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19.45.19.76.20.07.20.53.20.74.21.01.21.33.21.78.22.02.22.34.22.63.23.53,
23.82.24.08.24.41.24.92.25.07.25.54.25.64.25.93.26.38.26.69.27.07.27.60.
27.93.28.37.29.06H129.70 (£0.2°20) &b H AT W I X5 2- A0 ARAT 1A o 78 R Le st foil v
CPI-613" M EIBRILHAET.48.16.14.16.66.16.99.17.23.17.43.18.41.18.90.19.45,
19.76.22.34.23.53.24.08F124 .41 (£0.2°20) b EL A5 0 (XS 2685 AR 7 5 1A o 7E FE Ll s i
fi, CPT-613%% A RIBR I 7F7.48.16.14.16.99.17.23.17.43.18.90.19.45.22. 34 Fll
24.08 (320.2°20) kb H AW XI5 Loy RATH B AR LE St 5], CPT-613 % B AT KI BRI
HAE16.14.17.23.17.43.19.45H122.34 (£0.2°20) kb B AW 1 X5 2883 R ATHTE

[0070]  7F BEEL szl b, 397 726, 8- R - i 3L - E BRI DL - #i & MR 2 , R NCP1-613
DL - i 28 FR A BLA o 75 FE LS St 451 v, CPT-613 DL- i Z R A RLAR I HH #£2.67.5.50.8. 05,
8.27.13.15.13.73.15.73.16.13.16.62.18.98.19.34.19.74.20.06.21.19.21.80.22.50.
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23.82.24.17.26.03.26.41F127.00 (0.2°20) &b H A7 W ) XS 22 00 A AT 5T I o 7F 3 2 S i
5, CPI-613 DL-#Z MM BIAR I 7E2.67.8.05.18.98.19.34F121.19 (+0.2°20) kb E
A UG PR X SR 2 0 AR AT S 1R o E S e sz i 451 v, CPT-613 DL- #i s MR A BIAR B L AE2 . 67 F1
18.98 (0.2°20) Kb H AW 1) XS 26Ky RATH E -

[0071]  FEHELLSTH g, ¥6 Y7 FIAE6, 8- X - "Rl 2 - IR = L BE £k, BROACPT-613 =2,
P 1 T A o 7E B L S i 471, CPT-613 = A BE G T AR I HH 7E2.76.5.54.8.33.11. 14,
11.87.13.11.13.92.14.79.16.42.16.73.17.48.18.07.19.02.19.52.20.23.20.79.
21.37.21.98.22.37.22.77.23.04.23.27.23.94.25.01.26.42.27.34.28.07.28. 4270
28.97 (£0.2°20) kb H A WX Loy RATIH B AR LE St 5], CPT-613 = L B X (A
FIHIAE2.76.13.11.13.92.16.42.16.73.19.52.20.23.21.37.22.37H122.77 (£0.2°260)
b B W XS Bk AR AT B o AR SR Ee St 47, CPT-613 = A BE L AR I H 7E13.92,
19.52.20.23.21.37.22.37F122.77 (£0.2°20) &b H A7 W ) X5 43 ¥ R AT

[0072]  FEBELESLRf I, 69755 (6, 8- W - ik - IR e H 2455 BTz £h) BA 20
£350% (w/w) B 4E T o A FELL S v, Y697 71 B A 2 /02960 % (w/w) [ 40 BE o 7F 548 51 it 1)
L IRIT IR A ZE D A70% (w/w) B4 7R st 451, v 77 7B B0 2980% (w/w) 1
gl B AE FEe S o, VAT R B0 2190% (w/w) R4k AR SEEe S g o, Ya T A LA
Z/02195% (w/w) 46 BE AR Le S g o, YR T 7 B 20 2996 % (w/w) 265 o 7E Lt st
Jit 5, Y TT LA B 197 % (w/w) 4 o AE e St v L YR 9T R R B 02198 % (w/
w) [Pl AR FE S, VR RIR A B 299 % (w/w) (Al EE

[0073]  Z5MZHEM

[0074]  3& FH T 190 Bkt FH A AT AR] 25 0 L & 40 v] BT AR B 78 SR e s ol v, 254 &
W T8 AR o 7E R e s 5, 25 A0k B R TR AL I VR e O R L
L I~ 2 VYR RT 5 P 1 11 R Y o 1 R ) 28 P 6 2 2 b ml B2 sz R T 711, 1 ek ik
PR TR e 791 338 S 70 RG50S R 9 A R FE R I R 3 R R L R R T
R 7] 77 J5 7510 26 24 A AR AN IR AT AR ) o R AR ART 2H 4 o 245 2% b mT 43252 (%) TR 7911350 43 1 el it
(1R 2 2B P UL B R T8 TR 25 24 77 SRR 5 o TR B, A7 AR 2 PR R B 25 A & P ) A& 1l 77 (3
W, Rt . 5% Rl 552, (Remington:The Science and Practice of
Pharmacy)” , 5520/ , GennaroZs A 4w, Lippincott WilliamsAAWilkins,2000) .

[0075]  Z454peH & Wil W AL 2 /b — P PEIROE 751 o T 770 60 46 24 2 AR IR & 771
TR TR TR R AR o R R U i B B TR S AT B AT AR T A R R R sl SR AL SRR
W KA 7],V A i i A 4 25 S R A T s TR 591, 138 e A BFL B 5 43 B » 1 it
PR Primoge | B R KVER s TV 7, 1 W fif i BR 8% 5 BhUmt 77 » 1t s A — S84 ek 5 RS 5 1
QTR AR SRR 5 SRR 7R L 1 0 AT S KA R FE I EORS - R R o 2 7 B T 3 IR T
FonT B WA I ), 1 a0 g 107 9 o b A0 , 790 67 T 3 nT 2 el 750 2 B 6 A EE T U %
Fh A AR, 451 G« Hh Jls s i 2 R A o i3 — 25, Bk T IR S 2 A BERE T S
A'F SRy IR 51 4D R A R R S 5 5 741) L ek L 5 60 SR AT R R 7)o F BB St 49 b, 25 A S
SHAWIN LIS E R % EAI9EE % (F L 10E & % EAS5H & %) I EHIRIEH, Hrh
TBIT AL R W) o 0 R S5 v, 242 b n] B2 IR )AL 2 6 ) e EL R 1) 2920 %
F4180% o E RS fE 5] b, 25 S A A S I 2 /D 2140 & % B B IEIT A, o
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— FhEk 2 PR E 55 A & R R W AR e S, A S S HE M R D Z50HE
% [ = AR IT 7 o £ R B8 St ] L 29 A A& AW 2 /D Z160 5 & % & 1A
I7 70 AR HE LS5, 9 A AL A Y B A2 T0 H 1R %6 I R IR VR T 7 o 75 S L sE
Jiti 45, 25 A S W A A I 2 /D 2180 F 5 % I BRI VA T 7 o AE SR E SIit 91] FF L 254
EESHEYNEDZI90E & % BRI

[0076]  FH T [l A 2H & W0 () F B R A FE AR AN B T 2 4 R (15 40 AVICEL®) | B 4R £F 4
FFLPE TER TR AL TE R IR RS L R ER 45  WE LRI &) BE 45 5 71 (dextrate) HITAE A7 iEHE |
RS /KB BRI =45 =0 b VIR B L S B 2 AEMRE R L B BTN M IR I
(fltnEudragit) EALER HPIREF4EZR  FALAN . L ALRERE A A7

(00771  FH T [E AR 25 4 & WO RG & TR A AN PR TR0 A7 R« 358 I« RE W il 260 Bl T
FEIR R (Bl UnCarbopol) FR HFELF4E 208N IR 3R 4R 4 2% L IR i TUR IS AL )
M BROHEGHER . FRNELTHE R (H KLUCEL® ) | ¥ 4 5 B & 4 48 & (F)
METHOCEL®) \ JU A4 % #l iE PR BB L L 22 2P WiDRG - TR R 4F 4l 2 L IR R N A IR B SR 4 T
(41 KOLLIDON®. PLASDONE®) | F5UA5 £k, i€ H5 « ¥ 955 R 4 RN e K o 70 15 S S it 451 5 24
MAEMEESHEMNL0.5EE% EL25HE % (EWA0.75HEE% EAI5EEY) &
(RS 77) o 7E SR Se St vh , 29 S B S SN A1 EE % R4 10E & % =R S
o

[0078]  J SR [ 44 25 W) 2H & W A B 3 B 00 v R s 2 ] Je ak m) 2H 5 400 R S n e R R
R ABANBFEEAR THER AP EFAE RS RBP4 K9 (Fwm,
AC-DI-SOL®, PRIMELLOSE®) . itk — S A0 HE AZ BRR H JE 21 4 R S DR SR 2 1 (9
KOLLIDON®., POLYPLASDONE®) . JR/R R AERREESD AR AF 4L & sk 4P 4E = kIR
R TR ACTERT IR IR SR 2 L IR (1l 4, EXPLOTAB®) FTIEHy o 71 JE L 552 i 5]
LM MBS HEYINLI0 . 2E R X 2 A30Em % (EWNA0.2E R % £410EE%)
() 2 1) J A7) o 0 L STt 45, G B S A YIRI 290 2B 7 % RS E & % 1 &
1) A5 o

