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The present invention relates to compositions comprising the compound niraparib, in particular certain

solid forms of niraparib.
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The present invention relates to compositions comprising the
compound niraparib, in particular certain solid forms of niraparib.
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(LIBLEE ~ ATEMH - MEBERGEDAvicel®) 5 BT - “/KEBEE
§5 0 BElE =85 - WEEESS  fOKILNE - IEE LN FERIEERY - R4S
M (FE40Di-Pac® (Amstar)) ; T §&E - ENEHAHER - KNEHEH
W& LTLEEME AT ES - RE M MR - MK (confectioner's sugar) 5 —7K
G LIS - “OKEWEEES - =/ KE IS - BB KRR EEE -
H#EBN O MIREMER  RIEES  TREE - S5t TR - &b &
MRS ~ B T R o IR B MR 2 e

[0030] WASCHFTA - flash " AXNE ) T EFE EAME | *iE
HISE B AT G < RIR BURAR ZTEAR T 2 — S H R R — ERR R i Bl
EHIHEH 2 HE o I - AR e 2 1 B84SR R IR (R &
JBCRES R E < BOK ~ EIRERIRE A - Bl - AREREA®RL TARE ) B
HE HE BRI E IR < DB/ B 2 1 AR R B EIE FI P &R < e A e B (B FE 40
AR R LBV E - flosE TER EARE ) BRI HEP; -
AR - JERRRN— ST/ T - THNE ) AR EARE ) (FRRH
AL HRFTRBHEEY A - [88 2 F8 - BE - — IR - FTEK
AR ~ FTA R IR < B B8 1 R Jie 5 B Bl < Hll i 2 1L -

[0031] fig&E " % 58 (enhance/enhancing) ; {45 Al 20 AE & JT FiL iH
e Z PR RUR 2T B FF IR ] - BB D B R <t BilE 2 3 4 2 A
ol N BRIEAR o AL - BRI S@A S g nCiie e <308 - irsg T i
58 RIEN INECE R BUA S R R ICHLHC 4 & (8 H < HA B R < 3
FAER TR BN [ T EAYAE ST - WA FATH - T HR-AE ) &
FEHI B Bt a R BIRY & DA S8 AT R4 T < 35— IR B ST AL
R E - BENEBERERE > ARANEARZ ERHIULNER - &
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EBORIA & B B RO AR ~ SoRil L ~ B 2 R RIRRR K B 85 2 SO HE R
Ja TR B AN . FIET -

[0032] flged "BXIE R, E455EH FRIEMEA Y - SRR - B
R REVEER - SEIECALLE - A AR R AR EE oY) P B — i
r2e e ~ ez A2 R AR EE i - 48 R U B B s — A iz — i DA
FIEHE R 2 o SN IR E R A I S E A

[0033) T"HEFEA], =t TR, BEfFEFEOU T2 e - A - —
K FLHE - BRELSS - BEERES - B85 - ELES - PURERAER - BKERN
Ko~ ATERE - AR ARERE - By - TEMIEEN - RN OKHERR - F
A - HEREE ~ (LELE ~ Bkl - BB RECE -

[0034] T RUBA, K "BVAE  RPIE - B BSHIFIYIE Z30E
R ZAEE Y o RO EVE B R E (B4 s BL - i AEBL 8 - | AL
#5 ~ JF a0~ R E SR - K EEOEYH S (CEYHEE U SR
HHi(Sterotex®)) ~ = IR B A BE K Ho i 8 Ko lie - BB GEDEn - £5 -
B~ $¥) - WEASEEEN - HOH - M - Stearowet® - HIfE - REHEEH - L
# >~ FAbsh - BREEE - WL R (B0 - PEG-4000) 80 H | AR £ 2 (5
Z0Carbowax™) ~ JHELHY - -+ _FeH A - AEEMEE # B0 A A
o~ BRE T S{ER (FEASyloid™ ~ Cab-O-Sil®) ~ JEify (5820 T KB )
AV SO~ REUE VR R -

[0035] {Effose " (848 ) BIE8Y) - WEMMASY - BFEAE
2 ANFR - fiTEE B R M RE ] AR fEH -

[0036] "JaHm LEAME ) =" HUE ) HEMRSEHEIR 2 BEHEY)
Hlo & - flish "B EANE ) BEWHIEN FASE - BHEEZ
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"THWE ) RENRTRERESURBUEENESMMBE S BEIFRRE 2
B o BRI 2 A %E R i 20E T TH Bty & BUA TR E B SR I 12
1 - JERRAR T AE ) T AE EANE ) TEEREL - ki
ZACEH ~ HE8E 2 ik ~ BE - —MiRME - FUARIRR - FTaBIRIR Z B E
F& R e ) B Rl 2 Flr < 218 - ARSI AT > BER E (b EYEEEE
V) 2 A% BT SRS R BRI~ I E B AR 2 E AR (5 15 ] g B UK
Do~ SR 2 GERE - HERE 2RSSR E R ME A 0 AR ok A SRR ~ REE
B HEFERREaYEcEl &) 2 & Bl 2 HH B -

[0037) WA HF TR » flgsE " &9 (treat/treating/treatment) | £
TGRS ~ TRV BT R B R (B0 0 B RE) ~ EAR 0 TRPTERSMER - B
= BCTRPHIE AR Z TEAE AU R A - 0 058 B0 AR (140 - BH 1E P2 9 B0 iR
LR EEERIFEURR - SIERIFEURIRZ IR - &ETREREURERS
IR - BOTEDT F R/ B0 FAZ IR R AR ZEAR) ©

[0038) WA HFH > "EEHSE, ~ "EE%, - "HMEE
stEtE, ~ THUEEH% ) KEBRHGEYE RS  HEVE HE
FrELVGH & V)2 dAE 23R L1100 -

[0039]) ASCHFTI 77 7A K AHEY Z HAL BIR - FrEU BB RE B 2L
TR ORISR - 2RI - MERAR > sEf I R EE D) 0 EERRE
EHaB - (R LB Z 74 -
fefirfe kEERPH

[0040] AZIHGRIRCAIME K L% E ol iz@ - —KE
R RE e i) 2 B R A A - HaiE B A AN B8R %  FRE
Z BRI - BRIHE BEA TR
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G

[0041] JEfum/E A& AT A « BT (ADP-#0f) % & i (PARP)
1R 2301 - JeAIHfE #n & B LAICs0=3.8 K22.1 nM ZPARP 1 K 2H[I] -
K adigmE S - HLAECs, =4 nMAIHIPARPEY: H LL10£ 100 nM&g
B N 2 CCso fill ] B 75 22 2 HE BRCA-1 & BRCA-2 Z EAIAE 2 IE (2 I
JonesZE A ° Journal Medicinal Chemistry, 2009, 52, 7170-7185) - ¥[J&E
BB RBEALEE Z AN WO02018/005818 o » Ho S LIS FHY /5
A HFAARS -

[0042] —/KEWHFEECHIME 2L K- H IR mEE2-{4-
[(3S)-UKME-3-F] 7R A }-2H-05|Me 7 - g K& P (1:1: 1) HH B A T AI{EE
G

[0043] JEHIMHJE 2 &5k 77 T 3 & CaeHaoN4OsS L H o7 T 8
510.61 g/mol - —/KEHEBMEMHERMEROCERAE - JERIE
6 E RS o BRI E AR E fEpKa 9.95 DL T (4pHIERIARY » H P4 HpH
i B 2KV A dE e m B L /0.7 mg/mLE 1.1 mg/mL e

[0044] ZFEEMME Z S ABRIER2017F4H24 HHF Z WO
2014/088983 + WO 2014/088984 - US 8,071,623 - US 8,436,185 ~ US

62/489,415 ; FJonesZ A > J. Med. Chem., 52:7170-7185, 2009 A7t >~
Mg HZXFHDSIFH AR EXHA - RBILEFE2E 2 BmE o
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PSR P i 4 & BB RS TP 2 2 B A o B0 - 2-{4-[(3S)-DkME-3-%]
Ak} -2H-5| -7 - R i 2 8 S LA AT B L& /K Z A I RS 2 B (14D > A1
BN R EF2FFTHL) o 2-{4-[(3S)-IRIE-3-F 17 Ak }-2H -5 -7 - R iz 2
& i LA A A ME/K R OF T B4R © 2-{4-[(3S)-IRME-3-F 155 A }-2H- 15| -7 -
HH B g < &8 S LI el AL IO 2R 00 T B &5 & LR B (B4 > 405 93 o By
) o

[0045] ASCAHEAE2-{4-[(3S)-MkME-3-Fk 7R Ak } - 2H- 15| M- 7 - B g fre
ZA-HEhER SR ERR I - Bl AT E A IEREE E Y
2-{4-[(3S)-URME-3- A& | 7= Bk } -2 H- 5| M4 -7 - B g B 2 4 - BH O s T B8 ) 68 s 5
AR -

[0046] ASCAHEAE2-{4-[(3S)-MRkME-3-Fk 1785k } -2 H-15| M- 7 - B g fre
LGSR AT o 2-{4-[(35)-URME-3- A 1 75k }-2H-N5 M- 7- B g e 7 & & T2
A- R R EE O B — K& - 2-{4-[(3S)-IRBE -3-F 155k } -2 H-05| -7 -
Al 2 G IERTE S DA Z o] B AlTEE © 2-{4-[(3S)-IRNE-3- 215
B }-2H-05|0E-7 - g e 2 T ~ 2-{4-[(3S)-IRME-3- B ) 755 }-2H- 15|14 -7 - HH
Bahe < &5 & —/KeP1i » —KeWHREBRCime &R - SHR1E
SR - [E 1 R (8 6t HE (R I8 Z R BIPEX - Sy KR ST B » [B288R2-{4-
[(3S)-DkME-3- 2175 }-2H-05| e -7- g figr 2 &8 & T8 2 Rl M it = &
ZAE o B 3RER2-{4-1(35)-URME-3-F& 5 A }-2H-105| M -7 - g i o & 7 12
L BIERL 2 OEEE o BABUR2-{4-[(3S)-0KNE-3-F] 45k } -2 H-15[1g-7 - H
i 2 &8 G 18 2 R P MEST A e sE [ » [ S BN 2-{4-[(3S)- IR BE-3-E 15
Bk }-2H-n5| -7 - FR R e 2 4 R TR O (91 R B RE VK 2 SR B B [

[0047] ASCAHEAE2-{4-[(3S)-MRkME-3-Fk 1785k } -2 H- 15| M- 7 - B g fre

=
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&I © 2-{4-[(3S)-URME-3- B 1A 5L ) -2H- 05| w7 - B g e 7 &8 TR Ry
4-HIEREPL B R IE-(LERET BK &Y - 2-{4-1(39)-IRBE-3- B 1% A ) -2H-
5| - 7 - EE g e > & TR JRFE Tl s A0 AT 2 B G HRAIT 58 ¢ 2-{4-[(3S)-TREE
-3- B ) -2H-0g k-7 FH g i 2 TR~ [EFULIHJE 2 45 S ITAY - 48 S ITAY B
1% -

[0048] ASCHHEAE2-{4-[(3S)-ORBE-3- BRI H AL ) -2H-15]mK-7- HH i fe
&GS TITHY o 2-{4-[(3S)-URNE-3- B 1305 } - 2H-15| M -7 - HH g e =~ &85 TTT Y
Fod-H IR EIEE H R KPR o B 6 R 7 H 2 fE I o= B 14 X- 5 48
REEFTER o BI2EIR2-{4-1(3S)-URBE-3-EL1H A ) -2H-15|mK-7- HH i e =~ 42
dm TR Z R G VR IR s 2= B BVE] - B 8 B R 2-{4-[(3S)-IRME-3- B ] 4 A ) -
2H-N5| -7 - HH il g 2 4 G S /K TTT Y 27 R 31 M B B8 /K 28 SR e B [ - 2-{4-
[(3S)-NRWE-3- B 158 AL ) -2H- 15 e -7 - i i 2 &85 G TTTRY JRFE TR EE 0 AT 2
"] HHAMTEE ¢ 2-{4-1(3S)-DRME-3- B 155 H } - 2 H-15| -7 - B g o 2 TITAY. ~ 2-
{4-[(3S)-WRNE-3- | 4 EL } - 2H-15| -7 - B g i > &85 & fRK LAY ~ R HL B JE
&8 ITAY ~ &5 ST ECIIIAY o B2 88 2- {4-[(39)-IkNE-3- AR A }-2H-
5 e -7 - g e > 4 S TR o (o M A e o 22 R AR

[0049] “ASCHATHE2-{4-[(3S)-ORBE-3- BRI H AL ) - 2H-15]mK-7- HH i fe
ZERPXTEAASEE  HEamARaR A S B EREEY <~ )1
EFZAFIMEE o fld0 0 2-{4-[(3S)-IRBE-3- £ 158 Ak } -2 H-15| e -7 - HH g
CEEBOE RS ERE - HEEZ T 0 2-{4-[(3S)-IkWE-3- B 174 A }-2H-
|- 7 - R R B 4 S TEL s BRI BUA fR MR E DUR A M L2 B E
M2 FE-RE T -

[0050] —(EERARE—TEHEY > HESGEE AT RII
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M —KERFEBCAME &R - S—g8iafiREZEaeY - H
T —KeaHFmEEhimc &R BEAEEE OB L RATR ZX-51 4%
M ARGEHE - Z—EOREZEEY) » Hdez2-{4-[(3S)-0RME-3-A 17K
B }-2H- g M -7 - BB B 2 &5 R TR A RR B IR 28 5 9.5+0.2 ~ 12.4£0.2 »
13.240.2 ~ 17.4+0.2 ~ 18.4+0.2 ~ 21.0+0.2 ~ 24.9+0.2 - 25.6+0.2 -
26.0£0.25226.9+0.2 Z20EHY 2 /D —EX-HNGEHE L H - S—E MR
ZEEY) - HFZ2-{4-[(3S)-IRWE-3- B4R A }-2H-Ng| e -7- B g i -~ &5
de IR R B 226 =24 902 2 X-5T 43 G BT B S 8 © 55— B i 2 it
ZEEY o HpZ e STV AL 29.5£0.2 526.0+0.2 2 2015 i .~ X-5f
GENERKN  S—EHAREEZESY  EPZERSTENGFELR
12.4+0.2 ~ 13.2+¢0.2 ~ 17.4%0.2 -~ 18.4+0.2 ~ 21.0+0.2 - 25.6+0.2 &
26.9+0.2 7 260fH R < X-HHREHNE K - S—EPIIREZEEY) - H
4t RIRIGE AC A B 12.440.2 ~ 13.240.2 ~ 17.4+0.2 ~ 18.4+0.2 -
21.0+0.2 ~ 25.6+0.2 F;26.9+0.2 72018~ /b —(AX-G 4 EHNE R 4 - 2
—EPIIREZEEY  HPEZERITHFTEAENZEH 124202 -
13.240.2 ~ 17.4+0.2 ~ 18.4+0.2 ~ 21.0+0.2 ~ 25.6+0.2 5, 26.9+0.2 7 20{H .~
Z/OWEX-FTRENERS - S—EH0REZEEY  HphZasR1a
B A A BE H 12.440.2 ~ 13.240.2 ~ 17.440.2 ~ 18.4+0.2 ~ 21.0+0.2 ~
25.6+0.2:26.9+0.2 72018 2 /D = (M X- G4 5T B S &8 - 55— E T fl R
tZzEEY  Hbz&dE ST FEAANZEE 12,4402 ~ 13.240.2 »
17.4+0.2 ~ 18.4+0.2 ~ 21.0+0.2 ~ 25.6+0.2 };26.9+0.2 7 20{H > & /) IU{A
X-HGENE K - Z—ERAIREEZESY  HFzESEIENFEE

