasfs.
0237 fiRC21iy R

[0238] &3
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PK ¥ hb 3 JUT 3946 JUAFEHIEE | 90% CI (%)
(€--Xvd) (95% CI) (R %

®)
AUC0-inf) C21 (75mg) | 768.52 0.449 (41.04, 49.04)

(h*ng/mL) | #fr (N=10) (642.86, 918.75)

C21 (75 mg) %5 | 1713.18

fr (N=9) (1431.01,2050.98)
AUC 924y C21 (75mg) |768.48 0.449 (41.03, 49.04)
[0239] (h*ng/mL) | #fr (N=10) (642.85,918.66)

C21 (75 mg) 4% | 1713.20
I (N=9) (1431.09, 2050.93)

Cunax C21 (75 mg) 263.19 0.155 (12.08, 19.78)
(ng/mL) #Hfr (N=10) (222.21,311.72)

C21 (75 mg) %% | 1702.66
T (N=9) (1422.88,2037.44)

[0240]  (N=HAJEGRAERIZIRE N RE TR A A FEAZIBITRTIR ) o

[0241]  ZAERLEIR A 77 22 /0 At (ANOVA) A28, HA P 2 JE 3 6 7 16 [l e T A & 31 Y
AR I BEHLN .

[0242]  EWXfC2IPKS MR e it 20 b (WL 13R3) R, HC21 5 & — s T,
CBEAR.C LTI A0, 16, H90% B X A& T 1 (100%) ,FIHC 57 A%
R ENE SR H75mg C21AIBEARAUC () MIAUC () + JLITFEYLE 3749045,
HHI0% BASX MK T1 (100%) , RAJAUCIHE 2 5 8.3 .

[0243]  SEjfifs]2

[0244]  IEfRWIF

[0245] (A)

[0246]  ZE37 = 3°CIHIIR AL, ZEHEHE FH450. Tmg C2140h (Ardena,Riga,Latvia) ¥ N3
900mL 0. 0IMBKER b 2% /i (pH 8.95) o LA WS R AR - 41 155 5, Wi In2M 2, BV v
PAFR L4 . 521K pHLo v 2 BB CO, o FHE 1/NIF J5 5 LEE 3 /N ) 1 € B00RE (0 T i o PR 1. 570N
I 5, A INIM NaOHLA K pH 5y 2116 . 8. R 4R 43+ 1 . 5/NI, AP UL A B 324840 CMNR B B
ki)

[0247]  (B)

[0248]  {EAH[FRFEAL , ZEFEHE NK51 . 2mg C21AN RS INF900mL 2, R 2h 22 ik (pH 4. 4)
IS IR A A VDT G SR, S AE R I TS b o B /NI 5 N IM NaOHZ i LA K
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pHSE N7 . 2. VR ALAT E AR, I HLAE A2 A9 5/ H 2R M R4k i bt 1. 5/, SR
B AR CNEREPERIURD)

[0249] (O

[0250]  ZF AH[E IR BE AL, ZE bk T K53 . 2mg C2LANER TR INF900mL 0. 1M HC142 M (pH
1.0) I I AL S PSRN R - 412073 B 5 , M NaOHI ¥ LA pHIE N 224 . 5. U8 0
NaOHIE WG » A W BIVTIE « TR 2 /NN 5, T B VA TRATY AR A B TS 1) o

[0251] (D)

[0252]  ZF MH[R) MG AL, ZE 3 EE S 51 . Omg C2LANEL VR INFN900mL 0. IMATHEE 1R £k 22 Pk
(pH 4.42) 1 I INEIA B T R I o Oh T35 ) O it o A A ) 0 B AR T 4 7 /N )i
AN 2 2 AR A UPLCI) 43 BT 3R B, 7E 5258 485 SR , C2 1A KA 57 ik

[0253] ()

[0254]  FEAH[EIREEAL , K550 8mg C21AAZL VS INEN900mL £, R 5 2% v (pH 4.49) H . %8 N
AL A YT B2, HOE P AE R T b Bk LN S S AN I NaOHIA i LA K pHEE hn %56 . 8.
TR LA AR o PR 4R 2R B — /NI, AW 2 35 A8 4k . UPLCR B, 7E S 56 45 AR, C21
B RAEI

[0255] 2% LRTiR , X egh BB, 78 A 8] pHAR T B 1) C21 7 14 &5 1 - B B BN 1T i o i
R T RS 1 BT LR RN

[0256]  Sijitif3

[0257] AR BH A5/ AL

[0258] EIIFRE21.4g/RA A ME (Aerosil®; Evonik) BN FRE M A Sk 1] 25 T T 571 3
TR ARG FREE2033 . 8g H B (Pearlitol 50C,Roquette) , H44 R L)— 1 & (5 AV
FEHEHL Multiblender,Pharmatech, UK) 1250 VELARE SR G PR B I IR A — A AL VR
IRV AbSE b B S IR 4 0 H S B I o BT A3 VR A ) LA 30rpm iR 1070 Bh