(00791  Z5¥2H & AT et A 75 — Fhal 22 P2l 2 b mT 4252 (1) T 77 o D0 30k i 126 45 b S Vi v
FIRN T IRFFAPT /KRB 456, A 24 m 26 W A MR FE IR 2% o AT R ARV 770 )
TR ¥ P ) ) A E PR i1 S S FE 2R A ) (9 an R FL SRR R R E NS T 7S fe Bkt
WE$5) hE LR MR — SE PR TR O I e B R IR I (191 G0 R K 9 - 2R I K 1 O FH o R I
k) TEIE VAR (OR AR & I A SR AE N I ik B R SR ) SRR <0 I 7 TR T It o AR (4] 2 2R 4
N TR/ SER EH e A H T () i $EVE 0 (Gattefosse) HLabrasol™) B4 2.4
EE MR VH AN SR S8 A AL B R 5 B AR M e S I (151 4 58 3, < M el Rl IR 6 1) RO I
JIE D BR e (151 4n 5% 48 £ I BB TR IR BiR) 58 A0 £ s i K L B RS B I (497 an 5% L YR R 20 A0 28 1Ly
FUWERES0 (140, TCTHI Tween'"80) ) 74 —WE A 7 BRMS (9 4 7 — 1% FRERR IS (9] 40 3292 0 )
Lauroglycol™)) e SE B BR AN  JIE D7 IR S FL 36 (151 4 Je 82 0 58 A 0 = 2 e e s R )
H g B R T (M) A HE R H R ) e /K LU AL WE BT () a5t /K ol 2R I B 5 A R T
7KL ZRU e R e PR I O 7 L) 2R T B AR R I S R B 7K L AR B A R R BR) ARV VDH
PLACEATRIR AW R Se szt ol b, 25 WA B S H M Z0. 26 & % £ 4158
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2% (W0 .4 8 % 221058 & %) BRI IRIEF AL seiE g, 4 AEmEE&H
G290 . 5H B %6 2 25 H 5 %6 I 5 N TEIE TR o 78 L LL St 45, 292 A AL S TR R
TR 75 A B S -3 TH v 1 77 o AE S e STt gl v, A S AL S e R B A E
MR AE RS v, 29 A B S H E MR 210. 25 B8 X R A THEE Y% FWL0.45
B % BL4EE %) KB T IR A RS b, 29 S S H SN 2
0.5H 1% 2 228 8 % B+ e R AR N -

(00801 W] LA NI 77 (5 an okl 7 s Bt 771) LA oSt [ 4R 2 & Y B i sh e A0/ sl gsk b A
F 1) 7] H 1) S 1) 5 5 150 2% < TR 1) R 45 o ] R 77 0 DR SR 4 (RN BR T Bk — 4R
AT IR EE KIRET 4L 2 UE B T A PN IR — 45 . & & I e )ik — 2B Edfiglyceryl
behapate ({4132 2B Compri tol "888) + Al s K L & , (1475 A IR 1R % | 1 Jig o 45 1 1 i
PR 5 B I TR A 5 B AR T TR Vi IS 5 A AR AR T R H ek I 5 A B PR v s S A W (5 4o
AbitecffiSterotex' ) ;i s AR ; 4 FH R s LR BB NG 5 RN w5 RN S ALAM; DL- 5%
S ; PEG (5]t , B S 1k 242> &) (Dow Chemical Company) ffiCarbowax 4000 F1
Carbowax'"6000) ; HERAN: + “KEIERRERAN ; A+ — hEEBRER AR 7R S Lo ST ), 25 &
MBEEHAEYRZ0. 1 EE% RL10EE Y (EWNL0. 25 &% £ A8H @ %) M =M E
Ao FEFELE S b, GV SV E H AW 290 . 25 5 % £ 25 H & % F & EE 7.
TEF LG STt b, 250 2H & W0 B B AR R B AR 9T 7)o AE L St 5, 25 S
Ak — A AR SRS, A GBI A AR S A A E S S
VIR 290 . 5E 8 % 2 2923 & % 1Y = B R IR B B A -

[0081] W 751 RH SR 751438 75 2R 0 28 255 171 5 56 AT 10 o TR FE A R B S b B 2507 i
(1) 5 P IR R TR A SR ) B 45 22 2R Iy S L R R AT EE TR R VB SR AR R
Py AP 1 B o

[0082]  ZH-&W)th vl FHATART 24 2 b ] 3552 1) 36 Ea kAT 35 €0, DACSas FL AN LRI / Bl A T
SRR A i AR R B K o

[0083] TR TR 741) 1) 22 43 A0 FH & AT | o) 7 Rk 2% SRR 41 20 4 RUOGH s 1 R 7 110) 285 8 DA S A 4
W22 T B AR 2 2 M e o A B IR [ 4 2H A ) Lok oK S ks SR SRR AN R Sy 24 &
W) o 00 BRI J7 (0 1 DL BN, SR B A7 A, S a0 ok ) 24 903 b Ak Pl R R ER AR AR 7 v ) % o R R A A
[l A T2, 40 7510 AL TR R R B RN IR FE L /INER B R ANBE B o £E RE L S R, 25
HAEW R AEFE LS5 R, 25 W2 G W) 2 W 25 T 5 0 B o AE SR BL S 45 vh , 259020
B E W B TR A B 1A 5 TR BRIk B R N ATR IR R AL NGRR3R (&
I SN I e ) e PR 2R FR R A1 4 3 (HPMC) AR K — FE RIS FR 4T 4 25 (CAP) FNEE R 2 A 2
R AR IEIAMR NS (HPMCAS-M) 1) 2 /b —Fh R G4 o fE FL LSt 5 b , 250 S W) 2 Wi 55 1
PO B 1208 22 1 BUARL & ik H Eudragit L100, 58 (20 L0 R e i) ¥ TR 2 R 2
2R 2t 2% (HPMC) 482K — FH R R 21 44 2= (CAP) AN IR F8 TA 5k HH L 2 24 22 R HA IR i (HPMCAS -
W) 1 22 D — P BB o A FE LS ST 5, 292 G ) A2 W8 55 TR O B 1 55 TR ) AR
B HEudragit L1005 (LALLM e B 5 2 S5 0K30 (PVP K30) Fu 2k F AR 4T 4E 5K
(HPMC) @15 7R — R IS TR 21 4 2= (CAP) UGS FRF2 T4 i F B 41 4 2R 8 IR I (HPMCAS -M) 1 22
> —FhEEE W) o AEFELC STt A7) T, 2502 G W R B MR Oy A L 1T B TR B L
HEudragit L100MIMEER PN H JL 41 4E R BT FIRR R (HPMCAS-M) 1) 2= /b —Fh IR &) . 725
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e S it 51 o, 25020 A e AL & Eudragit L1005 T4 20 i Ak o 78 3 6 S it 51 v, 254
A L AR T 2 P SR 4T 4 R B HATR TG (HPMCAS -M) (W55 25 I 70 Bl

[0084] Ak B I il 77 Al aok im N A 3 P G 1 SR 2

[0085] 7tk St 49 o , AR U BH I 25 2H 6 0 2 SR R e A A ) o FE R S it 451, 259
HAEWEH L 1Img 2 £95000mg 194 I7 77 o 75 HE L S il 451 1, 29 G0 & £1100mg B &
3000mg ¥ 7697 7 - 75 5= L 5L it 451 o , 25020 & 0 & £9200mg 22 292000mg [F1 7697 71) o 75 Fe b
SEH A, 2 A S 4150mg . 100mg . 200mg  300mg »400mg » 500mg «600mg . 700mg «
800mg-900mg.1000mg~1100mg~1200mg~1300mg~1400mg.1500mg~1600mg.1700mg~1800mg-
1900mg2000mg + 2500mg B 3000mg ] ¥ I7 77 - 75 HE L6 St 451 o , 254 20 &) & 6 £1300mg
500mg » 700mg 5%, 1000mg 11 VA I7 71 -

[0086] 7tk sk it {51 v , AS U BRI 25 A A W) B0 B AR 287, 220, 42875 S [ L R Hh ik
(1) LI UK B s o 70 SR e S it 49 vh , 2504 B W LA 290 1% 2 2975 % w/wir) i S5 5l g
177 T . 4 T (2] e B A 1) 791 o AE 2 R ST A v, 10505 290 1% 2 2915 % w/ VIR g B R0 T
R EH 43 o 7F F= e st 451 o, IR iy PR 2 20 0 5 i A sl AN R C4.C5.C6.C7.C8.C9.C10.C1 1
SR C12 M1 i R A/ Bt 2 i P R 1) 2 o i Jo 6 355 ] 2 A L 2R A

[0087] YAz AT R

[0088] W DAAR AT A £ 32 (14 B 1) 3 DAAT ] 45 38 119 1) g v o 70 1 it FH T R 3 o R = A
I [] K B T 9 W v I R DL LA K 2 5 55— Fla 7 774 G it FH T AR 4k , B AR s
AN AT DUR $E A SCHR AL 35 5 28 5 o b o8 1% 70 B A 8] 36 o 78 B e e it 9] b, 31
T R 6, 8- X - B 58 - o B ul I 24 2% b mT 3252 1% 3h 55 bk 9 A 7 9 99 BRUPEAE 1) 771 =
TRV 1) 2 >R VR 2 771 RS (1) 3% o 70 R S it 3]+, 7712 B KT 52 7712