PO RAIE 2 R R RS R A o BB PR A A S - K
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4 IR R BN EE R EB AR SR E o S—E PR
ez ey Hf gz SRS EENEE B4R 2 09N eed

- BFEHAREZEESY > HPhRESIANESENEE FUES+
T~ B BB K ZE R FT [ -

[0051] —(HEMOIEE—TEHEY  HEEEE LT &2-4-
[(3S)-DRWE-3- A7 AL }-2H-15| M- 7- FH g e > 4t o T ]2 2- { 4-[(3S)- IR BE - 3-
ELIZR AR ) -2H- 05| -7 B i 45 S TITRY 27 2- {4-[(3S)- IR E -3- BL 1 5 Ak ) -
2H-mg|mE-7- HH g R 2 45 T - —([AE PR —EH ey HEeEE
EAE2-{4-1(3S)-IRIE-3- B 17K Ak } - 2H-15| ME-7- B e 2 &5 T8 2 2-{4-
[(3S)-WRWE-3- B4 HE: }-2H-05| 8- 7 - B g P < & S TR« — {181 B e 91 2 4 —
fBEEY  HEEEE LA E2-{4-1(3S)-0RNE-3- B 44 }-2H- 05| -7 - H
i 2 &5 T 2 2-{4-[(3S)- DR IE -3- AL 1 8 AL ) -2 H- 15| e -7- B g e > &85 &y T
B Rz 2-{4-[(3S)- Dk ME -3- B 1 8 A } -2 H-M5| M -7 - g i 2 & G TITAY © i — 5
b B &5 & TTAY A Ry B L BE B 9.7+£0.3 ~ 12.8+0.3 ~ 17.9£0.3 -
19.7+0.3 5 21.8+0.3 2 265 2 /0 — @ X- 4T 4R B 59 [ L & - 7° — E HE
o IR B EE R E 9§t W PR 2 X- ST 400 RKEESTE -

[0052] —(HEMOIEE—TEHEY  HEEEE LT &2-4-
[(3S)-DRWE-3- A7 AL }-2H-15| M- 7- FH g e > 4t o T ]2 2- { 4-[(3S)- IR BE - 3-
BRI L ) -2H-15| -7 - HH g B 2 4 S TTHY 7 2- {4-[(39)- DR IE -3- AR 1 R A ) -
2H-Ig| -7 - FH B R 2 45 TR« —(EEE Gt —EH &) - HEEaEHE
EAE2-{4-1(3S)-IRIE-3- B 17K Ak } - 2H-15| ME-7- B e 2 &5 T8 2 2-{4-
[(3S)-WRWE-3- B 15 AL ) -2H- 15 ME -7 - B i i 2 &85 G TTT Y« — {8 B e 7] 42 it
GE SR > HAS A BEE 17.840.2 ~ 19.0£0.25722.8+0.2 7 208 >~ & /)

m
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—{EX-Ff R4 B ST - — (BB pIR A4S S I - HEFEE EaE9
Bt BT R 2 X- S 4 RST8] o — {8 8 i (5 $2 £ 2- {4-[(3S)- K IE -
3-F1FERL }-2H-05| K- 7 - W R 2 4 R » B EE FOET TR
X- B &Rk REEFTE - — (B8 F Mo 512 fE 2- {4-[(3S)-IRIE-3- B 1R A }-2H- 15
M7 - HH g e 2 &5 ST HURHEE N E S F A8 8 Fos 2 BhRE /K 2% Rk
b & - — (8 e PR 2-{4-[(3S)-IRME-3- B 4 A }-2H-n5 e -7 - B fig i 2
GEemIIA > HEEAENEER FUERF AR iwmiinE 28 E -

[0053] JEHIiH/C & B 2 (ADP-1Z ) % & g (PARP) 1 K 241
A - HOEEEMERRIRE RSN /N B RIS AL R A b 2 B A AL - PARPH|IH]
HECA B EKENZ(DSB) ~ ZEDNABERE ZEH - FrEARER
BEMERGSHMMBET - WA > FR B E T ADP- &% i E (L
(autoparlyation) Z Il < 455 » [ N EE K2R < PARP O {E M iE
M o

[0054) #5/RZEJULA™ R A 435 A B AR E B 5 2 3
MG B AR EAZONERE - WU EREEEMEERE 2 A BHE - &
ZEJULA™BZEE77100 mgEHC(E HEBBE —KEY) - HEER
AFEEBREKHMZ T100 mg , HEBITBEA G RKHR >
"Niraparib | 2% 0E - /EBHEEEE L ZEJULA™ Y B2HEIE BE H
— ROk =#r100 mgfEFE - HEF300 mg 2 FHEKIE -

[0055)] A HEH#E—TEOREEY)  HESChAHTCEHES -
a2 B o PN E AT 3% O RS E S R A EIRIE IR AR
(AR 2 20 BB % E4I60E B % 2 BHIHE ¢ K 58 F o] % 2 #
> Hrh iz B EME fix B EE b o]z 2 & B LE E 19 5 i

5 20 HEEHIEREIE)
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SEHERI T > B EEORAR B E o B0 o DR
[0057] Fr—SEHE T > ZCHE i/ K8 EE L2 28 - R
—EEAIT - LR LR B —KeHREEEAIEE -

[0056] Ht—i&

[0058] M—EEHEH T - Z—KEeEHEEKCHHEHREE LA
e IR R IR 7 &8 IR o S5—Ehaflie iz sl &) » P& —KaHZE
bEfEEALEE < &6 R B A EE EAE R 2 X-5 400 K G A [E -

[0059] Fr—EHEHIF - ZEEEHEYIEEEI50 mgE£ 4300 mg

Z—RKEWFEBECAMWE - R—EF5HA T+ - ZEEEaYEE850
mg £J300 mgZ EE'E FA S AR IR & BIRL 2 — /K& HERERL T
MHE - 5—E8HMREZEEY)  EFZ—/KeHEEkR T 268
I EAEE EOE L PRTR ZX-F R KRGS E -

[0060] fl40 > ZE#EHEESY I HEE100 mgELy200 mgZ—/KE
HERERE T IEE - Ol > 2B HEHEHSY T EE47125 mgE&J175 mgZ
—/KERHFEBEeamT -

[0061] BZFFECHIIHE —ZMEHD > BIECHME - fTdHaZ
FHTUEEAANERBRE 2 K2 - #1400 > 18265 K2 aYIET
AHBBEGE WA )T -

[0062] ZICHImME 2% btz ZBEANRMEEY T - Bl
0> EfmE ] B—KE HERER e ame -

[0063] #ZRECYI A A& — X EMmRER - Plal > sz fic) T elE
—7KE AL -

[0064] ZRECY) Al Bl & — B S MEEER - Pla > ZRECY) Al elaE
hif i R -
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[0065] AU Z RBtEiiEEHECcY) &2 100 mg/EaliHE (Fhr
s - 1.000 mg /T /EME /R iR H & 50 1.594 mg— /K& HIRRERL T
ALMEE) ~ 254.5 mg— /KEF M R AE BE 5 o FLJR Al R st B & T

B HER BB

[0066] FEBNASCHF A A RAEY) » ARG EMIGHE LA
VIgh IR ZERECY) o B0 > mI{E A R RATI 2 BUE A RE GV E
BEESH X - WRE=REBERE DA E 2 e flibfe LUE T F 4
R R—EBEHAIT - CHIMEUN TEFE  J20E30HED ~ LY45%
TOEE% ~ ZJA0LS50EER ~ HNA4SES5EE% ~ HS50260EE% ~ 4J55%
65EE% ~ {Y60RTOEER ~ LJOSETSEHED ~ LJT0LB0E E Ds(&y40%
60EE% - R—EEHAT > EAUHE/REE EASIE KA Z —/Ke
HEEERRCAHE 2SR - S—8REHRZEEY > K@ —KE
HERtERCiIHE <SR EFEE LB 13 PR ZX-5 808 K GE5
o

)
T

_Pl‘

El

sy

H* H*

[0067] PA—LLEHIF » AXRATMA S EFO T EAHEERE
FE D 1% E4]50% ~ 495% E 850% ~ 4910% 2 4950% ~ &915% & 43
50% ~ 4920% ZE4950% ~ £925% £ 4950% ~ £930% £ 4I50% ~ &935% B4
50% ~ £940% E4I50% K LI45% £ 4I50% » DR EY 2 BB - N —BF
WG - RHEE AEE RS R  —/K & HAEEEEALEE Z
G o BS—EHRAREZEGY  APZ —KSHFEEREHME 2
G B EE FAE R AR 2 XS R GETE

[0068] TA—LLE M+ » AXHATMA G EFO T EAHEERE
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FE 1% EE45% ~ 495% £ 4945% ~ £910% £ 4945% ~ &915% £ &Y
45% ~ 2J20% B 4J45% ~ HI25% E4I45% ~ LJ30% B LJ45% ~ XY35% £ 4
45% B EI40% £ &J45% » IS EY) 2 BEEET - N —HEHHIF > EAIME

REE LA RNIE 2 —KeHERERCAMHE ZEHRIE - B—8
fEplfREZE e - HhZ—KeHEEkciumccERIEAEFEE

FA0E 1 B HR ZX- B R K G ST E -

[0069] M—&EFHAIF - AXFHAE Y BTN T EAHER
B &1%E6J40% ~ 5% E£4540% ~ £710% ££740% ~ &J15% £ &
40% ~ &920% E&J40% ~ &I25% £ LJ40% ~ &J30% £ &J40% ~ KI35% E &Y
40% > DIsHGY) 2 HER - WS8R AI+T > BAmEsER L2
KA Z —/KREHFEEBEMNHE Z&RIE - B—EHEMEtZEE
V> Eez—KeHFEBelime 2 ERIEEAEE EOE1FHRZ
X-BY &R R EGEHTIE] -

[0070] M—E&FHAIF - AXFHAE Y BFO T EAHER
B HI1% E4Y35% ~ &5% E435% ~ £910% £ 4Y35% ~ &915% E 4

=

i

HEFI

35% ~ #920% E 4J35% ~ 4925% E4I35% K LI30% E4I35% » LI &Y~

EE o N EEA S BRAMEREE LA ST RITA Y —/KE& H
REEEAME 2 &R - S—gRoREZEEY - Lhz—KaH
FEEREHME 2 S RIBEFEE OB F AR X-SEnRKEFHE -

[0071]) W—2FHHIH  AHRESYEAN T E AT R
FE D &91% ~ 5% ~ 10% ~ 15% ~ 20% ~ 25% ~ 30% ~ 35% - 40% ~ 45% =,
50% > DUHEGY) 2 EEET - N EHE A o AT &Y BER
HEY HEFI0.16HEED L —/KEaHR R TAIMTER - t—L&
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Bhad o A h il Ea E A UZEEY C EETE3832EED L
—/KEHFEBECAHCRE - R—S8HM+ - AP e EA
DZHEeY s BEEFHNSTASERE Y 2 —/KEHAERKR EUHERE - 1t
—EEHA T > AP EY B A UZAEY ZEEETET76.64HE
% —/KaHEEBTCHHERE - RN—&Fke+ > Ciume/HEE L
A E A IR 2 — /K& AR CHEE 268 &1 - 55— 8 hfRZ 0t
ZHeY  Hig—KeWFEkecume &SI EAEE LaEl 4
AT X-5F i KGR E -

[0072) H—S&FHA T - AP HmaiAaY A AFO T el
= 41l mge5mg- 5 mgEl10 mg >~ 10 mg£20 mg ~ 20 mgE 25 mg ~ 25
mgZ£50 mg ~ 50 mg%£ 75 mg ~ 70 mgE 95 mg ~ 90 mgE 115 mg ~ 110 mg
£135 mg ~ 130 mg£ 155 mg ~ 150 mg£ 175 mg ~ 1702195 mg ~ 190
mg%E215 mg ~ 210 mg£235 mg ~ 230 mgZE 255 mg ~ 250 mgZ% 275 mg -
270 mg#£300 mg ~ 290 mg% 315 mg ~ 310 mg%£ 335 mg ~ 330 mgE 355
mg ~ 350 mg£375 mg ~ 370 mg £ 400 mg ~ 400 mg£ 450 mg ~ 450 mgE
500 mg ~ 500 mg%£550 mg ~ 550 mg£ 600 mg ~ 600 mg%£ 650 mg ~ 650
mgZ£700 mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~
850 mg£900 mg ~ 900 mg£950 mgz950 mg £ 1000 mg o FA— UL E i {31
T BHIEEA/EE EASITE R Y —/Ka HERER CHLHE 2 455
A H—ghREZEEY > Kb —KeHFEmiReiime 28]
MEFEE FOEF AR ZX-FT 8 KGR E o a0 - ASCHRriisl &
P BN —/KEHFEECAIMETE © &1 mg£ 41000 mg - #40
£J1 mg%5 mg ~ 5 mg£ 10 mg ~ 10 mgZE20 mg ~ 20 mgZ%E25 mg ~ 25 mg
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£50 mg ~ 50 mg£75 mg ~ 70 mg%£ 95 mg ~ 90 mgE 115 mg ~ 110 mg%
135 mg ~ 130 mg£ 155 mg ~ 150 mg£ 175 mg ~ 1702195 mg ~ 190 mg
£215 mg ~ 210 mgZ%E 235 mg ~ 230 mgE 255 mg ~ 250 mg £ 275 mg ~
270 mg#£300 mg ~ 290 mg% 315 mg ~ 310 mg%£ 335 mg ~ 330 mgE 355
mg ~ 350 mg£375 mg ~ 370 mg £ 400 mg ~ 400 mg£ 450 mg ~ 450 mgE
500 mg ~ 500 mg%£550 mg ~ 550 mg£ 600 mg ~ 600 mg%£ 650 mg ~ 650
mgZ£700 mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~
850 mg £ 900 mg ~ 900 mg%£ 950 mgz950 mg £ 1000 mg o

[0073] Pr—EFHEH G AP mAtddEEAN N EiiEE
= ' 4J1 mg-~5 mg-~10 mg- 20 mg - 25 mg ~ 35 mg ~ 50 mg ~ 75 mg -
100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mg%E275
mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450 mg ~
475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg ~ 800
mg ~ 850 mg ~ 900 mg ~ 950 mg= 1000 mg - Fr—EFHEHIF - JEHIH/E
REE BRI RINE Y —/KEHFEEE TS 2 & & 18 - 55—
HplH A EY)  Hifg —KeHE mEkochlime cS&IEEAEE
P 1 AR 2 XS R RSB o B0 o A ATt S Y E] B A0
T—KEHXEEEHLUHERZ * 91 mg ~ 5 mg -~ 10 mg ~ 20 mg ~ 25

mg ~ 35 mg ~ 50 mg ~ 75 mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200