[02591 4R Jm K Ik R 75 L VR A 368 5 80 0nm i X 3 77 , 4R Jim LA 301 pm P 3L IR 2073 b

[0260]  FREFTARRIE ARG W0 — LI FRMBIVES e SR 5K 528g C214Eh
(Ardena,Riga,Latvia) WSINRIVEISE 5T o AR Fa 8 3 4 RO A SR M0 In 2 VAL Ak 7e vh
BE 5 LL30rpmik A 1050 %k

[0261] SR J5 K T4 L VR A7 3k 800wm 75 R ik 775 , i /5 LA 30rpmL Y 2043 4

[0262] IR IR Z 5, i FRE 21270mg H IR M RE i B 100mL 25 B P, R I40mL =
R K IFHE AL BE20 3 B, S I040mL Y I I PR PS AL 3 2043 B R I e VR M 38 S o 1A
BEIRE,FL. OmLAE i I AN I 2 10mL 25 B H o B J5 P H It FL A e 22 P 75 A AR IR R
PAN

&

[0263] @ iF0.45um PTRERE RS 2% 20 JE a8 L JEFE i , I35 25 I 3mL g v - C2 18 3R 1)
38 I UHPLCI E o R A3 AN & 450 Img/mL. C21 Nazh (i 1100 % FFRFRFE IR ) .
[0264]  ZERAETRAH/RH,

[0265] %4
[0266] FE ME (%,1.¢c.)
100.3
5 102.1
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3 104.1
4 100.9
5 98.7
6 99.3
IE 100.9
RSD 1.9

[0267] )5, #26. 1t iEERS: (Ligamed MF-2-V,Peter Greven,Germany) i id800umfi
WX 3t 7 S I 2 VR P L, B J5 DA 15 rpmi & SEIR 1557 % .
[0268]  FZRH I an FR5F R,

[0269] k5
5%y HED
mg/ X 5% % W/wW
[0270] C21%H &k 52.8 20.24
H & B (Pearlitol 50C) 203.38 77.93
g A& 4 ALEE (Aerosil 200) 2.14 0.82
MR8 (Ligamed MF-2-V) 2.61 1.00

[0271] g 4 B 05 FIFEARHIMG Compact (MG2,Bologna, Italy) XJ£6, 7004 i i3t 1T 6L
H, Hrb W LU % E % - 11mm; K46 -Omm; 3 K )Z : 30 Omm.

[0272] X By 4+ 45 70 B B it N5 %6 A ZE R BR AT B B 4028, FE H R IR 18.6% AR
5 B IR BT B AT L3 AR 100mL 5y % 52 58 £ A (HDPE) T U i) s A B )L
TR BB & A TR 55 7 GORLREE/ T TR o B3 A = 79T IS B4R T Il
PRARGS o

[0273] i FH~P AR a0 AR WL (LA 2LV 18 N0 . 7mm B 42 5 B (1) AMS Tr i X P4 s A ML 5
ProCepT,Belgium) 57K 1 A Hs R i Ve B0 48 £ 400078 L 20 % /K Va0 2t FH 1) £1600 % 5%
e (RR % 3k St 491 3 iR 1 F2 7 3R 45)

[0274]  FREE640g4EALKTINB00mLIEM H1 , I HAR G FEHLI I 120 73 81 F K5 160g T SE FR
) Acryl-EZE® 93F19225C1 ear (Colorcon) B H s M /K o , WM e 5 X 43+ 2% i B 7
A RO R R AT B SR ARG, I BRI 2R LI AL AR TR T T R AT, A AR e
1 200umfii 4 o

[0275] 5 7Rt IR FEAE T 8RB AHL A 1) R 1 78 30, 1k 3058 N IR 1 & G R 1, ik
W0 T 5600 IR FE (05) , BA AR R FEEE (Rt ) AR E & (410mg/ K H #& b
fig (Pearlitol 160C)) , AMEZ J5 i BRE 4> A0 H AT 705

[0276]  FHTE Tl e By [B) HHE O b iE AT 00 B0 7

[0277] 33 FHI BEAH AR VR 17 R N R BOE 940 CORBHT BAIS R - HIR e i, 72
155 345 F0 A VAV 2 K IR FE NP 30°C, U 5 B & N TR

[0278]  FEAUARIEFELE SR, SC P I R G I i BEAE RIS TR T Tk

[0279]  WiPY VAT B N T40g . H SN IH A 5 2/ K FE 260 . 93mg/ IR HE X T-H96 . 1mg
H S 8 35 Tmg /I R IR 25 IR 3, R0 /3 7o i B 1) 5L B 490 . 66mg , JL o H B e
F133.66MBAKE XY THENRENOKEREZTRIEN139.08% MIHATKER
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37.44% .