[0089]  ARHAM — MRS, SEUEHARM VA 2L, RS 25 o vr B 3538 N 45 25
RIGEME AEA AR, 6, 8- X -F i 2 - 3 B4 IC il B AE 1M (150mg /mL) 7K M = Z B Ji R i
50mg/mLiA ¥, 3 FH 5 %6 () 55 FJC 1 A e B (D5W) A 50mg /mLA% B 2% 42 4mg /mL (511401,
12.5mg/mL) , 4R J5 28 B P O Tk 5 58 DA TV 77 200 FR 4230 221200 B - LR M 45 1
HA RAME , T H B HERR T3 FAMEKINE 250077 R o H FAEIVEA 24 Ja -2 - 2 R
(255 B 291 -2/ (Pardee, TSZE N, (I RFEERERFST (Clin Cancer Res.) )2014,20,
5255-64) , K] I B A0 E A/ B H45 25 mT DAAG R H T 358 o 5 3 X6 0 - R s - SR BRI R
[00901 {1, £ f5e 3 A9 — ST SR 7 v, 76 0 30T 4 L M43 K FH500mg /mF1 6, 8- X -
WL - IR (B KT 32 70 48) B JOk A VB 7 T 5 1 849 R e ol i e s v (R 1 LGk 3] 1 %%
WIS, o 78 JE TG 565 1R 5 ek B R FOLFIRINOX (BEybF) 4165mg/m”, ¥ HHE2400mg /m” , A7 7
#: E140mg /m” MR PR W IEE 400meg /m HEVE B J5 2400mg /m” , 246 /NI 4145, I ELE A 31 54
K ENeulasta GGAEM T =) HEHH (Alistar A28 N, (B ]R8 %% (Lancet Onol.) )
2017,18,770-78, @it 5| FHIF AL ARMWEAK I, S57EAListar TR FEH AHIA , 7T DAAE
R JE A ) 38 1R FH e R I FOLTF TR INOXYE ¥ 17 7% 14 Jo e it J8. 3, (ELR MOk 35 %) T°6, 8-
R - AT 5 - 3 R 1) 771 B RN 8] 3R HL A I % RV 1« 5 LI 72 AHIRD , o] AR 99 & R 31 26 1
KRN3R UL H I 1 Rt 6 , 8- X - "R fim 28 - - BR . Jyadeth, m] LA CAPRE /N EEE 2> (1 4
ZAVYABLAA) S AR 6, 8- X -l 2 - 2 R o n] LATE JE B S5 1 R AN EE 3R B B
ANFE R (AR FTRFN /B3R, BBk 55 1 R A /8 553 R LA B3 5 H A4 K it FH 577 &
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1%l

[0091]  7E 55— IRIHAB 5T, U rE4 ) AR 55 1 L S5 2 R AN SE 3 R ) B8 LR A EE AR LARER
840mg /m” 25 2940mg /m™ 1 1H 7181t I, Sk P96, 8- - TR 5t - 7 o Kb i B 0 A 3 o 4
HAE (MDS) 2 M BE I 1 a9 (AML) A 45 bk 298 R0 7 I T2 i bk 2L 98 (CTCL) 1) R o
i (Pardee, T. 28 N, (I R FEFERF 9T 02014, 20, 5255-64 , @it 5] FHIHAASD) AREA KR
BH , ] DR 48 AH ) BAS 5] (4 B 18] 26, FH6 , 8- X0 - hi 2k - 22 R 11 IR VA T SR A MDS L AML AP L 4
MREL R BLCTCLIY) B3 - SPardee THHHFFAHIR] , vT LATEA B F S0 26 L&) L 28 2 R RN 56 3 A 1) 28
LR ANEEAR DL H 7188 T Mt FH6 , 8- X0 - R M4 - F R o g b, ml DLUAE J&) F 1) 0 2 R B A
[F R (N2 SR AR, BB 5 LR 3R LAAM) B 2 H AR &R LA £ 4> (1)
ur, =AW ECHAN) 23 S 6, 8- X - R 2k - E L

[0092] £ —TULHAT S A, MrEA T A AR 28 1-4 R B8R VEE L LRV BR 15 R FIER 18R LA
2000mg/m”Z 2750mg /m”F) H 7718 jti 1, 724 8 I 454 R M55 K 528 15 B 59T (90mg/
m”) 25 47t PN, 8 K 4 6, 8- X0 - R 0 - ¥ R AE J A 2 % Mk B 0 12 T 40 L 94K EXL 3 £ 5 o
BRI (Lamar 7.2 A, (I (Blood) )2016,128,4163, @14 5] I AL D) M4 A K
0, SLamar THAREFCAHIE] , AT LZEAJE JE A S5 4R AN 25 5K B AR 52 =] 7T VA T7 TAN M bk E2 R
B (H A6, 8- 00 - i 2 - = 8 ] DUAR $i5 AH R BCAS [R] (B 8] R it - S Lamar THATT 72 AH
7], o CAE4 S R B 61 -4 R VBB R VB 11K VB 15 R AN S 18 K DL B H 71 &= 11 it FH 6, 8-
R - I - SR o Ty a b, T DL DA AN BRE 2 A (9 it = AN S DU AN B A 43 7 =it 6, 8-
K-S - S R o BT B AR T DAEA A AR 28 1 -4 R VB8R VAR 1R B 1I5 R AIER 18
REGZ AR R (N2 1-4R VB8R VEELLR ISR MEEI8R, Bk 251 -4 K VB8R
FILRVEISRAMEISR AN HEFH BB RIEITIH.

[0093]  FIARZE 251 oy — AL m R e RV T AT il , wT LA 6, 8- - it 48 - = B
H2G% bl 2 ) SR K O IR va Tl i — 47 v (fs HERRAY FH6 , 8- X - "Rl 2k - = R) B
Ihia T BUERE AL T35 73 Bl 58 SRR A 1) B3, DLREIR 8L TR &Kk - 4ERF IR 9T 79 Ko 1

21 B o AE R ST R, SRR VR TR YT IR AR e S g, 4R R VE TR T
FEE R » I H R R — 2D T AR R A R 1 45 A T RAS R 7 R B SRt 5 R, 4ERET
TR R, F BB AR — 0t P B e R S A RV

[0094]  7F b st 45 o, 78 it FH A 5 K LA 20 Img 22 2910, 000mg ) 71 & 11 AR it FH 6 , 8- - %
T 2 - S PRI 2 5 b T ez i 2k . B A T L — AN i F 5503 20 e 43 B0 22 4 7 =
(G = DY s F A 55 ) o 7E SR L sl , H5f & N2 10mg 2297, 500mg o 7 HE L8 Si i 51
H, H &8 2100mg 22 295, 000mg o 78 HE 48 S it 451, H 7515 8 2)200mg 2 294, 000mg » 75 5
S S5t A5 R, H 7R BN 29300mg 2 293, 000mg o 78 58 48 STt 471 o, H ) B N £5400mg 2= 22,
500mg . 75 3 b sz i 451 b, H 75BN £1500mg 492, 000mg o 7E 3 B sz jiti o1l ob , H 778 8 4
100mg+200mg~300mg.400mg~500mg.600mg~700mg.800mg.900mg.1,000mg-1,250mg.1,
500mg+1,750mg~2,000mg-2,500mg.3,000mg~3,500mg-4,000mg.4,500mg.5,000mg-6,
000mg.7,000mg.8,000mg.9,000mgEk10,000mg . £ = LL St {5 v , 6, 8- XN - ik 3ok - 3 iR i e
2% AT I R AN N 20 5g E 1. 5g, I HLAE R FH— 0 PR =R DU IR ER T
R AEFELE ST, 6, 8- X -l 2 - F R 25 % b2 M SR BRI R 820,568
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1.5g, I H ARt B — IR - £ LSt 5, 6, 8- X - A 2k - F BR B 24 % LT 52 1 R 1
BT 920,582 1. 5g, I BAF Rt IR o AE T L St v, 6, 8- B - Rt 22k - ~F R Bl
2% F sz RN E N 290, 5g 8 1. 5g, IF HAE R it FH = 7Kk o 78 e 26 s it 451+ , 6, 8-
- 2 - S IR B L 24 7 B AT 1 BRI B RO 290 . 6g £ 1. 5g, IF HAE R DY IR
FEHELE S ) v, 6, 8- X - Rl Ak - ¢ IR B 2477 A2 I ER I B R BN 40 5g &
1.5g, I H AR Kt B FLIR o 75 LS5, 6, 8- X - A 2 - S BR B 24 % T 52 1 R 1
AR N g, I H AR — IR PRIR S = IR DY IR B IR o 7E FE L S 5+, 6, 8- X0 -
B 2k - S IR B 24 %7 AT RS2 K Sh BN B N 2 1g, I B Rt FH — UK o 78 3 46 S it 451
H,6, 8- X -l 2 - SE IR BRI 2% B AT RS2 1K Eh BN RI R v 2 g, I B R Tt FH RS ¢ o £E
FLL S5, 6, 8- X - A AR - SE IR B 24 5 BRI B K B AN B N A L, I HAEER
it = IR AEFE L S it 5], 6, 8- R - AR At s - SF B B 2 25 B AT B2 1K) Eh i BN 1 B e 2
lg, 7 HAE Rt FH VY IR o 78 S L St 45 v, 6, 8- X - i 2k - S IRl H 252 b ol #2321 2k &
ANFE N L1g, I BAR R FHTLIX .