W}

mg ~ 225 mg ~ 250 mg%£275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~
400 mg ~ 425 mg ~ 450 mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650
mg ~ 700 mg ~ 750 mg ~ 800 mg - 850 mg ~ 900 mg ~ 950 mgxl 1000

mg °

5 25 HEETIERBIE)

C212076PA docx

107110575 FH YR A0202 1073202205-0



1761476

[0074)] H—SFHA T - AP HmAAaY A AFO TN el
£ ' &J25 mg ~ €50 mg ~ €100 mg ~ €150 mg ~ €200 mg ~ &J250
mg ~ 49300 mg ~ 49350 mg ~ £9400 mg ~ £9450 mgE(%J500 mg - H40 -
AP AT EY T RO TN —/KeHEEETHIHE E © 825 mg ~ &Y
50 mg ~ £J100 mg ~ 49150 mg ~ 49200 mg ~ €250 mg ~ 4300 mg * &J
350 mg ~ 9400 mg ~ &J450 mg=i4y500 mg o P> —EEEFhE 0 o A0 P
MBEVHEFNT.T mgZ —/KEHFEBETAMHEE - i —SEH A
o AP B B E159.4 mg 2 —/KEHFERCAIHEE - Y
—SEFHE T o AP AT E YR H 1594 mg 2 — /K& H IR JE L
HEE > HfZEiimeESEY A SR RINE Z — /K& 5 K i e i
MHE 2 & I8 - R —EFHaf g - AP it 5 R 49159.4 mg”
—KeHFEEECHHEE Kbz —KeaHFEkcilimec A EAEE
FANEN TR Z X- G KR A &5 AT o R — S E R A o A
ATt &Y R HE318.8 mg 2 —/KEeHF i e R - iR —SE i d)
o AR B B E478.2 mg 2 —/KEHFERCAIHEE - Y
—EEHG T BHEREE A SR RN  — /K& BHRRER JEhL
MG 2 45 1A - S5S—FpREZEEY) » HbZ —KEeEH Kmiglca
MHfE < &S IE B A EE FAE 1 AR 2 X-3F 46 KRGS [E -

B [ I B2 Z R TR

[0075] W—E&EfEixT - AP FiErBEEEYEe —NFHE
&% bl ZWRIEE] - AR A e R B 80 5% 2 H By Z o 01 B 4%
ErgE2 2R EE(EARIOREE] - fE - R A REE -~ R
B~ AmREE] - R SEORE ~ B~ B E Kl (sorbent) ~ HEURHE] ~ B S

o i R

oy
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B~ FUALAED ~ EHEE - oA - RBER - BIFE - WM Al (adsorbent) ~ B
MLE ~ PHIEH - Rl - EEaB KRR EAES - Meh B EEY
MR RNEFERGEER - RABAETEY - BFLBURER - B2
fE RO IR DE A - PR HH A AR RS M ESERW - RADE - REH
TR ~ R O0E ~ WS - SEEER - B - e hE - RS
FAUHBETESE - KABGER - ROAHEEER - KNEHEER -
FEWHBAER ~ Hfn ~ FLME - B BREEsn - 2P MG - AR - 08D
i} (poloxamer) ~ KKK/ JE (polycarbophil) ~ E&HME - B L _F - BB
At - BFHENIERNS - R - AR - Rk - B - mHZEE -
PIH ~ FLE] &K (tocofersolan) ~ FoREHEKHA G - fIER < B ¥ HE
FON A ARSI 4 R (HPMO) ~ IR 2 BN A # 4 R (L-HPC) ~ ACHf & B
EBA N - ZBREE R ER - FLNE - AV BREESE - AR - ATk
(polacrilin potassium) ~ FEREHY ~ By s HAH & o FEIEFE| L & O EFE6ERE
B ~ WERERE = BEesy - T M0 - tEAEEESS - BEaEARRE T RS - 1R
fEERIE AE e oM bs -~ A EEEMERE: - BYH - (Rl - SR - 18D
LR KHERE - B - BEAREW - B0 - tEARREEE - F
HEL - iR s st AR & - WRER B0 EEE A - R - REESS -

ABEES ~ WRILES - WILES - WRILSS ~ MEER - JBREEER - FoRBG ~ &
TNE W Gt - RN - ZBEGE - BN EER - RIEERE
HRBE M EE - BAFHIMERS (isomalt) ~ - FURERE  FLBE - DRELEE -
SALEE - MG - R UEBER - MEEEE  Fauah  ZEHEAN
Wl lE ~ B W RN CEREER - BARE - IBLER - Bk - RERE - REAET
Bt B-ERASAE - =ERE RN - AR HAESG - N —EFEHF - ZE

‘lu“‘r
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g b A7 2 BRI B R FE P B B S 2R (HPMC) » R — S5 F i {51
B HE bR ZIRIE R R R E A SR N B d 4 2R (L-HPC) - R — L& B
o R EE LA ZBP R R AN o I — AT XA R 2
ZHIPE R—Ka 3 - R—EEH T > 8% E A7 Z B B Ry i
Refess - M—EEH AT - % E a2 2P B Ry — /K& L K b s

% #5

=

>
=

>R

EE

o

S

[0076] =& & o] ] H K} 20 M B B & & ((H A~ R 7)) bk B 55
(Barcroft™ -~ MagGran™ -~ Millicarb™ ~ Pharma- Carb™ -~ Precarb™ -
Sturcal™ -~ Vivapres Ca™) -~ &k B¢ ¢5 ( — jC # 7K ) (Emcompress
Anhydrous™ -~ Fujicalin™) ~ Bt fif & §5 - /K &% (Calstar™ -~ Di-
Cafos™ -~ Emcompress™) ~ fgifif = §5(Tri-Cafos™ ~ TRI- TAB™) - ffi fif
#5(Destab™ -~ Drierite™ ~ Snow White™ - Cal-Tab™ -~ Compactrol™) -
By iR @42 (Arbocel™ ~ Elcema™ - Sanacet™) ~ WAL FEE - 4
Q4R - TJBRGEIE(Di- Pac™) ~ fEKy - A1 ZEFE(Candex™ ~ Emdex™) ~
15 (Avedex™ - Caloreen™ -~ Primogran WT™) - 75 Jjg f# (Caridex™ -
Dextrofin™ - Tab fine D-IOO™) -~ EH ¥ (Fructofin™ - Krystar™) - 525
+ (Lion™ ~ Sim 90™) « ¥ jfH# fiZ (Finlac DC™ - Finlac MCX™) - ¥ fi
(Anhydrox™ -~ CapsulLac™ - Fast-Flo™ -~ FlowLac™ ~ GranuLac™ -
InhalLac™ -~ Lactochem™ - Lactohaie™ ~ Lactopress™ -~ Microfme™ -
Microtose™ -~ Pharmatose™ -~ Prisma Lac™ -~ Respitose™ -
SacheLac™ ~ SorboLac™ ~ Super-Tab™ -~ Tablettose™ -~ Wyndale™ -
Zeparox™) ~ —/KEFHE - ikl % - |ALEE(MagGran MO™) ~ ZRZE K k5

C*Dry MD™ - Lycatab DSH™ - Maldex™ ~ Maitagran™ -~ Maltrin™ -~
y
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Maltrin QD™ - Paselli MD 10 PH™ - Star-Dri™) - ZEZE f (Advantose
100™) ~ HE2fE (Mannogem™ -~ Pearlitol™) ~ fi & & 4fE &= (Avicel PH™ -
Celex™ -~ Celphere™ -~ Ceolus KG™ ~ Emcocel™ -~ Pharmacel™ -
Tabulose™ -~ Vivapur™) - = &y & ff (Litesse™) ~ ¥ H % & % (Dow
Corning Q7- 2243 LVA™ -+ Cow Coming Q7-2587™ - Sentry
Simethicone™) -~ & {2 $7 (Keltone™ -~ Protanal™) -~ & b #H
(Alberger™) ~ [[[FLfiE(Liponec 70-NC™ -~ Liponic 76-NCv ~ Meritol™ -
Neosorb™ ~ Sorbitol Instant™ - Sorbogem™) -~ J& ¥7 (Flufiex W™
Instant Pure-Cote™ - Melojei™ -~ Meritena Paygel 55™ -~ Perfectamyl
D6PH™ -~ Pure- Cote™ ~ Pure-Dent™ -~ Pure-Gel™ ~ Pure-Set™ -~ Purity
21™ ~ Purity 826™ - Tablet White™) ~ THMA{LHE ~ FEAE ~ B ME ROK
Rz > CHREY)
[0077) W—EFHHIF - R GEN—KEAMBRLUGYSEI0EE
% BFAE - FR—SEHH T - HAGEEO—KEAMHLULISER0EE D
ZEFAE - R—EEHAH P - EHEEO—KEAEBULSETOEER
ZEFAE - R—EEEAH P o EHEEEO—KEAE HRULSE60EER
ZEFAE - R—EEEA P o EHEEO—KEAEBULSES0EER
ZEFAE - R—EEHEAH P - EHEEO—KEAEBULSEI0EER
ZEFAE - R—EEHEAH P o EHEEEO—KEAE BULSEI0EER
g
g
g
g

W}

E%

E%

E%

E%

R - BB R GEA K& T R LA L125 E0 BB %
R - BB R GEA K S T R LA L125 E80 BB %
R - BB R GEA K S I B LS5 ET0E B %
R - BB R GEA K& T B LA L125 E 60 BB %
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<L EFAE
<L EFAE
<L EFAE
<L EFAE
<L EFAE
<L EFAE
<L EFAE

E%

B R EEN—KEF RS 2S50EE %
B R EEN— K E IR LAL25 R40EE %
B R EEN— K E ) (R LAL40 £ 90EE %
B R EEN— K E ) (R LAL40 £ 80EE %
B R (EEN— K EF ) RLALNI0 R T0EE %
B R (EEN— K E ) (R LAL40 R 60E E %
F et ER EE—KE AR GRULYII0ES0EED
< EFAL FHE I o EHRGEN— K EARBRUNI0EEL L &
FAL - N—EE A+ ERGEU—KEAMGRUY0EER L EF
£« N—EFZh G+ - EHAGEN—KE A HRIUALI60E E % 2 EFAL -
Pr—E gt - HREO—KEAMGUYT0EE % 2 BFAT - F—
g G+ - R GEN—KEF ) HUNIB0HEE D L EFAT -

[0078] M—®gHE+ » HEGEU—KEA HGUDOTERF
£ 1 4925 mgZE%J1000 mg ~ 4750 mgZE%J1000 mg + 47100 mgZE £J1000

/7

|
|5

ooomd oom o ool ook oo o

S‘*
W
%

W W W W W
& % % % %

F‘*
W
Crl’

1§

mg ~ 4150 mg £ 471000 mg ~ £9200 mg £4J1000 mg -~ €250 mg £ %y
1000 mg ~ 49300 mg £ 4J1000 mg ~ €350 mg£ 471000 mg ~ 49400 mgE
71000 mg ~ 49450 mg £ 291000 mgz4y500 mg £4J1000 mg  F40 » tH
BHEEWO— /K& FAE) T LA T E A © 925 mgZE4y1000 mg ~ £50 mgH
91000 mg ~ £9100 mg £ %1000 mg ~ 29150 mg £ 41000 mg ~ 2200 mg
471000 mg - 49250 mgZE 471000 mg - 27300 mgZE 71000 mg « 49350
mg £ %1000 mg ~ 29400 mg £ 491000 mg ~ £9450 mg £ 271000 mgal %y
500 mgZ 491000 mg

[0079) W—EEHEH S - EHAGEO—KEA)BLUOTEF
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£ 1 4925 mgE4y50 mg ~ 4950 mgZE 4100 mg ~ 49100 mgZE4J150 mg -
#9150 mg £ 49200 mg ~ 29200 mgE£ %9250 mg ~ 49250 mg £ 4J300 mg -
£J300 mg £ %y350 mg ~ 4y350 mgF 4y400 mg ~ £y400 mg £ ZJ450 mg -
€450 mg £4y500 mgE(&y500 mg £ Y550 mg - Fl40 > HEHEEW—KE
FUMED) O] DLAD T EFAE © €925 mg £ 450 mg ~ 4950 mg£47100 mg ~ &
100 mg £ %7150 mg ~ 29150 mgE4J200 mg ~ 49200 mg £ 4J250 mg ~ &Y
250 mg £ 49300 mg ~ 49300 mg£%J350 mg ~ 29350 mgE£ %7400 mg ~ &
400 mg £ 4450 mg ~ 49450 mg £ £J500 mgsZJ500 mg L 4J550 mg -

[0080)] W—EEFHEH S - HAGEO—KEAM)BLUOTEF
£ 4915 mg ~ €925 mg ~ 2950 mg ~ €100 mg ~ 29150 mg ~ 29200 mg -
#9250 mg ~ £9300 mg ~ 29350 mg ~ 29400 mg ~ 49450 mgE;4y500 mg °
Ban - EREEO—KEFAM) T LM N EFAE © 915 mg ~ €25 mg ~ &
50 mg ~ £€9100 mg ~ £9150 mg ~ 2200 mg ~ 2250 mg ~ 29300 mg ~ &y
350 mg ~ £J400 mg ~ €y450 mgE(&y500 mg o X —ELEHEHI T - HEH(FE
WM—7KEHMHRLLL334.2 mg 2 BFAE - R—LEHHIF - HEGEWN—
KE A RLIL254.5 mgZ BFMA - R—EEHAHIT - HHEO—Ke
M HRLLIY174.8 meg 2 BEFAE - P —EFROIF - HEGEEO—KEA
PR LLE95.1 mgZ BFAF - —EF A4 - HAGEU—KEA %
LL&915.4 mg Z BFAE

[0081]) & f& u] HI HY A8 8 A &L #& (B A IR §°) % B% (Protacid™ -
Satialgine H8T™) - B fif = 45 (TRI-TAB™) - ¥ B £ 4 4 2 45 (ECG
505T™) H A & 48 & #9 (Akucell™ ~ Finnfix™ - Nymcel Tylose