[0280] Rf/RFEEFEAZLAPh. Eur. CGEL0RR) bR (2.9. XESB; 7 [F 5 PIFT B AR5, %k
AT AT (n=6) &%

[0281]  (a)pH 1.2 (0.1N HCI/KI&FR , it A250mL 0.2M NaCl.425mL 0.2M HC1FH
326mLAfiAk /KT il %) 5 PA A

[0282]  (b) i FHHBEFR ERZZ PPy IpH 6.8 GHIL IR A 250mL 0. 2MBEER S BF . 112mL 0. 2M
NaOHAN638mLAfi Ak 7K 1M il %) o

[0283] ZIEE M EARAM HT A S AR REENZEE LM A TAE3TC (£2°0) &
IRFARL AR () 1 I 256 B AH R 5 2R A AR T R AE TR AE AN B AW 0 D0 1) 3AN AN [ 14 325 BH [
fal i HR A N3 IR B, IX SRV IR NE

[0284] S TIX L STEG o B A AN FLAY R AF T 325 B SRk (5] 45 i B T332 F 1 TR 5 DA
FEMNIE AR R EATRFFEE N (A B 5, IR SRR IR AE N B 3R T 1) o

[0285]  #R¥EPh.Eur., B AT B 4053 B IR 2 N BE 75 R P /1 Ji A7 35 2/, i A 2 iR 7t
VI N 25035 H 1) 9 A BB IR R

[0286]  2/NI JE , R SR AH AR B2 T4, OF H RS B AR ) i 9, DLARURIMAE Ar] A8 T Bl it 22
A

[0287] B Je % i BlpH 6. SHIMEER Sh 42 M AR FEPh . Eur . B , BT i 2 B 75
607> 8 N AR o

[0288]  H MILAS Y B /R TE R T A1 ol A 58 4% SE B IR RS B (a) AVPE BE BRI A0 5 Hh PR A A 11 IR
% (b) , IF HIR I, I FE Rl D e I s K

[0289]  sjitifs4

[0290] A% BH 7 A i A e PEAE T

[0291]  7E—T0UAF 50 R WA b3 S 45 3 v BT 3k 1) 5 V3R A5 v (0. A T 2 DA YA 1F
WrAETCH ([ Br Pih 22 51 2%) i A7 464 (1) 25°C FN60 % RH (K W fif 77 456 44) A1 (1) 40°C FN75%
RH ChIsdAifi 47 2641 Tl RARR e b ) R e v

[0292] AR &6 s

[0293] k6
5% WE (mg/BE3E)
50 mg 3 &
C21 G BSR) 50
HERE (Pearlitol® 50C) 203.38
[0294] A& HALEE (Aerosil®) 2.14
1l Jii 1 2.61
(Ligamed® MF-2-V)
Veaps Plus, 05, HEAEH 11
AAK)Z (Acryl-EZE®; 139.08
7 FE N %)

(02951 AN[F] fiff £ A4 AT [) TR B AR E PR S5 SR A - 1 3R 7 (I 5 A g il 4 J52) A8 (i i)
Fo i lKarl Fischerif ikl EK & & . 442 SE AT O RIKIC21, 1 4% 2 A3 2 7 Y . LOR
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AREHERE (B10.10%,1.¢.) .

[0296] %7
A W\ | KEE (%, | C21 i (%, Le.)
CHY | wiw) (%, |1 2 3 J<! i
l.c.) (<2)
] - 95.2 0.20 0.16 <LOR 0.36
[0297] 25C |3 - 97.8 0.22 0.15 <LOR 0.37
60% RH 4.5 <0.5 98.8 0.24 0.15 <LOR 0.39
6 <0.5 100.7 |0.24 0.15 <LOR 0.39
40°C A3 . 95.4 0.60 0.14 <LOR 0.75
75% RH 4,5 <0.5 97.1 0.80 0.14 <LOR 0.94
6 <0.5 101.9 1.0 0.15 <LOR 1.2
[0298] %8
%A e CH)Y | A SEXME (minzs) | % RSD
A 0.l MHClpH 1.2 N/A N/A
i R £h 2% 11V pH 6.8 33:55 <0.1
25°C 1 60% |3 0.1 MHCl pH 1.2 N/A N/A
RH T iR £h 22 ph i pH 6.8 28:57 6.9
4.5 0.1 M HCI pH 1.2 N/A N/A
[0299] TR £h 2% PPl pH 6.8 26:39 7.5
6 0.1 M HCl pH 1.2 N/A N/A
T I £h 2% PP pH 6.8 31:48 8.8
40°C Ml 75% |3 0.1 M HCI pH 1.2 N/A N/A
RH MR h 22 M pH 6.8 25:24 7.8
4.5 0.1 M HCI pH 1.2 N/A N/A
T IR R 2 1P pH 6.8 25:53 7.5
6 0.1 MHClpH 1.2 N/A N/A
T R 3 2% i pH 6.8 27:57 6.2

(03001 4 5 4 45 A 4 U 5 A B W T I A, O L 7
6. SALIRIEIE IR . I FE TR 2K AEALPEGA F OB P AR 0
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