[0095]  FEJELESif 45 24 A I A2 42 /0 — IR AR R LL S 49, AR W) 7 VR B A
A WA BE Z A IR T o AR L8 St ] b, AR B 7 V80 & B = AN EE 24 A ]
HIVATT o« S LE S v, AR B I 7928055 BT DU BSE 2 A B VR 9T o 78 255 8 S it 1]
Hh, AR B D7 B AN BUE 24 A IR ST o AR JE LL St 5] vh AR A L
HA A 24 IR TT o A2 3 e SRt b, AR W) 78 & B BNl E 24 A
WIRRTT o AR FLLO St b, AR BRI 7080 & B )\ AN B 24 A IR TR 97 o 72 L8 5 it
il AR WY 7 VE LS B LA BCE 24N IR T AR S LL S v, AR B D772
T HA A EEE A WG YT AR LS 5 b, A T 7 VAR FH6 , 8- X - R A -
R B2 bR R LR WG AR R B A R SR R N A B D — A
FSA A4 AR AR I A

[0096] 5 —yRYT

[0097] 7RI LGS, AR B IR D7 vk — A A 5 T P VR T A AR ) 56 IR R il an,
AR TI0ST A MR W B R BORAE I 7V 2 TR E LU T PR () ) B
1Akt P 0 B0 97 A SR 6, 8- R -l 2k - SR FR el L 242 b a2 W Sh i 25 A &4, +
(b) A1) K Tt FHYR T A AR 1) 26 3697 71, LUIR YT W BURE « A K IS fit 7697 A R 2
1) B R BSOPRRE IR 732 i T VR AL B LA AP BR : (a) 0] B8 1 IRt FH B 5 7 A A )
6,8- X -l fk - SF FR e HL 24 % B AT () SR 25 ARG, A (b)) 1m) B Tl VG T A AL E
58 3697 7, AR IT B BURAE , 262 26 a7 RN 2 AR, OF Hag s AN )
B It FH R AT R 75 o AS R B — 2B ER AL IR YT A I R A SR I BURAE ) U7V S %
JHEEE LT PR (a) n) & DR AL 31697 A AR 6, 8- XU - R B 45 - E FR El H 24 2
AT BRGNS, AN (b) [r) B Tt IR ST A ORI B8 IR YT R BLIR YT R BUR
iE , 2 A A T IR RE AN A2 T B R I B — 20 1 S5 A2 2 BOPAE A2 R R e N, AN
— B B (1) & AR 2 BRI R (1) BE RS SR EEENA S .
AR E— B 7RI A TR B B BB BURAE Y 7V TS U IR (a)
[ea) £ ROt FH 60 2 VB 97 A AR 6, 8- XU - "R b 2k - E R el HL 247 BT i SR 25 A
G, H0 (b) 18] £ T T VB 97 A R B8 3R 7 75, BLB YT R BUWE , 26 F 2 (a) S50 B
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iE AN BT AR s (b) 38 VAT FIAS 2 B WA 73 LG y7 A G5 1 38 it FH B W #5515
AT () 24950 BUPAE 2 BRI T Ve TT A — DA B i A (1) & P RE L 4% ]
PEZR R (1) AEALS SR LA S AR s f) b, AR — B4t Tiaa
IR B BB IR VR A R 6, 8- R - B 4 - SE BRI 7 vk, 1% 7 VAL 1) BB 1 it
B EVRIT B RERI6, 8- W -tk - FRREH 2% ol 82 s A &), I Bt —2P
) B8 it FHYA YT B R I 28 IR IT I D IR AR B 3 — DR T A LR B B Ik
TRIT A BCEII6, 8- X - "RIm A - S BRIW) J5 1 % 5 180 B ) BB 1 IRt 8L v 97 A e )
6,8- X -"FhR AL - FIREIL 2% Al SR A &4, o Bt — b B i G A
RO 2 IR IT RIS IR, 26 R AN TR B T mi ZI s, oF Bt — B ik e 4 8
T BRIT MR, A B A (1) & PR B L 252 LT A 1) A
A IR B 2 A AV TT TR R o AR R B — D3R AL 1 i) A I 75 0 B B VR T A AE
(116, 8- X - “Ffim 2 - = BRI 5 ¥4 2 7 VA0 v) R8s 1 Uit FH 0 5 YR 97 A BRI 6, 8- AL -
T 2k - S PR L 245 % b B2 R 29 eH & o1 Btk — 20 m) B3 it FVR T A AR T 2R
TARIT R IR SR () BB ANTE BRTT AT AU  (b) tANZS R0 3 it FH 1 W 41 57 , A0
(c) 4 BB 5 BT IR I g BB it A () & P AR B 25 % el Besz g 3h A (i 1)
H 8 456 T ERAZ B A6 LR T B -

[0098] 7R HELL STt o , 55 3BT IR SR T R AR SR L S, 2R YR YT AR R
BLE]YT B 22 AT a2 i L A R S R, 91 G 245 0 BOIE 2 TR BRI I E T 4
WRE R B IR AT R LR (B AR TN B AR 75 bR B IR B, B8 AR T R SRR PR A 5L A
VT o T2 LG S it 1) 1, 481 1 224 92 9 B0 R A2 B R T, 28 ¥R T A2 BLVD R L TP IR L £ ST
B AN R s g (1) 2H A o 70 R e ST A5 v 491 a1 22 5 0 BROPE A BRI, B VR IT R R
oAt Y5 A B 9 45 A TSR AS R 2 A o A 7 S A S e 451 497 200 24 99 9 U A R R
B, 58 ZYRIT FIA R H P AE A A R O A TSR A A AR SR S R, 40 24 5 0
BUPPRE A& FT AU BRI I, 28 V87 7R 22 DU At 3% o 75 b LAt S 451, 481 G 224 9 95 BT A A
AT B ARSI, 28 9097 AN & 2 At 38 o 78 F- S8 STt o, 28 VA7 571 A2 1 410 ) 571 o 7 5
S STt A5, BB VR TT AUAS R E I

(00991 mJ DAAR Hi AT A £ 32 (10 B 1) 39 DAAT ] 45 38 119 711) B 5K il FH 28 — VR 97 711 o T 35 e i
ARG IR 4 325 24 751 8 R i) 2 76 AR AU rp 2 2L 200, 3 L AT L& R T 5 1 IR6 , 8- R~ i 2 -
SERR— A A, T AT R S

[0100] V&Y THARAN 2 4tk

[0101] A BHIE YT J5 i T8 Va TT I Dh RO 2 A Vet — 0 SR AR AR th , 1% 5 VA4 it
RS2 B 2 A VERCRR , VR TT B AR 2t R K T KU o 4 7E 22/ 10 489 R (B BR T TBf B 11 T
I R AR 56 B AT IR, A< & W i 7 92 A e 3R 25 /D 2010 %6 1) S s B 36 /b 2914 AT
JRNHRE RIS ] B 2914 H B TE e AR A7 B (PES) Fl /B2 /D 2914 A S AR A7 (0S) -
R, B BET B B T Tl RIS 0 & 22 /0 1542 B 3 SE AR IR Hb , By BE T TR BT T Tl PR 156
A5 B 2042 B AR, B BT T B T T T AR IR Be G 22 /025 424 JR s SR A%k i, By
BRITulM BEIT TG R B 05 22 /0504 B 3 AL ask 3, B BRI Tl BRI T T PSR B & &
/10044 B3 . AR, B Be TTElBY BRI T Tl R0 A 75 22 /0200 44 8 % SE AR kb, B B 1T
BB B TT TG RS 0 7 22 /0300 44 B85 o SE ALzt th, B B T T e B DT T R ik 30 7 22 20
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40044 B35 BRI R, B B T TEBY B T TG R A58 £ & 22 /0500 48 JE 3 AR Ik 1, A8 BH IR 7
RAE B AR 2 /D220 % 1) B ROV 3 BRI L, AR R B I 7 RS 2 2D 2930 %6 (1) R
N TEAR G I, A S B B 5 VR AR B 2D 2140 % 1) R S N R TEAR G I, A B B D7 v R
2/ 2750 % 1) 2R S FE L BEAR e, AR BH B T iR R AR 22 /D 24960 96 1Y S B ER . AR e Hh
AR TR 3R A 22 /2070 %6 1 5 RO ER o SRR IR L, AN B 1) D7 VA SR A 3 /D 2980 %6 [ s
SNEFR G FEAL I I, A BH ) T 1R BRI 2 /D 290 % ) B SO NE R G ARSI I, A U BH 1 5 v B At
202124 HB) S S RF SN 1A] \PES AN/ BROS o DL 1, A% B 1) 7 V3 22 2 234 F ) e i
FRELIS (8] \PFSH/BLOS o A I R , A WA 1K) 77 V2 44 28 /D 2944 F 07 e B 3R 8205 (] \PRS 1 /
0S o Akt , A BH 1) 77 53R At 22 /D 2954 I S B 457 LI 1] \PES I /8R0S o ALz 1 , A B
[ TR AL 22 /D 2164 B S N R 2] ] L PRS A/ 8R0S o AL 126 L , A & B B 5 iR Ak 22 /0 47
AN FVH B B 47 SR IR [A] \PES /8R0S o AR 12 L, A BH 1) 77 V34t 22 /D 2984 FI IR B B 45 S I
(B8] PES A/ BROS o A e , A< BH 1) T7 LR Ak 28 /D 29940 1) s B¢ 8L 16 8] W PES A1/ B0S o 8
g Hh, A B () 7R SR AR A A 2910 (1) S SERF B2 8] L PES I/ 8R0S o A de 1, 4% B I 7
ESRAE R D21 A I BN RFEERS (8] \PESHN/BR0S . ik th , A & BH 1) 7 ik ik 2 /b 25124
JB) S R4 2 I8 8] W PES 1/ 8R0S o L ide b, A B I T3 VAR Ak 28 /D 291440 F 19 S B BRI
(B8] \PFSH1/BR0S A2t , A% K B 7 R4 it 22 /20 164 A I N RFSE 8] L PRSI/ BL0S o A8
g Hh, AR () 7 VRS AL A D 29184 (1) S S RF BN 8] L PES I/ BROS o At e 1, A% BH 1 7
RS 2 /D 212040 A I B RFEES (8] L PFSHN/BR0S . ik th , AS & B (1) 7 ik 42 fik 22 /D 25244
J B S 45 S I8 8] W PES A/ BROS o 7 2 26 ST T3t 451 H 5 £E B BT PR 36 Hh I B b ok S e o
BRI RS [A] A e A A7 o A SR S AR R, R BT T TG PR RS I B ok e
W38 I N RE N TR) A et e AR A7 B