%
CB™) - fREE & (LW (Aerosil™ ~ Cab-O-Sil™ + Wacker HDK™) + 37 Fs#
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#% B B 4 4t &= #9 (Ac-Di-Sol™ ~ Pharmacel XL™ - Primellose™ -
Solutab™ ~ Vivasol™) ~ ZF B 8% 7 4% LIS BE i (Collison CL™ ~ Collison
CL-M™ - Polyplasdone XL™) ~ 2% J& fi5 #f§ - JI\ M B& (Meyprodor™ -
Meyprofm™ -~ Meyproguar™) ~ & HY {0 2 $E P9 B Al 4 R~ &0 BE 8% 8
(Magnabite™ - Neusilin™ - Pharmsorb™ - Veegum™) - H E 4 4 &
(Methocel™ ~ Metolose™) ~ ff &% & 4fE Z (Avicel PH™ ~ Ceoius KG™ -
Emcoel™ - Ethispheres™ -~ Fibrocel™ - Pharmacel™ - Vivapur™) - 2%
W U 0% 0E Fd (Collison™ -~ Plasdone™) -~ 5% & #4 (Kelcosol™ -
Ketone™ -~ Protanal™) ~ 2 FE [ B 7 89 ~ ¢ £ 72 #K §F (Amberlite
IRP88T™) - &y {L ¥ /% 4 4 2 (ProSotv™) ~ & # (Aytex P™ -~ Fluftex
W™ - Melojel™ -~ Meritena™ -~ Paygel 55™ - Perfectamyl D6PH™ -
Pure-Bind™ -~ Pure-Cote™ -~ Pure- Dent™ ~ Purity 21™ - Purity 826™ -
Tablet White™) &L FE M (LB #7(Lycatab PGS™ ~ Merigel™ - National 78-
1551™ ~ Pharma-Gel™ - Prejel™ -~ Sepistab ST 200™ - Spress
B820™ - Starch 1500 G™ -~ Tablitz™ - Unipure LD™)E(E R &%) - 1Y
— G A - BRI ABE A EGUNOEIOEER 2 EMEH - N—HF
Fa e+ - ARAEEIGR A0 N EFAE  £90.1 mg#0.5 mg ~ 0.5 mg£1 mg ~ 1
mgE2 mg 2 mgE2.5 mg 2.5 mge5 mg-5 mge7.5 mg- 7 mgE9.5
mg -9 mgEll.5mg- 11 mg£l13.5mg - 13 mge15.5mg -~ 15 mg£17.5
mg ~ 172195 mg ~ 19 mg%£21.5 mg ~ 21 mg£23.5 mg ~ 23 mgE25.5
mg ~ 25 mgE27.5 mg ~ 27 mg%£30 mg ~ 29 mg%31.5 mg ~ 31 mg%E33.5
mg ~ 33 mg%£35.5 mg ~ 35 mg£37.5 mg ~ 37 mgE40 mg ~ 40 mgE 45

mg ~ 45 mg%£ 50 mg ~ 50 mg% 55 mg ~ 55 mg£ 60 mg ~ 60 mgE 65 mg -
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65 mg£70 mg ~ 70 mgE£75 mg ~ 75 mg%£ 80 mg ~ 80 mgE 85 mg ~ 85
mg %90 mg » 90 mgE95 mg=95 mgE 100 mg » > —EEHEHIT - AHEE
BALIM T EFME 4901 mg~05mg-1mg-2mg-~2.5mg 5mg-7
mg- 9 mg-11 mg-~13mg-~15mg-~17 mg~ 19 mg 21 mg -~ 23 mg »
25 mg ~ 27.5 mg ~ 30 mg ~ 31.5 mg ~ 33.5 mg ~ 35.5 mg ~ 37.5 mg ~ 40
mg ~ 45 mg ~ 50 mg ~ 55 mg ~ 60 mg ~ 65 mg ~ 70 mg ~ 75 mg ~ 80 mg -
85 mg ~ 90 mg ~ 95 mgE;100 mg °

[0082] & fdn] A YR /8 B0 B F5 (B PR 72 ) 8% B B% £5 (Hy Qual ™)
B 5 A5 % O i BS (Imwitor™ 191 5 900 - Kessco GMS5™ 450 & 600 -
Myvaplex 600P™ -~ Myvatex™ - Rita GMS™ . Stepan GMS™ -
Tegin™ ~ Tegin™ 503 Kz 515 ~ Tegin 4100™ ~ Tegin M™ -~ Unimate
GMS™) « — 4 et HES(Compritol 888 ATO™) - FEMEREHE A5 EE T i B
(Precirol ATO 5™) - b B i )i (Castorwax MP 80™ - Croduret™ -
Cutina HR™ - Fancol™ - Simulsol 1293™) - K (L E % H 1 &
(Sterotex™ ~ Dynasan P60™ - Hydrocote™ ~ Lipovol HS-K™ - Sterotex
HMT™) ~ FfE b B 8% - WE RS B2 8% - 9 =% T I B5 (Captex 300™ »
Labrafac CC™ ~ Miglyol 810™ - Neobee M5™ - Nesatol™ ~ Waglinol
3/9280™) ~ % VR (Pluronic™ ~ Synperonic™) ~ B 7, " fig(Carbowax
Sentry™ ~ Lipo™ -~ Lipoxol™ -~ Lutrol E™ - Pluriol E™) - 7 H [i%
(Antimol™) ~ F (L8R - HIEEW EHN(Elfan 240™ -~ Texapon KI 2P™) -
b RS R = FE B8 81 (Pruv™) ~ i f5 8 (Hystrene™ ~ industrene™ -~ Kortacid
1895™ - Pristerene™) ~ & ‘& (Altaic™ -~ Luzenac™ -~ Luzenac

Pharma™ - Magsil Osmanthus™ -~ Magsil Star™ - Superiore™) ~ i fEhH

% 33 HEWHRE)
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H& B2 5 (Surfhope SE Pharma D-1803 F™) k5 A5 §z # (Hy Qual ™) B¢ HUR
e - BEEER ZE P (B R BEAEEE#: - BEAREZES - B AR ER
5 > WEREEE ~ JF A S RHHEE B RIIETEEY -~ H
fEAR B BN - AAEAbBE % - HBESN - WEERR = S EEsN - DL-5 g - BB
B S EHY R AN TE I flr o BT R HAt R R o B — S E R T o A
Ryt AE g £ -

(0083 W—EE MBI & - HIEH (GEARE A5 BL 82 (R LL&U0. 1 25 &
BE% L EFAL - R—EEHAT - BIEH (GE AR #5) R LL&Y0. 1 22 8F
B% BT - R—EEHAT - BIEH (GEOE AR #) AR LI&Y0. 1 £ 15E
B % L BFAE - BR—SEFHEAIT - EFE GEAEAE I $5) % LL&Y0.1£0.75
LB i B o R AR (5 A0 B B B ) (5 DL&YO0. 1 £S5
BeR > R (GE AR AE B 85 ) (5 PL&Y0.2 &5
Bef - JE VSR (G R AE B 85 (5 PL&Y0.2 22
EEPZEFAL - N—EFEH T - E/EE GEOEE AR #0) (% LL&Y0.2 £ 1
EEDPZEFAL - R—EEEA T > EE R GEOEE AR #8) A LI&y0.2 2
0.75EE R L EBFAE - R—EEHH T - BEIFE (GEOREiEHL#4) % 2L1490.3
EEPZEFML - N—EERAT - EEE GEUERER #) A LIG0.4EE
P L BAFAL - N—EEHH T - BIEE GEOEAREE #) A0 SEE R 2
BEFMA - R—EEHA T - HERGEOEE R #2) % LIKV0.6 EE % 2 B fF
o BR—EE R AT - B R GEAEE B £5) (R LLJ0.TE & % L EF/E
R—EEHA T - BEEREUO N EFAE - £90.01 mgZ0.05 mg ~ 0.05

B RIFE - L
HE L BT 5k
HE L BT 5k

E%

|5

&
L Eﬁ} Eﬁ} )
S

|5
%

|5
L

mgZ%£0.1 mg ~ 0.1 mg%£0.2 mg ~ 0.2 mg£0.25 mg ~ 0.25 mg%£0.5 mg ~

0.5 mg£0.75 mg ~ 0.7 mg%£0.95 mg ~ 0.9 mg£1.15 mg ~ 1.1 mg%1.35
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mg >~ 1.3 mge£l.5 mg- 15 mg£1.75 mg ~ 1.75£1.95 mg ~ 1.9 mg%E
2.15 mg ~ 2.1 mg%2.35 mg ~ 2.3 mg£2.55 mg ~ 2.5 mgE2.75 mg ~ 2.7
mg%£3.0 mg ~ 2.9 mg%3.15 mg ~ 3.1 mg£3.35 mg ~ 3.3 mgE3.5 mg ~
3.5 mg#£3.75 mg ~ 3.7 mg% 4.0 mg ~ 4.0 mgE4.5 mg ~ 4.5 mgE5.0
mg ~ 5.0 mg%£5.5 mg -~ 5.5 mg£6.0 mg -~ 6.0 mgE6.5 mg- 6.5 mgx7.0
mg ~ 7.0 mg%£7.5 mg ~ 7.5 mg£8.0 mg ~ 8.0 mgE8.5 mg ~ 8.5 mgE9.0
mg > 9.0 mg%9.5 mg=9.5 mgE10.0 mg » X —ETHEHIF - FEIEE R L
W TFEHFEE : £0.01 mg -~ 0.05 mg ~ 0.1 mg ~ 0.2 mg ~ 0.25 mg ~ 0.5
mg~0.7mg~ ~09mg-~1.1mg-~13 mg-~15mg-1.7 mg-1.9 mg -~ 2.
mg ~ 2.3 mg ~ 2.5 mg -~ 2.75 mg ~ 3.0 mg ~ 3.1 mg 3.3 mg- 3.5 mg-
3.7mg~40mg-~45mg-50mg-55mg-60mg-6.5mg-7.0 mg-
7.5mg ~8.0mg -~ 85mg-~9.0mg-9.5mgs;10.0 mg -

[0084] & & u] A /Y Bh Jw B & & ((H A R i) Bk B2 = §5 (TRI-
=
B (Aerosil™ ~ Cab-O-Sil M-5P™ « Wacker HDK™) «~ W 545 « =W 8

)

TAB™) -« By & £5 ~ ¥k @ 4 £ (Sanacel™ - Solka- Floe™) ~ fBfe

&~ By (Melojel™ ~ Meritena™ ~ Paygel 55™  Perfectamyl D6PH™ -
Pure-Bind™ -+ Pure-Cote™ -~ Pure-Dent™ -~ Pure-Gel™ - Pure-Set™ -
Purity 21™ -+ Purity 826™ - Tablet White™) & & ‘&= (Luzenac
Pharma™ - Magsil Osmanthus™ - Magsil Star™ - Superiore™) s E R &
V) o IR—EFHAF - PIRBEE BN ARULY0RISEER ZEHEM - 1°
—EER I o ARG T EFAL ¢ £90.1 mg£0.5 mg ~ 0.5 mgE1
mg -1 mg%2 mg -2 mg% 2.5 mg- 2.5 mgeLS5 mg- 5 mgL7.5 mg -7

mg%£9.5 mg -9 mgell.5 mg- 11 mge13.5 mg- 13 mg£15.5 mg~ 15
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mgE17.5 mg ~ 17£19.5 mg ~ 19 mg£21.5 mg ~ 21 mg%£23.5 mg ~ 23
mg£25.5 mg ~ 25 mg&£27.5 mg ~ 27 mg£30 mg ~ 29 mg£31.5 mg ~ 31
mg#33.5 mg ~ 33 mg£35.5 mg ~ 35 mg£37.5 mg ~ 37 mgE40 mg ~ 40
mg%£45 mg ~ 45 mg%£ 50 mg ~ 50 mg%E 55 mg ~ 55 mg£ 60 mg ~ 60 mgE
65 mg ~ 65 mg£70 mg ~ 70 mgE75 mg ~ 75 mg%E 80 mg ~ 80 mg £ 85
mg ~ 85 mg%E 90 mg ~ 90 mg £ 95 mgi(95 mgE 100 mg - FA>—LEEF i
F o BB GO T EFEL C £90.1 mg ~ 0.5 mg -~ 1 mg -~ 2 mg -~ 2.5
mg->5mg-~7mg 9 mg- 11 mg- 13 mg-~15mg~17 mg~ 19 mg -~ 21
mg ~ 23 mg ~ 25 mg ~ 27.5 mg ~ 30 mg ~ 31.5 mg ~ 33.5 mg ~ 35.5 mg ~
37.5 mg ~ 40 mg ~ 45 mg ~ 50 mg ~ 55 mg ~ 60 mg ~ 65 mg ~ 70 mg ~ 75
mg ~ 80 mg ~ 85 mg ~ 90 mg ~ 95 mgE;100 mg -

[0085]) B2 o[z 2 Fm S M Bl EL#E (B A PR FY) 8 F 7L B 22 5
A7 IR 2R UM A R R EUE YRR 5 o R EE M A A AR
B T2 R VA B e 7k U M R R M SR EE MR 2 — B
o SN HRREVEME S EA TR A EEEM B - TR LIERR K
(LFLRE AR < B Re s ~ B ARG TS - BEAREBE TS - BEhE AR BR e o 5 — Tl
Fig ~ R AchE B IR ML # (DOSS) ~ UNBkAs ~ WEASET - IRRE RS - IR
g - MALIHENCH - RGBT HEE - 08 bW EE ] HAth 5]
E FEE 2 I TR EE A (SEPITRAP® 80E(SEPITRAP® 4000) K
WREY - R—Sghe+ - REEMEE BRI EER &
(EF - N—EER A - REVEMERI GO T EFEE © €90.1 mgE0.5
mg~ 0.5 mg£l mg- -1 mge2 mg- 2 mge2.5 mg- 2.5 mge5 mg -5

mgE£7.5mg -7 mgE9.5mg -9 mgEll.5mg- 11 mg£13.5 mg ~ 13 mg
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£155 mg ~ 15 mgE£17.5 mg ~ 17£19.5 mg ~ 19 mg%£21.5 mg ~ 21 mg
£23.5mg ~ 23 mgE25.5 mg ~ 25 mgE27.5 mg ~ 27 mg%£30 mg ~ 29 mg
£31.5 mg ~ 31 mg#£33.5 mg ~ 33 mg%£35.5 mg ~ 35 mg£37.5 mg ~ 37
mg£40 mg ~ 40 mg%E 45 mg ~ 45 mg%£ 50 mg ~ 50 mg%E 55 mg ~ 55 mgE
60 mg ~ 60 mgE 65 mg ~ 65 mg£70 mg ~ 70 mgE 75 mg ~ 75 mg £ 80
mg ~ 80 mgZ£ 85 mg ~ 85 mgE 90 mg ~ 90 mg £ 95 mgi(95 mgE 100
mg o P —EFEH F o REEMR GO T EFL  £90.1 mg ~ 0.5
mg-1lmg-2mg-~25mg~5Smg-~7mg*>9 mg-11 mg-13 mg -~ 15
mg >~ 17 mg ~ 19 mg ~ 21 mg ~ 23 mg ~ 25 mg ~ 27.5 mg ~ 30 mg ~ 31.5
mg ~ 33.5 mg ~ 35.5 mg ~ 37.5 mg ~ 40 mg ~ 45 mg ~ 50 mg ~ 55 mg ~ 60
mg ~ 65 mg ~ 70 mg ~ 75 mg ~ 80 mg ~ 85 mg ~ 90 mg -~ 95 mgE; 100
mg e