[0102]  FATIGIT I B

[0103]  YBYT VLRI AR YRR VG YT 00 g 3k — B R AR Mk b, B 2 N o 7E F e STt 5]
BERTEN

[0104] ZEMNW

[0105]  E QAR R IR T A% B 2> J7 1 A0 SE Tt ], B FE VR T R VR IT JT A N2 )
A o A T HR Ve 1) A 1) A T T AN SIC Tt 51 1) i A AL R

[0106]  TIT.5:f5

[0107]  J#IL S5 DL T SE], ¥ 58 25 5 BRAR DL AE R AR IR 1 A2 B, 1% 1 i 51 47 0, 15 AN
T Ud B A e B 1 R T Th AN St 51, FEAS B AERR Sl AR B

[0108]  SEH1—6, 8- X - i 42 - =% FR R A /N4 ffi g o 117 11 AR DAL

[0109] M3 [ B Fh DRk 0 (ATCC) (H & %w ‘S HTB- 177, 357 JE W By 445 ) K45 A
H460 NSCLCHHJM . EWS 212K 5 ATCCIR) it 23 40 i f , 3 6 248 o A FH |l 85 - ] <2 B =5 43 1358
'] (Charles River Labs Molecular Division) BE4THIZNER PLiE =42 MAP) IR 4k ik N
SR EE S G A BA P Kt TR 4 R R AR T225 20 L8 FR R 1137 C IR 5. %6 CO, SR L T
IR H RS F2 90545 50mL B B R A T 48 & BT (Roswell Park Memorial Institute)
(RPMI) - 164075 AN10% G 2F 135 (FBS) LA Az 2mM L - 45 0Bk i o 3 i g 2 1 B VAL DL &2 - 3
R1: 10 EE 227 2L M, I H B B A0 B B R R i s 5 2k v o DUR AR 77 :AE70-90 %
(PRI SRR A AL F T 5256
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[0110] M\ /R Wil S0 = 3R 15 294 226 & 1 CD 1 - Nu/Nullfe 14 /N R o 75 4 29 M 7K %
(SUNY) f57&Z K (New York State University (SUNY)at Stony Brook) zZh#)sLis = w98 &l
g B = b 5 NS B T 1 IR IR A B R L2/, N BT R IR 2 T AT A
BB IR E Y Q59 mE U sh P &) MK GETETEHE LK, pH 7)  RSCFRIRE 2 R
PESUNYHLAG B 37 B AN 2 512 (TACUC) ) ) 28 5 HL Atk itk

01111 75 frlJd e A i 2470 203K A 70 M fURI 5258 2 18] SO VA TR B YL A 3 o s F L e c v S
A HN27-5/8 T SLAE/INR A MG K2R (SO) Mg i E0 . ImL ¥ Dulbecotéffg £h 4% i 2k (PBS)
VAR 1 2x10°4S AHA60 NSCLCEEBxPCS g i Ji 40 ML o 453 R AE VA YT 2 T S0 80 A2 J (s P
PR R I R R SE (K BERITE BE) L I FK R ER A 2 s (K BEx 58 ) /21 s R AR
FiRE A B N JS 8K 5 24 a9 Kk 25 300mm’ i, FF 46 B IR B v HR A dE AT Ak 25

[0112] 6, 8-X-"Fhdk- F R ARG E 9100mg/kg , BF2H11 R 514 #4 100mg 16, 8- AL -
L - R B IR AES % A ERE TP A /NAFR0.01-0. 05N NaOHH , 7 F4 % VKT R % & &
pH7.0%50mg/mL . jiti A , =5 W 15 % A e M B 2212 . 5mg/mL, 15 2 W) 4 52 18 ik v B 18
I 100mg/ kg, AR L0 2mL . IR 4H BB IS , 7E 558K B 15K B 220K Al 5 29 R4
INRBATIRTT o

[0113]  ZE#:Fh2x10°/MBxPC- 340 M I CD- 1HE R (n=9) th BEAT 2RI BIF 55 . 24 o8 ik 5
150mm’ (12K (B507%) FH:LL 100mg/ F& B 11 R 77 &Jiti FICP T - 6133 4 J& I, TFAAW % « LL 5%
43322 (n=9) LA%E JE 25mg/ ke K & HEAT IPYAYT -

[0114] S5 EoRAER LA B G4, FH6 , 8- WL - S h 35k - S B va y7 161 /N B3 o 1) b gg G
5% A HENE VAT I /INBR BA VR TT I /N P B IR AR KBS 2 o TX M AR S AR BXPC3 JifEd Hh G
B 8 o A% SEAFIIE S 124 1 AR FHINE , 6, 8- X0 - B 25 - 2 R G 7 J R 2 A Ak

[0115]  S2f2—6, 8- XU - "R A& - SE FRAEAML A [ 1 IR D 2%

[0116]  FEZE0RZECHTBL/6/INER I Rt ki 5 100 /7 MMFL24H A (Pardee, T.S. 56N\, (SE 5
M (Experimental Hematology)),2011,39,473-485) , FF7ESE7TRIFUA, Rl A=Yk
MR N J5 , FHCPI-613%E B ¥6y7 (kR (B 1 JAK) 300mg/kg )15 % 41 ig bl i
0.05N NaOHH [1150mg /mLi& ¥ » FH4 % VKBEER YR 5 22pH 7.5-85 1 HZI) H T &M SLE) , HE
A Y (TP) VAT (B K (B 1 A K) 2000l (£9100mg/kg) ZEPBSH ) 10mg /mLi% ¥ ; Chlr; =
R » FH = XA ARG TT (Img/mL , 75 ] 8 248 FH AR 7K ), BFCPT-613 (W b
i, 300mg/ kg, R VE B FIS M (A0 EFTIA , 200ul4: R IP; 4 R h#) 8% — H XU (n E ik,
Img/mL, 75 AT il =A% FH R /KA 2H G968 97 SR JE AR A7 X RE B (R se B8 i 1 A 3l
W) 1) B 48252 11 AR TP A o 38 sk B A 56 i o PAEL

[0117] S5 R BIREEISARIBBH o iZSEHIUESE T ARG, 8- X - A 4k - - R 2 35 ZE K T AML
far 88 /DN BRI AR AT 3 AR 1) 2 e B R OO & e

[0118]  SEZf3—6, 8- X - "Rt Ak - SE R AEALLH 1) H IR D 2%

[0119]  FEZE0R%Balb/c/NR I REEIKIEN 1H J7 4 Baf3-p21040 i, JF7E 53R IT 46, 78
LAY RN RAGHINFEAE G, FER K C6fHR) (P8 & (3mg/kg TP, 7E200uL PBSH) Bk &%
% (3mg/kg IP,7E200uL PBSHY) fICPI-613 (250mg/kg#E B ,CP1-6137E T°5% 47 e b v 1)
0.05N NaOHH [1)25mg/mLIE ¥ » FH4 % UKBE T A 15 2 pH 7.5-8) Y677, SR JEA71% - B K — IK it
FART 3525, 4k =K%, I HAE K — i FICPT -6 13 B 8 A T o 0 ik INF 5 46 96 7 52 PAR
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[0120] S5 B RAEEAH X SLFINESE 1 5B E R AL, TG, 8- R - R Ak - F 1R
SRR A B K T F IR G Ak BH 14 BN A ALL i 8 /N BR 1 A A7 3

[0121]  S25]4—6, 8- XU -l £ - = FR (1 &k

[01221 —KERH

[0123]  ZE/RFAHEE LM HTA Instruments Q2000HE4T o {8 FHNIST RJ 18 ¢ () 40 4 J@ i3t 47
T RS HE B BE RN B F 3l FLI R G 10 8, FERE i e S B BT B AR L 2
FRE BB B TBE M) 225 N 48 FH 10°C /43 B9 I #2088 i A - 50 C k#1250 °C

[0124]  fgi FHAgilent DD2-400%:HE{X£E25°C T LA399 . 82MHz ) 'HFL B /K (Larmor) Sl 3k
WO DT T A2 LR o W A5 ot VA A 25 6 DU R B A JoE (TMS) FIDMSO - dHr o T A6 . Bus
"HI 8 B 5 RDSRAR I 1] F3 2 1A A 2 . BADHE IR L 6410Hz (56 1 55 2 M164 102 Hd LA
Je A0 FE R B8 I 3k A5 o 58 FH LA 13107255 810 . 2Hz I 8 50 26 2 96 K T Agi lent VnmrJ
3. 2N AL 3R 1 BB (FID) , DA S (S M L o >R B A 56 4 AT 77 7R 9 B U K 4
2.50ppm. i 2 HRO . OppmT A & DY H L4552 (TMS) -

[0125]  {fi{PANalytical X’Pert PRO MPDATHMX W SEXH Z&kn RATH I o 1 HOpt i x KAk
SRR AR I CuBm S X b HEAT 20 AT o A8 IR IR 0 22 2 B R ) Cu. KaX S 2R SR AR 8 i A
BN IR AR WA T AL STOK JE 1 I 2 [8] , AR 3 T LA BEAT 20 B H-FAT THRT I R =
JE i A AL ) G 11 o D' R A7 b R 977 S S el B O ) R SRR T e ME S R
B P2 AR I o B (Sol Ler) BR5% FH T NG SR AT, DA S /Mt Sl s 8o A FH AL
T-BERE S 240mmAd (1) R4 A7 B BURKE 2% (X Celerator) WCEENTSTE o 7650 M7 Z BT » 0 BT RE
FESh (NTSTARES 5 M4 R1640d) LG IERE 11104 P57 B o XERF 2808 A AT 5 PR FH oA 42 BRAIE )
ffPatternMatch v3.0.44E /%, 3+ H NAECGMPREIR o

[0126]  fERC#& A Ever-GloH /i IRYR IR EH (KBr) 43 B8 FTAL AR R — H Z(#& (DTGS) £
W25 HFINexus 670® 37 AR 2T 4h (FT-1R) 43 Y6611 (Thermo Nicolet) E3RHUZL 41
L K IGIFE (8 FINTST SRM 1921 GBI 200) #EAT - ZE9 4 5 (ATR) B4 (Thunderdome™,
Thermo Spectra-Tech) 5% (Ge) &k — e F T Hudh K AE MG AR R Lldem %4 9
R 2564 [F] B N3 o A FH 13 0 Ge d A 3R B S S B0 s 4 o 3l 3ok 0T 7 A B30 BE 48
2 LEIRTEXT B /R R= [ 5 ) it

[0127]  {$iFTA Instruments Model 20503E4T #%EE 40#7 o (8 FIAL FIATume 1 " EAT 5 B ARS
MMM E TR MRS S TR, RGN B RE P P ERSRT
I AT FH10°C /3 By IR 4 4 i A S IR FE I #431)250°C L300 °C 5350°C o

[0128]  NRME:

[0129]  ¥46,8- - "Rtk - =K (66.8mg) B NBIH/MEH, IF 5 5H KA — /RS EHIR
1K) TRV TR (14 . 8mg, 7E 1. ImLHY) Befil, S BRI, SR G TE LI o B BE L VA5 (2228°C) 1t
W, FEUBAZ G RE S B UKAE TP K13 K AT Y 35, IR AR R UM T
PAFEBEE , 8- X - w2 - 2= BRIV WK e 2R A s i oK M B 1% 45 f e KM BE B it & L
N2: 116, 8- B - ik - R HIURIE , 78 NCPI-613WREE BRI . 2578 19l B #A0 oR i 4
HER A T38°C . B5A5BFISCE I T CPI-61 30K Ma bR A R XS 26K R ATH ] L 2 R &
POEPGE B RN R T AL RTE . R R AP S H T 7ECPT -6 1 3WR IR A4 RF AR X5 2ok AR AT 5 B o
MELE U .
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°20(£0.20) | djE)EE (A) | S8E (%) | °20 (£020 |d[EEE (A) | BE (%)
)
3.22 27.376 £ 1.697 32 21.00 [ 4.226+0.040 47
6.47 13.642 + 0.421 9 21.76 [ 4.081+0.037 25
0130] 9.72 9.092 £ 0.187 18 22.96 3.870 £0.033 16
15.76 5.620%0.071 20 23.83 3.731£0.031 12
16.34 5.421 £ 0.066 18 25.12 3.542£0.028 11
18.89 4.695 = 0.049 51 26.16 3.403 £0.026 13
19.43 4.566 = 0.047 63 26.56 3354 £0.025 20
20.75 4.277 +0.041 100

[0131]  #6,8- X -"Fhidk- =R (105.2me) A1 Z Bk (2.0mL) 28 NI /IMIE B S Yk
AT P A VTSV o SRV WA R/ B CPT - 6 1 3WR E A BLA AL i B T3t b, LA R 2
SOORPMAH ¥ o 45 3 KL BE /R 4 B WK () Tk vA A (12 5mL, 7E2mL A1) TSN EBNE T, T 5L
DUE « RIS 81 5, 1 5 M) LTk (3mL) 5 534 CPT - 6 130K MR A4 RFA R A7 — A2 i i 21 2%
B SR 5 HEAT B S AL 2 o A RORHR Bl B FEAR , I 53 4K (OmL) #EAT AL PR . R 24K 5, 18
ot B I SRR E A, A BT R TR, LA E96 . Smg ) 45 i TRk MR , .45 i o KA
BEEA R N2 1196, 8- X - Rk - F R 50k , K/~ NCPI-6130RIE 2B, Z/~H
2 G B R AR 46 T-69°C , [R] B Ji ik $ 43 A7 75 S ) B 2k ] RS AT (B2
69°CN0.2%) . &I6A.6B.6C.6DFIGE S H. T CPI-6130RKMEE M B XST 28y R AT L 2~
i B HGE R ] P AR AR R RS RN LA . CPT - 61 30R IR T :UBI 2L 4R G i
e U ¢ 2 i 6 4015698 . 701 . 754 . 767,804 . 840,864,884 .913.924.,1003.1027.1070.1092.,
1122.1155.1177.1199.1216.1234.1260.1303.1338.1378.1400.1453.1462.1494.1530.
1600.1649.2854.2922.3027F13060 () +4cm ') . FFH 51 H T 7ECPI - 61 30K & 3B Xt
L RT3 B A oL 2 i

°20 (£0.20 | djEfE (A) | 38 (%) | °20 (£020 |dj@FE (A) | 3BEF (%)

) )

5.09 17.343 £ 0.681 21 17.98 4.930 £ 0.054 42
L0132} 7.30 12.099 = 0.331 37 18.62 4.762 £ 0.051 45

7.90 11.185+0.283 28 19.03 4.660 £ 0.049 87

8.16 10.827 £0.265 19 19.35 4.584 +0.047 100
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°20 (020 | djE)zE (A) BE (%) °20 (£0.20 |dEEE (A) | BE (%)
) )
9.04 9.774 £ 0.216 18 20.12 4.410£0.043 27
9.62 9.184 +0.190 21 20.60 4.309 £0.041 81
10.23 8.639+0.168 11 21.16 4.195 £0.039 24
10.83 8.161 £0.150 10 21.40 4.150 £ 0.038 22
11.70 7.556 +0.129 12 21.78 4.078 £0.037 59
12,27 7.208 +0.117 11 22.24 3.994 £ 0.035 18
[0133] 12.69 6.970 +0.109 18 22.59 3.932+£0.034 37
13.61 6.503 = 0.095 18 23:12 3.844 £0.033 18
13.92 6.355+0.091 17 24.07 3.695 £0.030 41
14.68 6.031 +0.082 21 2492 3.570 £ 0.028 26
15.38 5.755+0.074 12 25.38 3.506 +0.027 10
15.88 5.575+0.070 63 26.35 3.379£0.025 32
16.31 5.430 = 0.066 96 27.12 3.286 +£0.024 16
16.92 5.235+0.061 77 27.60 3.229£0.023 16
17.31 5.118 £ 0.059 33 28.02 3.182£0.022 20
17.51 5.060 = 0.057 27

[0134]  ¥46,8- XU - "Rtk - =R (120. 2mg) 2 NFEFS/ NI A I IS A R LB IR 2 2= IR
W& [¥] 57K (26 . 5mg , TESML LBk ) , 5 B0 B o 7EVA R 2 BT, 38 768 5 A BE VS In 573 A1) 1 3mL
LTk o A7 IR 5 3 L 2SI RIS o SR BN B T, B ROIR 1 B B U 0 i
A AT B A, LR A bR g8 AR A B N2 196, 8- B - dik -
F R SR , 327~ NCPT-613ME e A1 RLC . 22 7~ 348 B A5 BRI AT 46 T-50°C , [A] B 38
ot P EE A M AR B B EE50°C 1 B R 2k N0 . 4% o 5 VA TR T A% R SR B v R W 82 B 4
W5 I TAVTBTCTDFTE R I T CP1-613WRk M 4 R I XI5 Sk AR AT i & L A Tl (] o1
IRV 2 T E A RAE B AL G - CPT-6 130K A4 BECIH 21 41 ' 18 H A 42 2
[ AL 45701 .763.799.839.912.1003.1030.1071.1092.1128.1182.1201.1242.1307
1340.1384.1421.1437.1453.1494.1532.1599.1652.2851.2918.2940.,3025H13059 (4 +
dem ') o FFRABIH T AECPT - 61 3R RICI X5 284 AR AT 36 181 L8R 2y

[o135] | 20(x020) [ djasE (A) [ 3B (%) [°26 (£0.20) [di@sE (A) | BE (%)
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CN 113543779 A 25/32 T
°20 (£0.20) | dg)EE (A) 52E (%) |°20 (£020) |djEsE (A) | 3BE (%)