BEM

[0086] Fr—EFw (| F » A F iR EBedaiReEzs /)
&) 130K~ 60K ~ 90K ~ 6ffl H ~ 14 ~ 18 H ~ 24 ~ 34 ~ 4454 »
Bisa
ZEMEEEYI R RIRE - Bl - FE S RORAE E A (HPLC)Fr &I -
BB o AR T B A YR I80% 5 100% (D > 4
90% £ 100% =95 £100%) Z JE AL HE B H B 88 Fml 3z 2 B (f40 » —oK
EHFRERChME) B EZE 2 /D& 30~ 60~ 90 ~ 180 ~ 360 ~ 5405(720
Koo il o BiBI0KR - HE[FEHHPLCEM - W— S EHH S > &9 ¢
80% ~ 85% ~ 90% ~ 95%E¢100% (FI4 » &95%) < — /K& H Kl TS ir g
& mIAREEIORNER -

o

ZEAH & 280% £100% (BEX14Y @ 80% ~ 90% ~ 95%E(100%)
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[0087] Fr—SEEHaGIo » A Al 2 B8 2 S B W) 4+ 8 7 R 14 (B
W0 Z20m) NRRR RN —F R AL e YIEREGRRE () - D
R30%[ERE ~ DIN25%EME ~ DH20%[FAF ~ D15 PIERE ~ D 10%[F
i~ D8RR ~ VIS PlEEE ~ D3Nl ~ V2% [E EE DY S %ol
) 201K~ B2OK2R - BOGB3R - 204K BOLSK S ED
&oK ~ 2/OIHE - B2 - £/0W3E - £G4 - £2/0ESHE
£/D0&y6 ~ £/~ B8 ~ BAWBMA ~ £20Y4EA - 2D
Q5EH -~ 206 H ~ 2 0O7THEH ~ 2/0&8EH - £2/0AIEAH - £
D& H ~ Z2OGTHER ~ 20912 H ~ £/0&24{H H (2 /04536
(EH o BR—SEHEB T - Ao A 58 B YRR S IR 22 /D 49 18 2 B ] B2
ZALEVIREREFRRE - R—ESFH AT - A Fr s EC YRR i R £ /D
EH Z R B Z AL eI RIRE  IN—EF A5 > A0 ATl
FCVIRA B RN 22/ 0 &Y3 (il A Z S R 2 b e VI ARIEE - IR — A
o AR R A ER B9 R S R 22 /D &y 6 H 2 I B AL & VIR ER (R 1R
E o RS EE AT o AT R Al s ECY) B 5 FERS £ /D9 E H Z B fE EZ
ZALEVIREREFRRE - R—ESFH AT - A Fr s EC YRR i R £ /D
12{8 H 2B EE 2 b aPlE AR E

[0088) FIRRPAHAEIIZE ZALMRAE TERER 22 FFREELZ
FHEEHPB S RiE o 7 > 40 - S. T. Colgan ~ T. J. Watson ~ R. D.
Whipple ~ R. Nosal ~ J. V. Beaman ~ D. De Antonis, ' The Application
of Science and Risk Based Concepts to Drug Substance Stability
Strategies ; J. Pharm. Innov. 7:205-2013 (2012) ; Waterman KC -

Carella AJ ~ Gumkowski MJZ A > Improved protocol and data analysis
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for accelerated shelf-life estimation of solid dosage forms. Pharm Res
2007; 24(4):780-90 : K S. T. Colgan » R. J. Timpano - D. Diaz ~ M.
Roberts - R. Weaver + K. Ryan - K. Fields  G. Scrivens,
" Opportunities for Lean Stability Strategies ; J. Pharm. Innov. 9:259-
271 (2014) -

EE

[0089]) W—iEE M+ - B 5240 &Y &K SO Kl [ A2 O IR B8 &
Ao EEORE SR EE BRI SR - BE - R - FAf K EEE -
B0 - 3% S8 O AR B S/ A o] BB -

[0090]) PA—LEEHE I - & b & A A A BHE RS 1& Bl 2 e AL fHE 2
AR EAMEGRRG mgE{1000 mg Z#HENWN - R—EFEH T - Zc
AIHEB—KEaR XTI - EAEE E A SR LIITA Z 45 51
o B—EhPIREZEEY) » Hpbz —/KERFEECHIETE 2 & 51
HMBEHEE FOE PR X-HE M RKERNE - —SEhwme$ - &
[ B2 5 Y S AR & B~ JEALIHIE 2 )8 E AN E AN 450 mg 249300 mg
ZEIEN - P E RIS o &b E RSB A S E AR I L 2 B HH T 2 A
FABMEHNES0 mgELY300 mg 2 #HEN > HPZEHHE F—KEH
R ChIHG - HAEE B AS A RN 2 &5 S 18 - 55— (142
HZE Y HEEsEHFEE FUBE 1R X-HEh KREHNE 2 —K
e REEEINHE &SI ENHE - R—S%gfl+ > EfuHE
ALY 2 E AR DI4Y50 mg 249100 me 2 EREFEEL o JA— B i $
FEHIHE R ECY) 2 B A E 21 LL4Y 100 mg £4J300 mg 2 R B - fl40 -
K E R RS EEREE . — KaF RS RI8EER Fra
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HIA IR 2088 FARE S R ¢ €91 mgeS5 mg ~ 5 mg£10 mg ~ 10
mg%£20 mg ~ 20 mg% 25 mg ~ 35 mg%£ 50 mg ~ 50 mg£ 75 mg ~ 70 mgE
95 mg ~ 90 mgZ£ 115 mg ~ 110 mgZ£ 135 mg ~ 130 mg%£ 155 mg ~ 150 mg
£175 mg ~ 1702195 mg ~ 190 mgZ% 215 mg ~ 210 mg £ 235 mg ~ 230
mgZ£255 mg ~ 250 mgE275 mg ~ 270 mg £ 300 mg ~ 290 mg% 315 mg ~
310 mg#335 mg ~ 330 mg%£ 355 mg ~ 350 mg%£ 375 mg ~ 370 mgE400
mg ~ 400 mgZ%£450 mg ~ 450 mgZ%£ 500 mg ~ 500 mg£ 550 mg ~ 550 mg%
600 mg ~ 600 mg%£ 650 mg ~ 650 mg£700 mg ~ 700 mg%£ 750 mg ~ 750
mg £ 800 mg ~ 800 mgE 850 mg ~ 850 mg £ 900 mg ~ 900 mg % 950 mgzk
950 mg £ 1000 mg - Hia - & i & Ao B A1 88 1% Bl 2 — /K & R T
MMHE 268 EANE T B mgE 471000 mg > F140 > &91 mgES
mg ~ 5 mg%£ 10 mg ~ 10 mg%20 mg ~ 20 mg% 25 mg ~ 35 mg%E 50 mg -
50 mg#£75 mg ~ 70 mgZ%£95 mg ~ 90 mg£ 115 mg ~ 110 mg£ 135 mg -
130 mg £ 155 mg ~ 150 mg#£ 175 mg ~ 170£ 195 mg ~ 190 mg £ 215
mg ~ 210 mg%E235 mg ~ 230 mgE 255 mg ~ 250 mgE 275 mg ~ 270 mgE
300 mg ~ 290 mg%£315 mg ~ 310 mg£335 mg ~ 330 mg%355 mg ~ 350
mgZ%£375 mg ~ 370 mg£400 mg ~ 400 mgE£ 450 mg ~ 450 mg%£ 500 mg ~
500 mg%550 mg ~ 550 mg%£ 600 mg ~ 600 mgE 650 mg ~ 650 mgE700
mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg£ 850 mg ~ 850 mgE
900 mg ~ 900 mg £950 mgr(950 mgE 1000 mg » jA—LLREFE H » O] —K
— X~ WREC =R (b.i.d) & B E RS AR A -

[0091] 4 - &% iy [ 5% B 24 ¥ {6 AS 1% B 2 e f iR e 2 )8 3 E AR
=0 A%l mge5 mg ~ 5 mge 10 mg ~ 10 mg% 20 mg ~ 20 mgE 25 mg -
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25 mg£50 mg ~ 50 mg%£ 75 mg ~ 70 mg£95 mg ~ 90 mg& 115 mg ~ 110
mgZ#£ 135 mg ~ 130 mg£ 155 mg ~ 150 mg£ 175 mg ~ 1702195 mg ~ 190
mg%E215 mg ~ 210 mg£235 mg ~ 230 mgZE 255 mg ~ 250 mgZ% 275 mg -
270 mg#£300 mg ~ 290 mg% 315 mg ~ 310 mg%£ 335 mg ~ 330 mgE 355
mg ~ 350 mg£375 mg ~ 370 mg £ 400 mg ~ 400 mg£ 450 mg ~ 450 mgE
500 mg ~ 500 mg%£550 mg ~ 550 mg£ 600 mg ~ 600 mg%£ 650 mg ~ 650
mgZ£700 mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~
850 mg£900 mg ~ 900 mg£950 mgi 950 mgE 1000 mg - {40 » &% &
Ae BB HHE RS 1 Bl — K EH R CHIHTE 2 8% EARME T /Y1
mg%ES5S mg >~ 5 mgE10 mg ~ 10 mg% 20 mg ~ 20 mg%E 25 mg ~ 25 mgE50
mg ~ 50 mgZ%£75 mg ~ 70 mg£95 mg - 90 mgE 115 mg ~ 110 mg% 135
mg ~ 130 mgZ£ 155 mg ~ 150 mg%£ 175 mg ~ 1702195 mg ~ 190 mgE215
mg ~ 210 mg%E235 mg ~ 230 mgE 255 mg ~ 250 mgE 275 mg ~ 270 mgE
300 mg ~ 290 mg%£315 mg ~ 310 mg£335 mg ~ 330 mg%355 mg ~ 350
mgZ%£375 mg ~ 370 mg£400 mg ~ 400 mgE£ 450 mg ~ 450 mg%£ 500 mg ~
500 mg%550 mg ~ 550 mg%£ 600 mg ~ 600 mgE 650 mg ~ 650 mgE700
mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg£ 850 mg ~ 850 mgE
900 mg ~ 900 mg £950 mgs(950 mg% 1000 mg - A —LEFHFHIT - %S
AIHE /REE BT RINE Z —/K& H R B T ALH T 2 45 & TR
H—EBhPIREZEEY Kbz —KaHFEmKkechiEe &S8R
BEH FWE 1 F R X-H&n REGEFE - it—EEiEd - if—XK—
R~ BREC=R(b.i.d) % B 5% 5] 55 T AR B4 -
[0092] B4 - & iy [ 5% B 24 ¥ fS 1% B 2 e f iR e 28 3% E AR
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=0 A%l mge5 mg ~ 5 mge 10 mg ~ 10 mg% 20 mg ~ 20 mgE 25 mg -
25 mg£50 mg ~ 50 mg%£ 75 mg ~ 70 mg£95 mg ~ 90 mg& 115 mg ~ 110
mgZ#£135 mg ~ 130 mg£ 155 mg ~ 150 mg£ 175 mg ~ 1702195 mg ~ 190
mg%E215 mg ~ 210 mg£235 mg ~ 230 mgZE 255 mg ~ 250 mgZ% 275 mg -
270 mg#£300 mg ~ 290 mg% 315 mg ~ 310 mg%£ 335 mg ~ 330 mgE 355
mg ~ 350 mg£375 mg ~ 370 mg £ 400 mg ~ 400 mg£ 450 mg ~ 450 mgE
500 mg ~ 500 mg%£550 mg ~ 550 mg£ 600 mg ~ 600 mg%£ 650 mg ~ 650
mgZ£700 mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~
850 mg£900 mg ~ 900 mg£950 mgi 950 mgE 1000 mg - {40 » &% &
Ae BB HHE RS 1 Bl — K EH R CHIHTE 2 8% EARME T /Y1
mg%ES5S mg >~ 5 mgE10 mg ~ 10 mg% 20 mg ~ 20 mg%E 25 mg ~ 35 mgE50
mg ~ 50 mgZ%£75 mg ~ 70 mg£95 mg - 90 mgE 115 mg ~ 110 mg% 135
mg ~ 130 mgZ£ 155 mg ~ 150 mg%£ 175 mg ~ 1702195 mg ~ 190 mgE215
mg ~ 210 mg%E235 mg ~ 230 mgE 255 mg ~ 250 mgE 275 mg ~ 270 mgE
300 mg ~ 290 mg%£315 mg ~ 310 mg£335 mg ~ 330 mg%355 mg ~ 350
mgZ%£375 mg ~ 370 mg£400 mg ~ 400 mgE£ 450 mg ~ 450 mg%£ 500 mg ~
500 mg%550 mg ~ 550 mg%£ 600 mg ~ 600 mgE 650 mg ~ 650 mgE700
mg ~ 700 mg£750 mg ~ 750 mg £ 800 mg ~ 800 mg£ 850 mg ~ 850 mgE
900 mg ~ 900 mg £950 mgs(950 mg% 1000 mg - A —LEFHFHIT - %S
e BHEE EAEITE RINE 2 —/Ka H R B T ALIHE & 45 & 18 -
H—EBhPIREZEEY Kbz —KaHFEmKkechiEe &S8R
AEE FOE TR X-FT 8 KGR E - > — S () - &8 E S
B A AS 1 Bl 2 — K EHAmBEE G 28R A ME BE79.7
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mg o Fr—SLFHE I F - 4F RS B AL EHE RS 1 Bl 2 — /K& H AR s R e fi
WHE 26 EAMEREIL159.4 mg - Pr—EEHEE 0 - & i G ] 5
BRI — K EH R CHIE 2 8K FAWNE FHE159.4 mg » HZ
Efime REE LA A RINA Y —/K& HEERENHE 24 61
B o Fr— SSRGS i ]G R A (I A A% BT 2 — /K& FE 2 b 8 JE AL
e ek EANE RKEI318.8 mg o jo— LB f - &K i [ AG AT ¥ {18 52
il 2 —/KEHEBEETCHIMT < 6% FAE R4I478.2 mg » jR—LE5E
R I —R— ~ BRE=R(b.i.d)% 1 EfS LR A4 -

[0093] AW e fBaHaPiR#tiaR L ANE ZBHlHER &
FR1&4Y30 7 38 £ &8/ LT MR - (5 FTRE > RIGE(HI40)—R—X ~ —
KRR ~ —RERFHH -

[0094] WH—EFHAIT - JEVEREEEL (B » —KEHFEEKT
NHE/REE b ST R I 2 48 FL TR BRI M B B 5 73 (B - — oK
BN ZEEILGRE110E410:1 > SpRIHE - Fl40 - &91:2 ~ &91:3 ~ &
1:4 ~ 291:5 ~ &91:6 ~ 291:7 ~ &91:8 ~ 291:9 ~ &91:10 ~ £910:1 ~ £99:1 ~ &Y

1~ &97:1 ~ £96:1 ~ &95:1 ~ &94:1 ~ §93:150&92:1 - JA—ELFha {4
MER B (B0 > —KERFEKCHIME HEE EA ST I
i LA BUIRTE M B BE i oy (B0 - BE R BE 8%) < B EEREV10: 124y
100:1 > F3 Ry - 140 » &910:1 ~ 920:1 ~ £930:1 ~ £€940:1 ~ &50:1 ~ &

1~ &70:1 ~ &980:18(4Y90:1 » JX—EFHE 5 - JE/E MBS EE R oy (B

90 —/K e Lk EhE AE B ) BUS ME B SR oy (P10 > — /K& Rl fe fi
HE /HEE EASTE R 2 65 1A 2 B8 EERE3:22411:1 ~ &
12271 ~ 11 E245:1 ~ 99:2%84711:2 ~ §4:28476:2 ~ £95:1504Y
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o R EEEHEAI T o JEMEREEE R (P - — K& R JEALIHE
REE EASIIA I 7 &8 5 TRD BLIR R ME B S oy (B4 > — /K LB
S AERE #5) Z EEE LR &Y 1:1.6  Fo— S E Mo > JEMERE ARy (a0
—/KaHEmEfECEE hEE LA SR I L f F IR B RS M B
BER oy (P40 - —/K e LM fe R ) < SR EE(R&Y1:2 - IR — S EHE )
o —KeHEEBRCHHCE —KE AR EEL(HL38:61 - Hl4
38.32:61.18 - Jr—ELF Bl d - — /K H 2t B2 O H11 00 /T B AR B2 #5 2
EEGYTT:1 fal > 76.64:1 -

[0095] Fr—SoEHEBId > 55 —JE7E 1 B8 #E ple oy L) IR M B8 4
oy 2 BB EEAES: 1 24200:1 > 3 HIHL - Fla0 - £95:1 ~ &910:1 ~ &Y
20:1 ~ £940:1 ~ £950:1 ~ Z975:1 ~ £9100:1 ~ £&9110:1 ~ &120:1 ~ &
130:1 ~ 29140:1 ~ £9150:1 ~ £9160:1 ~ £&9170:1 ~ £9180:1 ~ 29190:15(&Y
200:1 « P—EFHEFIF - —/KE A MEARE il #E 2 EEEA120:1 24
125:1 - o —EEHH F > —KEeAWAERERSE L EELHY

122.36:1 -
B ERZ BEAE

[0096] FBAEFELLT ZFEAE A S 2 F AL PRt b &)
KOTRETIERE  FUE - AT - TESE - ERONERE - BINERE - R
SEVERERAEE - TEWERE - AUV - S0UE - BRE - RERE - SRR -
B B~ AR (BIA > BR#E - NSCLC K SCLC) ~ ‘FiE(fla - B A
)~ & BB - FOIRIRE - MR T RS Ry - mERBE
RO ~ HEEREAIARE ~ A U~ RSUILEE - A LB - iRl
HERE - WEIRAIAERE - BERE - AW lRITARE) - BitE - &
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(Flan - FraiAERE) ~ BRI > S - BEBEaER (g o AML
CML - BREs 5 -F BIEGEE KT s B it B i) SR E w3 - 5
s ~ 2% MaseE - EKRER - ALL » CLL -~ B-AHRER - T-41
REHER - EFeRHKER - FEFTRMER - ZEARMKER) -

[0097] Fr—SEHEAIT > REHZ HEGHEEFINERE Z(E5E -
R—EEH AT - AEHZTRERER LR 2 MG - R—SE
pier - ARSI 2RI RBREIVE R Z(FfE - RN—SEHEE T > A%
ARG FEEA R MR 2 (FhE -

[0099) WM—SFHEAIT - A0 A GRS LR GENHEL
B se EE o R B R E RN RRE Z WG - R —SEHi T - A%
W2 R B AL AHER ORI C 2 & T R IER B A ERME E
OH S 2 A o N—EEHEAIT - A2 HAG R LR (GE0 85
EF) 2@ o KIEREFEZRMERIVERE [ - R—EFHmp+
AR 2 R IGFAL B R G A LR e 2 Bl 0 SRER B E T
RS M RR IR (A2 -

[0100] W—EEHEHI T - AU 2 HAGFRILHHE(LFT 2
oy g B E MO S8 - E3 Ik RS - (Bl E e K/
B VR R SRR R RS > H TR FFRR I Kkl & HF AR A RN
BHEBHIARZ /I o B0 - A% AT HY H il & sA AR TEBGIC AL /S
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o B0 - (EES H] R H R AT & s BA R &6 I BG E AL e i - Bl o
{6 B 1T S H fe 41 & $ R ARG SHEBR IR R T 6 9% » Blan - {#R% AT he
AT & AR Y4B RBIBAIHGIERE - f110 - (#5380 R H ki & s
ERNIERGIEHIMEIEE - P40 - (#fe o KR it 2 k& «92 85
RIEALMEC/aHE - Ba - (FEE A H &L & R AR VAR KE I e

=y

[0101) W—SEHH T - AFHZHRGHEERAIYIRE Z(H
i

[0102] W—EEHHIF - AFHZHREGEER/DNEELEZ (A

i o R BIME/ DN RERE R (BRI S LR B - 2R - JEiEl
i RE SRR ST ~ B~ EOF AN - ARG IR - TR E - R
HeE - Mie# B~ B E R (DNT) ~ =8 HERE - dERE - IEAEE
AR - ZIPMBE BN - e aREERE - REHIBERE - KIS
B ERE - AR - AT % - BiER - SYREdNE mRE
(ALL) ~ &5 fE M 8 s (AML) ~ 188 8 8 MiE (CML) ~ i5H A
&~ B - (BEFFRRE & (Burkitt lymphoma) ~ E & 2 KER - JRE
FERRMERE - EMEEHBHEE - BaRE - BHEEE 1 BRIEGEE
BRI - (AR AHARE - HASERAE AR - B IO - B B P AR
B~ AEEAMAEE - BEAERE - BOALAE - CHEKAE (Ewing
sarcoma) ~ ECEH G N E - BERE - 8B K B HE B KB (Wilm's

tumor) °
[0103] A—EHAIF » KW HTEFHAO TR EEHERE

EZ {4 1 mg~5 mg -~ 10 mg ~ 20 mg ~ 25 mg ~ 35 mg ~ 50 mg ~ 75

5 46 HEETIEREIE)

C212076PA docx

107110575 FH YR A0202 1073202205-0



1761476

mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mg
£275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg -
450 mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750
mg ~ 800 mg ~ 850 mg ~ 900 mg ~ 950 mgE;1000 mgEfIMHIE - & H —
R~ BHWREEH =R - ST+ - KEHZHEFNHO TR E
B BRHIETE 2 HAfE ¢ 150 mgE 175 mg ~ 170 mg£ 195 mg ~ 190 mgE
215 mg ~ 210 mg %235 mg ~ 230 mg£ 255 mg ~ 250 mg% 275 mg ~ 270
2295 mg ~ 290 mgZE 315 mg ~ 310 mg£ 335 mg ~ 330 mg£ 355 mg ~
350 mg %375 mg=k370 mgE 400 mgfefIMHE - FH —RX ~ BHMWKEE

o R EE A K2 AN N RIS R E A BT (H
& 5 mg-~7.5 mg-10 mg-~ 12.5 mg~ 15 mg ~ 17.5 mg ~ 20 mg ~ 22.5
mg ~ 25 mg ~ 27.5 mg ~ 30 mg ~ 35 mg ~ 40 mg ~ 45 mg ~ 50 mg ~ 55
mg ~ 60 mg ~ 65 mg ~ 70 mg ~ 75 mg ~ 80 mg ~ 85 mg ~ 90 mg ~ 95 mgzk
100 mgf/EfiiHE - &H - BHWRXEEH =X -

[0104] Fr—EFw G5 » KEHZEANAD N EE R EAE
fEZ(EEE © 491 mg®5 mg~5 mge10 mg ~ 10 mg%20 mg ~ 20 mgE25
mg ~ 35 mg£50 mg ~ 50 mg%E 75 mg ~ 70 mgE£ 95 mg ~ 90 mgE 115
mg ~ 110 mgZ 135 mg ~ 130 mgZ£ 155 mg ~ 150 mgZ% 175 mg ~ 170195
mg ~ 190 mg%E215 mg ~ 210 mg£ 235 mg ~ 230 mg£ 255 mg ~ 250 mgE
275 mg ~ 270 mg %300 mg ~ 290 mg£315 mg ~ 310 mg% 335 mg ~ 330
mg £ 355 mg ~ 350 mgZ% 375 mg ~ 370 mg £ 400 mg ~ 400 mg £450 mg ~
450 mg£500 mg ~ 500 mg£ 550 mg ~ 550 mgE 600 mg ~ 600 mgE 650

mg ~ 650 mgZ£700 mg ~ 700 mg£ 750 mg ~ 750 mg£ 800 mg ~ 800 mgE
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850 mg ~ 850 mg% 900 mg ~ 900 mg£950 mgz950 mg £ 1000 mg/EfirMH
= BHMREEH =K - R—SEHE T - AR AR
FAUOTREEREAREE Z(EE © 85 mg®7.5 mg~7 mgs9.5 mg ~ 9
mg%E11.5 mg~ 11 mg%£13.5 mg ~ 13 mg£15.5 mg ~ 15 mg%£17.5 mg -
172£19.5 mg ~ 19 mg%£21.5 mg ~ 21 mg£23/5 mg ~ 23 mgE25.5 mg ~
25 mg%£27.5 mg ~ 27 mg£30 mg ~ 30 mg%35 mg ~ 35 mgE40 mg ~ 40
mg%£45 mg ~ 45 mg&£50 mg ~ 50 mgE 55 mg ~ 55 mgE 60 mg ~ 60£65
mg ~ 65 mg£70 mg ~ 70 mg%£75 mg ~ 75 mg%£ 80 mg ~ 80 mgE 85 mg -
85 mg%£90 mg ~ 90 mgE 95 mg=95 mg£ 100 mgEHIHTE - BH—X -
BHMREEH =X
W) A

[0105]) A Rrat/efil b e B ERECY)(E R EEERA L BHENE
FEH—ROR=(E100 mgfE%E - HE300 mgF HEHIE - 5 E@E
R AR [F) 0 18] e A LB 2 - WU B ) 1 B m] s R B B 0 2 VB AE TS
ik e

[0106] 4 ASCrRRTAL - A H11 £ 1000 mgkl&E ~ e fiimHfc A ikia
B RS - BASCHR T 2 A REEY) T BEREZELN N ZHE
mg 5 mg > 10 mg ~ 20 mg ~ 25 mg ~ 35 mg » 50 mg ~ 75 mg ~ 100 mg -
125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mg%275 mg ~ 300
mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450 mg ~ 475 mg ~
500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg ~ 800 mg ~ 850
mg * 900 mg » 950 mg=(1000 mg > HH—X - BHWKEEH =K - ¥

—EETHEH T > CABEZHE R mgES mg ~ 5 mg£10 mg ~ 10 mg%E
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20 mg ~ 20 mg£25 mg ~ 35 mg£ 50 mg ~ 50 mgE75 mg ~ 70 mg £ 95
mg ~ 90 mg%£ 115 mg ~ 110 mgE 135 mg ~ 130 mg&£ 155 mg ~ 150 mg%
175 mg ~ 170%£195 mg ~ 190 mg%215 mg ~ 210 mg% 235 mg ~ 230 mg
£255 mg ~ 250 mgZE 275 mg ~ 270 mg£300 mg - 290 mg£ 315 mg ~
310 mg#335 mg ~ 330 mg%£ 355 mg ~ 350 mg%£ 375 mg ~ 370 mgE400
mg ~ 400 mgZ%£450 mg ~ 450 mgZ%£ 500 mg ~ 500 mg£ 550 mg ~ 550 mg%
600 mg ~ 600 mg%£ 650 mg ~ 650 mg£700 mg ~ 700 mg%£ 750 mg ~ 750
mg £ 800 mg ~ 800 mgE 850 mg ~ 850 mg £ 900 mg ~ 900 mg % 950 mgzk
950 mg£ 1000 mg * FH—X - BHWXEEHH = - ®—EEFHH +
AREIH 2 JTEMNM O TR EeREAEE M 1 mg 5 mg > 10 mg
20 mg ~ 25 mg ~ 35 mg ~ 50 mg ~ 75 mg ~ 100 mg ~ 125 mg ~ 150 mg ~
175 mg ~ 200 mg ~ 225 mg ~ 250 mg%£275 mg ~ 300 mg ~ 325 mg ~ 350
mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450 mg ~ 475 mg ~ 500 mg ~ 550 mg -~
600 mg ~ 650 mg ~ 700 mg ~ 750 mg ~ 800 mg ~ 850 mg ~ 900 mg ~ 950
mgs1000 mg[EAIMHE » §H—K ~ FHMRXEEH =X -

[(0107] Fr—ELEHEHIF - 511 mgE 1000 mg(H40)=50 2300
mg BFHEBEZCAMEE - R—SFA+ > SHFEZCHHEE R
—KEHFEBECHMETE - EAEE A ST RINA Y & 18 - 55—
EipiRHZEAEE  HPhZ —KaHEEBoiime &R ER
BE EWE AR 2 X-H R REHE - R—SEhEI5 > &2 ei
HE S HEREB®100 mg/X - RP—SFHEH T - B2 EilHEZ

HEME#EB200 mg/X - R—SEHHA T - &2 EhlHE 25 34
B E#81#5300 mg/ K - fr—EFHAIF - B2 EflHc 2 & H BB &8
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#400 mg/K - r—EFEH G - HEZCHAIHE L SHER E&E500
mg/ K °

[0108] M—EFhmpI+ - Bl 2 ChHE 2 B HERE ~#E#500
mg/ K o N—HEEHIF > BEHEE ZEAIME B— /K& H R iR E 7l
E - HEEE EASIE RINA 2 &8 & 1TH o 55—F i fl 2 ft sz & 3 A
B Hifg—KaHFEmEochmc &R BEAEE FUE1F R
X-Bré&g iy RGEHE - P —SFhplh - &8 2 efime 2585 E B
#300 mg/ K - PP—EEFHEHF - HE Y EHIMHEZEHEKE A EE
100 mg/ X - P—LFi @l F - %B 2 CAHTC S HEKE A &EBS0
mg/K - N—HLEHEHIF > CHUHEBEHERE /KL mgES mg ~ 5
mgZ%£10 mg ~ 10 mg%20 mg ~ 20 mg% 25 mg ~ 35 mg£50 mg ~ 50 mgE
75 mg ~ 70 mg%£ 95 mg - 90 mgE 115 mg ~ 110 mg£ 135 mg ~ 130 mg%H
155 mg ~ 150 mg%£ 175 mg ~ 1702195 mg ~ 190 mg% 215 mg ~ 210 mg
£235 mg ~ 230 mg%£ 255 mg ~ 250 mg£ 275 mg ~ 270 mg £ 300 mg -
290 mg#315 mg ~ 310 mg% 335 mg ~ 330 mg%£ 355 mg ~ 350 mgE 375
mg ~ 370 mg£400 mg ~ 400 mgE£ 450 mg ~ 450 mg£ 500 mg ~ 500 mgE
550 mg ~ 550 mg £ 600 mg ~ 600 mg£650 mg ~ 650 mg%x 700 mg ~ 700
mgZ£750 mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~ 850 mg% 900 mg ~
900 mg %950 mg={950 mg £ 1000 mg - EHIMHE 2 & HEH E HLY1
mg 5 mg > 10 mg ~ 20 mg ~ 25 mg ~ 35 mg » 50 mg ~ 75 mg ~ 100 mg -
125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mg%275 mg ~ 300
mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450 mg ~ 475 mg ~