3.39 26.051 + 1.537 16 18.36 4.828 +0.052 62

10.30 8.578 +0.166 11 18.93 4,685 + 0.049 56

11.43 7.738 +0.135 18 19.64 4516 +0.046 22

11.81 7.485+0.126 11 20.73 4282 +0.041 100

13.24 6.682 +0.100 15 21.86 4.063 +0.037 24
[0136] 13.78 6.422 +0.093 27 22.44 3.959 + 0.035 42

15.56 5.692+0.073 43 22.79 3.899 + 0.034 31

15.83 5.592 +0.070 51 23.21 3.830 +0.033 30

16.30 5.435 + 0.066 19 23.74 3.745 + 0.031 29

16.93 5.234+0.061 24 25.62 3.474 +0.027 40

17.27 5.130 +0.059 23 26.85 3.318 £0.024 16

17.67 5.014+0.056 43 27.72 3.216 + 0.023 13
[0137] A&
[0138]  H£6,8- X -Fhidk- F IR (41.6mg) Fe NI/ I H B LB /R B2 -F A (25. 1L,

FE2mL 5 I ) TR NS/ e, 15 2 IS VTR AT S 20l 48R L BRFE A, IRV (228
C) IR ARG TG TR EUKAR (-25 8 -10°C) WK ZI3K, R WS B[ A B U &
AU FR AR A8 5 BmlL R PR R e O AT R P AL, AR SR LA A VKA (252 -10
C) FOR R T BV BTAT I F0 A 1) it o 387 3 B T 80U o SRS WA A E PR IR T
T e TR 5 BN EEH TR EL 245 5 KRR A 2 B 21896, 8-X-7F
it - R R 56 R, KR NCPT-6137F 2 A Z A A BoR W M H iR T46°C,
[F] IR 36 5 R 40 BT 15 HH Y E B B 2k ] 2B AN (L 22507°C<0.03%) « MR HUAS H 1) IR B R
J& RCPI-6137% L RAME 2 f il S BRI AR RN : 0=5.773 A, b=15.105 A, ¢=16.902 A,
a=103.11°,8=92.62°, v =142.00°,V=1406.0 A3, Z=[AIF AT LLAEPL (1) 8LP-1 (2) . KI8A
8B.8CHIBDE I | CPI-613% A JE AN X Bk R AT & Z m 4 B Ll B L i1 1%
B FLAIR 0 AN A P P R R B T FECPT - 6137 S22 AR XS 2R 05 A AT 5 P o A 2 3]
FUEE o

°20 (£0.20) | dE)EE (A) | 3BE (%) [°20 (x020) |dj&zE (A) | BE (%)
5.43 16.269 + 0.599 70 20.19 4.394 +0.043 5
101391 6.16 14.343 £ 0.465 10 20.49 4.331+0.042 7
7.16 12.336 +0.344 13 21.73 4.087 +0.037 100
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CN 113543779 A -IH' HH :F; 26/32 HL

20 (+0.20) | djEE (A) SBEE (%) |20 (£0.20) |djE)gE (A) BE (%)
9.12 9.688 + 0.212 8 22.35 3.975 + 0.035 31
10.83 8.163 0.150 32 22.68 3.917 +0.034 21
11.10 7.961 +0.143 9 23.21 3.829 +0.033 7
12.30 7.190 £ 0.116 38 23.67 3.756 + 0.031 5
13.68 6.468 = 0.094 20 24.00 3.706 + 0.030 7
14.58 6.069 = 0.083 15 24.52 3.628 £ 0.029 1

[0140] 15.71 5.638 +0.071 8 24.72 3.598 + 0.029 24
15.95 5.552 %+ 0.069 48 24.99 3.560 + 0.028 13
16.25 5.449 + 0.067 9 25.72 3.460 + 0.026 5
17.94 4.941 +0.055 44 26.23 3.395 +0.025 9
18.27 4.852£0.053 24 26.60 3.349 + 0.025 9
18.73 4.733 £ 0.050 69 27.09 3.289+0.024 11
19.08 4.648 +0.048 34 28.06 3.177 + 0.022 8
19.89 4.460 £ 0.044 10

[0141]  ¥56,8- X -"Fhi 3k - =R (123.9mg) F10.5mLIY) 4.8 £ B2 NI/ N , 15 5178
T R BE R MBI B (37uL) I INBFE & B B IE I RS 2 B 0K (-25%-10°C) ik
5 T B BT S AR o I FE S AR S N0 55400 . SmLIr) 2,82 £, T, B 5 TEOKAE (-25%-10
C) HAEAF I - i B A 0 R USOGR [ 44, 753 B 4 dm AR Z 4k AR A LT L o201
(116, 8- X - iR EL - 5 R, R NCPT-613% E M BB, Z R f B vk R A
F46F42°C . CPT-6137F E M RIBRILH JE it HE /18 B H 250 CHI3.4% HE A I
TR0, VSV R T A% G LR 0 2R B A R BE /R 6, 8- M- "R 2 - F IR A 0. 3B /R LR 4
g (FAE2:1:0. 614k =T B T6, 8- X - "R - 1R/ T B/ LB 4.8 - INMRHfE 1 2,
TR ORI B 5 IVE 73 B S 2 B B Bk — 2 A8, R AN SR 4 BiR 72 75 42 Bk B 1Y) B
CPI-6137% M EIBRE TS /& LR LER A FE Y II9A 9B 9C ODFIOE £ I T CPT-6137 % 2 Mk}
BRI XS 2880 AR AT 4T B 22 /R A f R TG [ L o T R SRR 1 L A Pl ] AT 2T AR i
TECPT-6137F B M RIBR L1406 3 o W52 21 1) I A1 45687.699.740.754.766 . 778,813,845,
880.920.1001.1015.1031.1050.1073.1080.1090.1133.1158.1181.1194,1210.1240.
1269.1331.1369.1398.1421.1443.1452.1463.1480.1494.1547.1600.1650.1736.2856.
2920302913065 (# % 4cm V) o FERH I H T ECPT-6137 2 A RIBIKI X5 28k A AT 565 18] v W
LR 1)U
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CN 113543779 A -I'R HH :F; 27/32 1L

°20 (£ 0.20) | dalgE (A) SBE (%) |20 (£020) |djEEE (A) | BE (%)
7.48 11.802 £0.315 50 21.01 4.225 +0.040 19
7.91 11.173 £0.282 31 21.33 4.163 +0.039 24
12.69 6.972 +0.109 35 21.78 4.077 +0.037 31
13.19 6.706 £ 0.101 7 22.02 4.034 +£0.036 16
14.58 6.069 +0.083 7 22.34 3.977£0.035 79
15.02 5.892 +£0.078 12 22.63 3.926 £0.034 17
15.47 5.725+£0.074 18 23.53 3.778 £0.032 44
15.88 5.578 +£0.070 36 23.82 3.733 £0.031 35
16.14 5.486 = 0.068 74 24.08 3.693 +0.030 53
16.39 5.405 £ 0.066 13 24.41 3.643 £0.029 46
16.66 5.319 £ 0.063 45 24.92 3.570 £ 0.028 29
[0142] 16.99 5.215+0.061 52 25.07 3.550 £0.028 24
17.23 5.144 = 0.059 61 25.54 3.485£0.027 12
17.43 5.083 +0.058 73 25.64 3471 £0.027 11
18.04 4.913 +0.054 18 2593 3.434 £ 0.026 17
18.41 4.815 +0.052 45 26.38 3.376 £ 0.025 27
18.90 4.693 +0.049 54 26.69 3.338 £0.025 12
19.19 4.622 +0.048 39 27.07 3.292 £ 0.024 6
19.45 4.560 + 0.046 100 27.60 3.229+£0.023 12
19.76 4.489 £ 0.045 41 27.93 3.192 £0.022 8
20.07 4421 £0.044 36 28.37 3.143 £0.022 15
20.53 4.323 +£0.042 10 29.06 3.070 £ 0.021 31
20.74 4.279 £ 0.041 17 29.70 3.006 +0.020 12

[0143] iR

[0144]  ¥56,8- W - AR FE - 2= TR (106. 6mg) AN 29— BE /R 24 & (DL - FR & R (44. Tmg) 25N
RSN o SR 5 A RE i 5 3mL Y B R i, 75 BRI o VAN 0 5 A ) T HE B, A
PAE50°C , 75 BRI IS W - B RE S I E VA5 (2-8°C) K L3 K o ML&2 I RE &6 A TR (1K Sk ,
B R FVKFE (-252-10°C) HH K L4121 K ol AT BRI B K 2 2SN T8 AT
75 ] 4% o 214 e il oy W0 552 21 [ AR B0 o 20 88 5 /20 A BRERE b il AE AE DK L 15 21 45 5 K 2R
ZEE TR E B AR N1 1196, 8- X - i - £ R S5DL - B & R , %7~ NCP1-613
DL- 2 FE A BLA . ZE 7 A HE BRI A AR 46 T-130°C, F HR M B 2 130°Cid it
P TR B AT 2 A EE K (0.2%) J&110A.10B.10C. 10DF110E £ ¥, T CPI-613
DL - 581 2 B A R AR XS 8 RAT 3 B 27 A B A RGE ] | BT A2 LR 61 L 4040
Tl AR AGE B AECPT-613 DL-H R B M RLA R 21 71 1 U 82 31 1 14 3, 45699 . 730, 7611
769.804.852.910.974.1029.1069.1104.1145.1184.1200.,1237.1275.1323.1341.1391,
1407.1450.1495.1543.1582.1643.2189.2851.2913.2936.2954,3024 F13060 (3 £ 4cm ') »
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CN 113543779 A " B 28/32 1
TRPBIH T AECPT-613 DL- R BRASRHAR X Lo AT I 18] b 2 2 py Ui