500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg ~ 800 mg ~ 850
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mg ~ 900 mg ~ 950 mg=(1000 mg - F*—ELFFE A+ - FHEE ZEhlH
ER—KEHFEECHHEE  EAREE LAS T RN 2 & &1 -
H—EBhpREEZEEHEE - Hibz —KaHEEikohlEe 2 & 514
BEHEE FUEFFr 2 X-H & KEEsTE -

[0109] EEE AR R 2 45 FI18 2 —/K& o0 I e fir
HERY B A NEIE &Il mg ~ 5 mg ~ 10 mg ~ 20 mg ~ 25 mg ~ 35
mg ~ 50 mg ~ 75 mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg -~
225 mg ~ 250 mg %275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400
mg ~ 425 mg ~ 450 mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~
700 mg ~ 750 mg ~ 800 mg ~ 850 mg ~ 900 mg ~ 950 mgE;1000 mg/X -
Pr—EEwm G - BHEE Z EAIEE BRG] mgES mg 5 mg£10
mg ~ 10 mg%20 mg ~ 20 mg%25 mg ~ 35 mg£ 50 mg ~ 50 mgE75 mg -
70 mg £ 95 mg ~ 90 mg £ 115 mg ~ 110 mg £ 135 mg ~ 130 mg £ 155
mg ~ 150 mgZ£ 175 mg ~ 1702195 mg ~ 190 mgZ% 215 mg ~ 210 mg %235
mg ~ 230 mg%£ 255 mg ~ 250 mg% 275 mg ~ 270 mg£ 300 mg ~ 290 mgE
315 mg ~ 310 mg %335 mg ~ 330 mg£355 mg ~ 350 mg%375 mg ~ 370
mg %400 mg ~ 400 mg £ 450 mg ~ 450 mg £ 500 mg ~ 500 mg%£ 550 mg ~
550 mgZ£ 600 mg ~ 600 mg%£ 650 mg ~ 650 mgE 700 mg ~ 700 mgE750
mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~ 850 mg£ 900 mg ~ 900 mgE
950 mga950 mg £ 1000 mg/K o

[0110] Pr—EFiM G » FH - RXEBEEEH FA ST R ITH
&I —/KEHREECIIMEERE &1 mgeS5 mg ~ 5 mgE 10

mg ~ 10 mg%20 mg ~ 20 mg%25 mg ~ 35 mg£ 50 mg ~ 50 mgE75 mg -
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70 mg £ 95 mg ~ 90 mg £ 115 mg ~ 110 mg £ 135 mg ~ 130 mg £ 155
mg ~ 150 mgZ£ 175 mg ~ 1702195 mg ~ 190 mgZ% 215 mg ~ 210 mg %235
mg ~ 230 mg%£ 255 mg ~ 250 mg% 275 mg ~ 270 mg£ 300 mg ~ 290 mgE
315 mg ~ 310 mg %335 mg ~ 330 mg£355 mg ~ 350 mg%375 mg ~ 370
mg %400 mg ~ 400 mg £ 450 mg ~ 450 mg £ 500 mg ~ 500 mg%£ 550 mg ~
550 mgZ£ 600 mg ~ 600 mg%£ 650 mg ~ 650 mgE 700 mg ~ 700 mgE750
mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~ 850 mg£ 900 mg ~ 900 mgE
950 mg=;950 mg % 1000 mg - PN —ELEEHF - B H — & E 2 EALH
& =1 mg~5 mg -~ 10 mg ~ 20 mg ~ 25 mg ~ 35 mg ~ 50 mg ~ 75
mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mg%
275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450
mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg -~
800 mg ~ 850 mg ~ 900 mg ~ 950 mgzk 1000 mg °

[0111] Pr—EFiM G  FHRXEEEEEH FA ST R
&I —/KEHREECIIMEERE &1 mgeS5 mg ~ 5 mgE 10
mg ~ 10 mg%20 mg ~ 20 mg%25 mg ~ 35 mg£ 50 mg ~ 50 mgE75 mg -
70 mg £ 95 mg ~ 90 mg £ 115 mg ~ 110 mg £ 135 mg ~ 130 mg £ 155
mg ~ 150 mgZ£ 175 mg ~ 1702195 mg ~ 190 mgZ% 215 mg ~ 210 mg %235
mg ~ 230 mg%£ 255 mg ~ 250 mg% 275 mg ~ 270 mg£ 300 mg ~ 290 mgE
315 mg ~ 310 mg %335 mg ~ 330 mg£355 mg ~ 350 mg%375 mg ~ 370
mg %400 mg ~ 400 mg £ 450 mg ~ 450 mg £ 500 mg ~ 500 mg%£ 550 mg ~
550 mgZ£ 600 mg ~ 600 mg%£ 650 mg ~ 650 mgE 700 mg ~ 700 mgE750

mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~ 850 mg£ 900 mg ~ 900 mgE
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950 mg=950 mg £ 1000 mg - Fr—ELF T - & H W K& Z e hlm
E2 & &1 mg -5 mg - 10 mg ~ 20 mg ~ 25 mg ~ 35 mg * 50 mg ~ 75
mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mgE
275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450
mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg -~
800 mg ~ 850 mg ~ 900 mg ~ 950 mgzk 1000 mg °

(0112) H—FhHH 3 =R EEE EAESTTA IR
ZESIMEZ —KEHFHEECHHENE R/ mgES mg ~ 5 mgE 10
mg ~ 10 mg%20 mg ~ 20 mg%25 mg ~ 35 mg£ 50 mg ~ 50 mgE75 mg -
70 mg £ 95 mg ~ 90 mg £ 115 mg ~ 110 mg £ 135 mg ~ 130 mg £ 155
mg ~ 150 mgZ£ 175 mg ~ 1702195 mg ~ 190 mgZ% 215 mg ~ 210 mg %235
mg ~ 230 mg%£ 255 mg ~ 250 mg% 275 mg ~ 270 mg£ 300 mg ~ 290 mgE
315 mg ~ 310 mg %335 mg ~ 330 mg£355 mg ~ 350 mg%375 mg ~ 370
mg %400 mg ~ 400 mg £ 450 mg ~ 450 mg £ 500 mg ~ 500 mg%£ 550 mg ~
550 mgZ£ 600 mg ~ 600 mg%£ 650 mg ~ 650 mgE 700 mg ~ 700 mgE750
mg ~ 750 mg £ 800 mg ~ 800 mg £ 850 mg ~ 850 mg£ 900 mg ~ 900 mgE
950 mg=(950 mg £ 1000 mg « F>—ELF)E @+ - & H =X{&H 2 G firiH
& =1 mg~5 mg -~ 10 mg ~ 20 mg ~ 25 mg ~ 35 mg ~ 50 mg ~ 75
mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mgE
275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450
mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg -~
800 mg ~ 850 mg ~ 900 mg ~ 950 mgzk 1000 mg °

[0113] H—EFHH T - EEE LA RINA 2 68§18 2 —
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KeaHERER EAHE AL mgE 41000 mg ZHIEFE > sZ2BIEBE
(BEARTE)ZIT mg ~ S mg ~ 10.0 mg ~ 10.5 mg ~ 11.0 mg ~ 11.5 mg ~ 12.0
mg ~ 12.5 mg ~ 13.0 mg ~ 13.5mg ~ 14.0 mg ~ 14.5 mg ~ 15.0 mg ~ 15.5
mg >~ 16 mg ~ 165 mg ~ 17 mg ~ 17.5 mg ~ 18 mg ~ 18.5 mg ~ 19 mg -
19.5 mg ~ 20 mg ~ 20.5 mg ~ 21 mg ~ 21.5 mg ~ 22 mg ~ 22.5 mg ~ 23
mg ~ 23.5 mg ~ 24 mg ~ 24.5 mg ~ 25 mg ~ 25.5 mg ~ 26 mg ~ 26.5 mg ~
27 mg ~ 27.5 mg ~ 28 mg ~ 28.5 mg ~ 29 mg ~ 29.5 mg ~ 30 mg ~ 30.5
mg ~ 31 mg ~ 31.5 mg ~ 32 mg ~ 32.5 mg ~ 33 mg ~ 33.5 mg ~ 34 mg -~
34.5 mg ~ 35 mg ~ 35.5 mg ~ 36 mg ~ 36.5 mg ~ 37 mg ~ 37.5 mg ~ 38
mg ~ 38.5 mg ~ 39 mg ~ 39.5 mg ~ 40 mg ~ 40.5 mg ~ 41 mg ~ 41.5 mg ~
42 mg ~ 42.5 mg ~ 43 mg ~ 43.5 mg ~ 44 mg ~ 44.5 mg ~ 45 mg ~ 45.5
mg ~ 46 mg ~ 46.5 mg ~ 47 mg ~ 47.5 mg *~ 48 mg ~ 48.5 mg ~ 49 mg -
49.5 mg ~ 50 mg ~ 55 mg ~ 60 mg ~ 65 mg ~ 70 mg ~ 75 mg ~ 80 mg ~ 85
mg ~ 90 mg ~ 95 mg ~ 100 ~ 105 mg ~ 110 mg ~ 115 mg ~ 120 mg ~ 120.5
mg ~ 121 mg ~ 121.5 mg ~ 122 mg ~ 122.5 mg ~ 123 mg ~ 123.5 mg ~ 124
mg ~ 124.5 mg ~ 125 mg ~ 1255 mg ~ 126 mg ~ 126.5 mg ~ 127 mg -~
127.5 mg ~ 128 mg ~ 128.5 mg ~ 129 mg ~ 129.5 mg ~ 130 mg ~ 135 mg -
140 mg ~ 145 mg ~ 150 mg ~ 155 mg ~ 160 mg ~ 165 mg ~ 170 mg ~ 175
mg ~ 180 mg ~ 185 mg ~ 190 mg ~ 195 mg ~ 200 mg ~ 225 mg ~ 250 mgE
275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450
mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg -~
800 mg ~ 850 mg ~ 900 mg ~ 950 mgzk 1000 mg °

[0114] W—&EHHIT  EEE EASIR IR Y & F 13 2 —
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KEHFRBECAMEBHILOTHERFE * 91 mgeS mg ~ 5 mgE10
mg ~ 10 mgZ%20 mg ~ 20 mg£ 25 mg ~ 25 mgZ£ 100 mg ~ 35 mg £ 140
mg ~ 70 mgZ%£ 140 mg ~ 80 mg£ 135 mg ~ 10 mgZ% 25 mg ~ 25 mg £ 50
mg ~ 50 mg%£ 100 mg ~ 100 mgE 150 mg ~ 150 mg%£200 mg ~ 10 mg £ 35
mg ~ 35 mg%£70 mg ~ 70 mg%£ 105 mg ~ 105 mg£ 140 mg ~ 140 mg% 175
mgE175 mg£ 200 mg ~ 35 mgE50 mg ~ 50 mg® 75 mg ~ 70 mg £ 95
mg ~ 90 mgZ%£ 115 mg ~ 110 mg%£ 135 mg ~ 130 mgE 155 mg ~ 150 mg%H
175 mg ~ 170%£195 mg ~ 190 mg%215 mg ~ 210 mg% 235 mg ~ 230 mg
£255 mg ~ 250 mg% 275 mg ~ 270 mg£300 mg ~ 290 mg£ 315 mg ~
310 mg#335 mg ~ 330 mg%£ 355 mg ~ 350 mg%£ 375 mg ~ 370 mgE400
mg ~ 400 mg£450 mg ~ 450 mg £ 500 mg ~ 500 mg£ 550 mg ~ 550 mgE
600 mg ~ 600 mg%£ 650 mg ~ 650 mg£700 mg ~ 700 mg%£ 750 mg ~ 750
mg £ 800 mg ~ 800 mgE 850 mg ~ 850 mg £ 900 mg ~ 900 mg % 950 mgzk

950 mg % 1000 mg °

REEIFTHE
[0115] M—EEHH T - AP AR ZHEVEH A FEZ(#{RE
fRE— o PRI - AT R ZH VA TR R (e i 8

—RELE - R —EEHE AT AR FTiE N L eV LB — AR HIR o B
R TIBRAS R R ZE Y o R—EEHAIT - AR RTE R L
HEW 2B — KRR > #EF - REFE=ZREAARTAFE R ZHe
Yy o N—BEHAIT - AT R ZHEY LB —TIg% > HEF
R~ FEREBUTIEAAR L PR ZHEGY) - IR—EEHAF - A3
FHE R LGV LB —RIEHUE > HEF R - F=R > BUURKE

%

W
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TGRSR G R 2 EY) - N—SRERAIF - K XRFrErZHEY
ZE—RIGHE - #E—(FEY) P (drug holiday) -

[0116] HARZEZ(HBEHEHASY 2 RBEULNEEHER 2 H
B RIE O WE R E R E RS R Y 2 SE o S E A A
TR R L EYHBEAEESRR AR E L (FREREH— X - jr—5%
BhpF - A Fprfa T 2 HEMHBA TR E SRR AR E L
(ERS Bl — AL o PREBE DRRT U Z 2 BN T » B s AH A )7 =
VERI SR H BB L PRIRBURR AR > fEB 4 2 # & T o] R B B fiid
& Bl MEER TR BEBEEBRE IR -

[0117) WA—LLEHEFIP - £ FEE B 7 b R B AL R B T ER A LR
NmeEHEY) - R—SRE'EHA T > BR—-XEBChMEHEY) - t—5%
gHGH > R - REBEAREHEEY - N—SFHA+ - B0 TE
R AMTHEY 1 - 28 1EH 2@ A - 3@EA - 6fE A - 1
T~ 24F ~ 34E ~ 44 - SHE ~ 64 ~ THE ~ 84F ~ 94 ~ 104E ~ 114EE(12£15
E o

[0118] M—HEHG + - LEF/NKRS0% - /NHR40% ~ /N
30% ~ /NFA20% ~ /NFAT0%E/NTAS %o 2 T 2 ¥ I 2 JE FLiHE B S (L 2 B
ERBEEHEEHEEY) -

[0119] MEBEZREALUZZHERT » HEBEZHET » JHE
BB HIMIE  B0E - P BLEEY) 2 I & 0] 8T i R /D B0 B B 4 5 B ey 1]
RED > TEYERE ) - BYRICRETA2REAIE ZBE(L > G
(ERHIMS) 2R 3K 4K 5K 6K ~TK 10K~ 12K 15K~ 20
K~ 28K ~35K 50K -~ 70K ~ 100K ~ 120K ~ 150K ~ 180K ~ 200
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R~ 250K ~ 280K ~ 300K ~ 320K ~ 350K k365K © f1ZEY I 5B
— B BB B 10% £ 100% > B (ERFImE) 10% - 15% -
20% ~ 25% ~ 30% ~ 35% ~ 40% ~ 45% ~ 50% ~ 55% ~ 60% ~ 65% ~ 70% ~
75% ~ 80% ~ 85% ~ 90% ~ 95% [¢100% - {50 » 11 ZY) EIHAHA R 56 — 256
CIR DT AT 2 IR S meZ | mg 10 mgZES mg + 20 mg#
10 mg ~ 25 mg£ 10 mg ~ 50 mg%25 mg ~ 75 mgE£ 50 mg ~ 75 mgE 25
mg ~ 100 mgZ£50 mg ~ 150 mg£75 mg ~ 100 mgZE25 mg ~ 200 mg £ 100
mg ~ 200£50 mg ~ 250 mgZ£ 100 mg ~ 300 mgZ% 50 mg ~ 300 mgZ% 100
mg ~ 300 mg%£200 mg ~ 400 mg£ 50 mg ~ 400 mgZ£ 100 mg ~ 400 mgZE
200 mg ~ 500 mg%£50 mg ~ 500 mgZ£ 100 mg ~ 500 mg%250 mg ~ 1000
mg £ 50 mg ~ 1000 mg £ 100 mg5; 1000 mg £ 500 mg ~ 550 mg £ 600
mg ~ 600 mgZ£ 650 mg ~ 650 mg£700 mg ~ 700 mg£ 750 mg ~ 750 mgE
800 mg ~ 800 mg £ 850 mg ~ 850 mg£ 900 mg ~ 900 mgE 950 mgz950
mg £ 1000 mg - FI40 - £ EEY) R HH AR 55— Bsg I /0 v Ryl /b an i~
Z%l&E 1 mg-~5mg-~ 10 mg~ 20 mg ~ 25 mg ~ 35 mg ~ 50 mg ~ 75
mg ~ 100 mg ~ 125 mg ~ 150 mg ~ 175 mg ~ 200 mg ~ 225 mg ~ 250 mgE
275 mg ~ 300 mg ~ 325 mg ~ 350 mg ~ 375 mg ~ 400 mg ~ 425 mg ~ 450
mg ~ 475 mg ~ 500 mg ~ 550 mg ~ 600 mg ~ 650 mg ~ 700 mg ~ 750 mg -~
800 mg ~ 850 mg ~ 900 mg ~ 950 mgzk 1000 mg °

[0120] —HEF R ZESE - AFEERBELER CHETH
2 - fER o S IED 5 B & SR AR B (F B iR 2 e ) 2 R
DU~ RIE AR AR - MR T AT - BERNEAR 2 E A {E %
BEFRIBEGUEHE -
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O

[0121] THIEGIERHA AR 2 —SE 5 0] Rtk - ¥ 2VE MR
flr & BRI 2 R, > LA B O SR 2 RS B s [ T (T S AR TR
ENEFEF > HEEFEUEB(LEESHALLUT 55 B A HE T AR E 2 A%
W o A R R A S I — 0 R TAIE PSR - ZEFEBUAALUE
{] 7 U R By PR A1
BB i
X- /&R0 K GEFNXRPD)

[0122] Rigaku Smart-Lab X-5f &R &% 5 245 48 e B /& (3 A G TR X -5
SRR S B AT LB - A1 fi 32 6 (Bragg-Brentano) £ ] o X- BRI A AE40 kV
44 ma MEEZCuRMFEE - ZRREE LR Z A RKiwE > HESH
7RG E2RAEE L RIER NS - GX-FTER 5 R e DU R
2% 4R IR 84 L R R AR RS R /N 10 mm e e A A% - A1 i 5 55
5% 1A By T 07 B 38 B R R OIR 6 12E 1) 2 55 5 BB (para-focusing) 2§ (7] » Hirpix
i H SR E A F LI o A RIS - fim 52 o 2% AR Z [ AR AT I
TREMSES R R ERA ZRUORE R o BE 0 #(F Rigaku
Smart-Lab DIfEf#£0.1° 2080F /N ZIETE - FEMHS. 0 R E(Soller) S 1
BT e 408 S BROER S 2 o 28 ) X B R R 2 i R0 B8

[0123] AR |Si~ IR {E HEEF 8B ) DUORFF B i R~ 1H
PR i IR 2 2B RE/KF AR B by A o (EA6° 20/ 77 88 2 B i 1t
£L0.02° 20 2 R R EH2E40° 2007 Sk i » BRIESSAIEH > SAE=
K N R E T T XRPDHIFE -

IR e B E (DS C)
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[0124]) A TA Instruments Q2000{&E 25 TDSCo T - {8 A i &
TR RERE - L& 7EAR - /£~50 mL/ 538 2 SR N RFDSC
5

o R S B T IR A Pl S gl T 5 25°C £350°CLL10°C/ oy 38 2 R

FYEGZE R (DVS) 7797

[0125] {EMTA Instruments Q50008)R&Z SR WIS 73 AT EAETTDVS
AT o FIFTREEE KA RRE LR (CINTRRE M /Eds - £25C T > B
60 77 $8 ~ fix AV #r B LL10% M BRE (RH)ZF R HS £95% RH ([ 7
DR HI95%25% RH (BRI I 73 #rise dh -
BOI1 : KEEHFR

[0126] Fr& A /Kk —H ol ZEENE &) 5 1T &G Rt —
YRGB Z R E (R » SKYIBR B0 11 BCE /N Z KGN T 28
EEAH—KEeVE R B0 22 E R Z/KEN N ZEEFR - 572 B T
23] 2 IR R A (halo) (r T OB R - MREF itk s A e 2 (L - S A
IKE VN EZ R AL KD -
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#1

SEH(%7K/DMSO) KT (i;?z) ég;)
0 0 R

9.8 0.11 2 K

17.2 0.22 2 Ko

27.6 0.38 2 Ko

43.3 0.60 2 Ko

82.8 0.84 5 e

100.0 1.00 5 e

BHI2 © BHE2-{4-1(3S)-UKBE-3-F: 155k } -2 H -5 -7 - FR g frer =2 TRY
[0127] 5% —3thH A ha B2 2- {4-[(3S)-URWE-3-BL 15 5 } -2 H-g| 4 -7 - HH
i (FL R 1A~ TR R AL 2R & 1)) 75 B3 1Y 7K :DMSO/200: 1 o DLZE 21| &Y
0.1ISMZRE - R EEVMBAEEZSMELE ARSI E2H25CHB
- WERFTIGEIRE - 2k AR Mx-BT & KRG8t - mERHMEINEG - 12
YERE A ~ ALAMERRA ~ BYRR KR RIB M B R (T 4H & 73 i DA K 2 T BT
B2 AFAE - B 6TR (IR R I 7 x- B 4Ry R G2 4T B &~ BB EEdr - B 9TR (71
» AL R HTAY 2 x - B €y R Ge b (8] 2 BB PR -
BHHI3 - BH2-{4-1(39)-UkBE-3-F 1545 }- 2 H -5t -7 - B g free =2 /K TTT Y
[0128] H— /K&4-HEERETHIMEE(3.01 @)fF 110 mLHZR
B R FT ISR e PN BE R R E 2N o W IR K Bl B
(Dean-Stark) 73 @ g5 o » Fe oo dss RS RV EK - nFFRIRA A 2RIT
ME 8 5 e ] A 22 SR RZ I
BH4 2 2-{4-[(3S)-IkME-3-B |5 A }- 2 H - 05| -7 - FR g e -2 TRI YR 13K
X- 3181 KBS
[l 1 K2 63 H2-{4-[(3S)-IRME-3- B 174 } - 2H- 5| -7 - F g i 2 & & T — 7K
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BV L X-H G RKGESTE - R2iefft B 255 -

%2
frE[°20] d-fERE[A] B [cts] FWHM [°20]
6.5879 13.40619 460.5 0.5288
6.985 12.64485 477.57 0.823
9.0602 9.75275 2868.98 0.4263
9.524 9.27879 78535.62 0.1109
11.7927 7.49835 1707.43 0.1243
12.355 7.15828 54936.48 0.1168
12.6092 7.01457 1188.76 0.0993
13.2213 6.69113 35563.92 0.1254
13.5062 6.55063 569.25 0.3698
13.8394 6.39368 6772.92 0.1125
13.9958 6.32258 6011.08 0.1324
14.1943 6.23457 16335.01 0.1248
14.6912 6.0248 24730.51 0.1255
14.858 5.95753 27991.59 0.1169
15.0707 5.87396 18385.48 0.1353
15.3794 5.75672 2780.53 0.1073
15.5881 5.68013 3779.59 0.1025
16.3332 5.42265 9823.46 0.1415
16.617 5.33067 2329.47 0.201
17.4264 5.08485 50122.63 0.1333
17.573 5.04276 8100.61 0.3643
17.8849 4.95552 2229.24 0.1546
18.427 4.81093 204163.1 0.1721
18.8482 4.70436 3012.17 0.1544
19.177 4.62444 14586.06 0.166
19.4706 4.55535 8731.12 0.1299
19.9266 4.45213 21822.89 0.1538
20.2412 4.38364 6045.22 0.1614
21.0044 4.22605 63640.16 0.1445
21.5548 4.11937 10560.25 0.1515
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22.2131 3.99876 753.36 0.1605
22.9905 3.86526 4058.7 0.1646
23.1768 3.83462 7387.16 0.1302
23.6115 3.76499 6636.48 0.3093
23.8073 3.73447 3271.55 0.0929
24.2164 3.6723 21759.7 0.1697
24.4265 3.64119 6345.06 0.161
249128 3.5712 103096 0.1575
25.5764 3.48002 47498.83 0.1529
26.0348 3.41979 99687.98 0.1845
26.9234 3.3089 32700.42 0.1866
27.4696 3.24434 2147277 0.1595
27.9243 3.19253 1792.33 0.1146
28.3295 3.14778 1967.85 0.8105
28.6335 3.11505 13930.93 0.1549
29.1807 3.05787 12702.19 0.1798
29.6703 3.00852 6677.41 0.4434
29.9963 2.97655 16868.65 0.1759
30.3008 2.94733 6812.67 0.1494
30.508 2.92779 14421.1 0.1956
31.0316 2.87957 57554 0.1828
31.5213 2.83594 5497.13 0.179
32.575 2.74657 498.46 0.1586
32.9187 2.71867 3851.61 0.2345
33.532 2.67034 2240.41 0.2865
33.8569 2.64546 1516.95 0.2802
34.4808 2.599 1196.67 0.1616
35.0202 2.5602 3988.39 0.2523
35.4178 2.53236 24439 0.1374
35.5372 2.52412 2795 0.2115
36.1608 2.48202 5523.84 0.2396
37.3996 2.4026 5344.49 0.2021
37.7359 2.38196 1623.87 0.2622
38.2141 2.35324 4115.75 0.203
38.55 2.33351 1414.01 0.1982
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38.8559 2.31584 6323.46 0.1835
30.508 2.92779 14421.1 0.1956
31.0316 2.87957 57554 0.1828

T 7 i i B 2 ZA(DS C)

[0129] [E287/R2-{4-[(3S)-UKNE-3-F 154k }-2H-N5[ M4 -7 - g i 2
& e — K e 2R B R iR E2VE - %2 —/Ke?) ZDSCHi & E R
FEEI154°C i Z W B (LT e A Y AR 7K) > FEE 449231 C g Z R BN (AT RE
FHYE(R) -
FYEGZE R (DVS) 7797

[0130] [ESE/R2-{4-[(3S)-URNE-3-F |54k }-2H-N5[ M -7 - g i 2
& T 2 R IR B RE K ZR SRR I B - 3% — /K& ¥) Z DVSHi &5 % — 7K

EVIRIERREY - INZERR > BMXRPD Mz Fka - Z—KEWik

RF A& o

BHIS ¢ 2-{4-[(3S)- Uk WE -3- B 1554 } -2 H - 15| 1t -7 - B g e 7 e /K T Bl 7 5%
e

X- 3181 KBS

[0131] [E6 K74 #2-{4-[(3S)-URME-3-EL 174k } -2 H- 15[ M- 7- B g fre
LGS /KA 2 X-G Sy RGBT IR - RIEMSE Z5% -

%3
fr&[o20] d-REEE[A] = cts] FWHM [°20]
7.8499 11.25339 895.67 0.1707
9.5009 9.30126 2320.94 0.1654
10.2259 8.64344 4750.18 0.2032
10.9698 8.05886 18992.07 0.164
11.2525 7.85708 10175.98 0.1595
11.7171 7.54655 3014.31 0.1668
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12.1661 7.26901 1145.84 0.2273
12.9299 6.84128 6553.68 0.1857
135713 6.51937 14717.58 0.1828
14.1376 6.25944 13082.42 0.2387
15.78 5.61146 13659.23 0.236
16.6445 5.3219 10574.32 0.39
16.8657 5.25261 9058.46 0.3716
17.4485 5.07847 51335.75 0.2087
17.814 4.97508 86267.17 0.1798
18.0524 4.90991 19854.59 0.2729
18.9679 4.67494 123782.4 0.199
19.1913 4.62102 31339.04 0.4525
19.9466 4.44771 3909.81 0.1923
20.5575 43169 10356.35 0.2796
21.2948 4.16907 3968.5 0.4668
22.0804 4.02248 4071.42 0.1664
227882 3.89912 32060.48 0.3358
23.7401 3.74489 2126923 0.2247
24.8296 3.58298 11374.86 0.3818
25.2491 3.5244 9642.6 0.2188
25471 3.49419 12822.77 0.2109
25.9789 342702 898.11 0.3533
26.5278 3.35734 1135.46 0.3302
26.9336 3.30767 8691.48 0.176
27.3191 3.26186 4697.95 0.304
27.5324 3.23707 7412.05 0.279
28.3515 3.14539 5097.68 0.1787
29.1345 3.06262 4974.1 0.254
29.6226 3.01325 685.05 0.0679
30.06 2.97039 3581.07 0.1928
30.6913 291071 1865.07 0.223
31.7871 2.81283 8828.05 0.5478
o 64 E(HIATE)
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32.9385 271709 884.34 0.3145
33.3656 2.68328 1576.57 0.2445
34.2199 2.61822 1660.9 0.3393
34.9489 2.56526 699.93 0.2234
36.0738 2.4878 1800.14 0.2491
36.7177 2.44564 2321.23 0.3452
37.1849 2.41597 800.76 0.3354
38.4831 2.33741 2823.91 0.3912
38.7512 2.32185 925.86 0.3342
39.0789 2.30313 877.67 0.3596
39.8123 2.26238 765.08 0.5313

T 7 i i B 2 ZA(DS C)
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230°C iz Z W ZRCH AT RE M HOE L) -
FYEGZE RN/ (DVS) 7797
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& A K T 7 R B PE B RE /K Z SR R M (8] » 3% /K90 2 DV S | 48 (A A8 1R
B HBETR FE95% RHE15.8% 28 - Nz B 5% » #5HXRPD 1t
2 b o ZIKYE b —KEY) -
BRI Z %
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Mg -7 - FH g e 2 &5 A 1A o

[0135] 40EET%[00134] 2 4H&Y) > H 1 5%2-{4-[(3S)-IRkME-3-E 17
EL}-2H-05ME-7- B g il 2 S S T B BB R AE 1 ATs 2 X-BF 4R R 4
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