°20 (£0.20) | djE)BE (A) | 38@E (%) |°20 (£0.20) |djagE (A) | 3BE (%)

2.67 33.009 +2.468 100 19.74 4.494 +0.045 13
5.50 16.052 + 0.583 8 20.06 4.422 +0.044 13
8.05 10.972 +0.272 26 21.19 4.189 +0.039 21
8.27 10.684 +0.258 13 21.80 4.074 +0.037 13
13.15 6.727 £0.102 8 22.50 3.949 +0.035 15

10145] 13.73 6.447 +0.093 9 23.82 3.733 +£0.031 9
15.73 5.631+0.071 6 24.17 3.679 £ 0.030 7
16.13 5.491 +0.068 8 26.03 3.420 £ 0.026 8
16.62 5.331+0.064 8 26.41 3.372+£0.025 11
18.98 4.673 +0.049 41 27.00 3.300 £ 0.024 8
19.34 4.585 +0.047 32

[0146] =7 %

[0147]  ¥56,8- 0 - AR FE - =R (124. 2mg) 1 — 2.k (0. 5mL) 25 N B 38/ R o (6L 51
IR MBI = ORI (42 20L) 2 fil R TR & 108 75 Ab B, 72 AR VB TE VTR ATV S ImL B
FEAD TIPS AL B, TP BT ot ) S P o FE U T R R i 28, B T PR I T o FH 3mL P b Ak 3
T FEE B BN T A 5 3mL R AU T SRR A, - ELHORs B 3 0 R INCPT-613 =
I I AR R B R S BB FEAEVKAR (252 -10°C) Hr, IFAE ML BZAE I C Bz 1 7] —
RIATWIEE  FHIR G, WS 3 [ AR B 2 5 i o 70 D0 BE O 2 A AR L VR R B TRIR S K 292
R o ABUBT IR FF FHOR 2920mL 5 Joe A 2 3] 4% FF: 8 75 b BE o [ 44 “Jm 20)” (EL 8 35 5 i T+l 1T 45
o ALFE b [9] B UK FE A7 73 A8 o MUKAR A BCHH A oy, AT V0V 44 [ A AE BV 403 T
P KGR TE IR B BT N 2R 5 T S K20 1043 1 o B 28 14 1] 4 ] AN 328 B 1) 4 s TS KL D £
KT KA 1, s i Tk 6 1 s R TeK S B A AT R N1 196, 8- X - R fim 2 - o
TR 5 = Wil , Fon NCPI-613 = ZWE T 30A . 2 78 J3 3 B HGk TR AR IT 46 T-28°C
&) I 3@ I P E M S B B RN (B ES0CHIE BRI N0.2%) I8 H IRE 355
BETMCPI-613=2EEENNAME CHESHANT &K BN:
a=32.014 A, b=5.768 A, c=15.927 A,a=90° ,8=96.91°, y =90°, ¥=2,919.7.0 A3, X |A|#¢ Ky
P1 2, /c(14) - 11A\11B\11C\11DAITIE R [ CPI-613 = Z B I TE A Xt B Hn AR AT
P 2R A PR IGE B | AL R IR TS A A AR EE G L CPT-613 = Z B % T
FAMRT G oW 22 5] () 1A 5703752, 767.777.807.847.910.970.1011.1032.1058. 1069,
1102.1155.1203.1241.1261.1294.,1326.1347.1398.1451.1479.1493.1569.2854.,2921 F/
3084 (4 +4em ') o FERAFIH T LECPI-613= Z BT XA XS 2205 AR AT 5 B v W 22 381 1)

I
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CN 113543779 A .IH HH :F; 29/32 T
°20 (+0.20) | da)fE (A) B (%) | °20 (£020) |djEiE (A) | BE (%)
2.76 31.961 £2.314 51 20.79 4269 + 0.041 18
5.54 15927 £ 0.574 11 21.37 4,155+ 0.038 100
8.33 10.600 + 0.254 31 21.98 4.041 +0.036 30
11.14 7.936+0.142 11 .37 3.972 +0.035 86
11.87 7.447 £ 0.125 15 2277 3.902 +£0.034 66
13.11 6.748 £ 0.103 48 23.04 3.858 +0.033 36
13.92 6.356 £0.091 67 23.27 3.820+£0.032 20
[0148] 14.79 5.986 + 0.081 14 23.94 3.713 +£0.031 30
16.42 5.394 £+ 0.065 59 25.01 3.557+0.028 26
16.73 5.293+0.063 42 26.42 3.371 £ 0.025 22
17.48 5.069 + 0.058 21 27.34 3.260 + 0.023 14
18.07 4,906 + 0.054 13 28.07 3.177+0.022 27
19.02 4,662 +0.049 22 28.42 3.138 £0.022 13
19.52 4.544 £ 0.046 70 28.97 3.080 + 0.021 19
20.23 4.385 £ 0.043 70
(01491 SL5I5—6 , 8- X - i Jik - 3 R IR T 55 - 4 Hic s 11 ik il 571
[0150] @ ITKs6,8- XU -"FhRFE - 2R (APT) 1:4 5L F R W2 — IR & #i & APT ) & 44T

TE T BRI : Eudragit L1005 (0 JE e b i) Kl B 5227 K30 (PVP K30)  Fa P 24
B or 4k 2 (HPMC) 20K — H R T IR 2F 4 2% (CAP) BRTS JR ¥2 74 ik PR 2 21 4 R 3% IR IS
(HPMCAS-M) , 31 Fl/NBend Lab Dryer W\ H B85 7 B WS 5505 , T8 S E 2 & (BLD-
35) J935kg/hr. I3 E IR PR 1 5E 25 T 452 23 B4 (SDD) il 371 (B Fh75g) [ 2% A 7= 28 Al

TREETTIKT
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CN 113543779 A ﬁ'ﬁ HH :F; 30/32 Tt

Glbdl 20% API: Eudragit L100 20% API: HPMCAS-M

B AR 5%ER, FHRES 5%ER, FAES
HOERE 45°C 35C

ARl 35 /58

FREETRE 475-500 g/51 34
FHEN 120 psi

o181 B Schlick 2.0 ek L5 1 B 1L 38

—RTFE 20 hr, 30C

FIEBE (%) 94 96

%ERF (%) (32 SDD) 4.21+0.02 (MeOH) 1.01+0.00 ()
REREF (%) (FEETEME <LOQ <LOQ
HPLC 5%|8) API & 201 + 1.1 mg/g 198 +0.2 mg/g

[0152] g F99 4t 1~ S A% (SEM) LA & 1 Al 5 5 e SDD Al 751 () B0 T 25, FF 00 78 2 75 40
B AR AT AT R FEE ) i £ B 5 o o SR S 7 R ) BRAR T A, T VS 45 it i 5
[0153] XSt £R A7 5t 38 5 X LOD A RE b J5 B 1 1 % PR & A A4 B A 7 AE VR . 38 3L PXRD A 16
DUEN T —FhSDDHIFII &5 & B . 545 846, 8- W - hi 2 - 2 FRAPTAH LK R A7 S R ] L+ 1 12,
Horr TH AT o B MEudragit L1OOHIF, A IA) 4775 ] W HPMCAS -M#il 1] , I HLEG AT i B 9 45
i 6, 8- X - Rhm A - E R

[0154]  SEf16—6, 8- X - M 22 - = R I Ltk 1 AR il 55

[0155]  FEMC 4 A fE I FEAE I R R Bt b, 7E 58 11 480 (2. 5mL) H , 45 . F R H i s
(131mg) 16, 8- XU - "Fhi Ik - R (93me) I E50°C . 78 58 SR M IS IB I UG » 7E50°C N 7E
I ZAREFE A T Aok (7.5mL) , AR ZLIE -

[0156]  ¥46,8- X -tk - F IR (312mg) 55K 1L ALHEES0 (6.25g) « KM (1.25¢) A4 & JH
i M (14g) AH[E BE 2R R (14g) HH A B4 H R B (14g) B HAEIR H B (25. 4g) FIEERAE
I% H s (32.6g) BIEFRE &4 (100mg) &3, HRHR G in#A2250°C , B 2 [ A i (304>
Bl KA TENE (11.25¢) IEREAE236mLAK A, H BT 45 40 EE /K I WA I 2 oy v b o s
B3 AR A D TE S8 S HEE30 7081, 2R f5 18 0. 22umid JE A H 25 i k.

[0157]  SEI7—6, 8- XU - i 52 - = R 1 VR A ] 571

[0158] @i DL T AP BRI 46, 8- B - R i ik - S FRIE W « () 1E IM= £ JL K i W 2 it
50mg/mLII6 , 8- XX - R Ik - < BRI, AT (b) FH5 %6 A5 e A 7K VA 0K 50mg /mL I VU ¢ 22 bmg /
mLITR B o BT A5 5mg /mLA W (E T T SE 1 8 AR TR “TA” o

[0159]  J@id DL N B URHI & B (@) B trisZE i (48mg) FIHPMCAS-HF (20mg) 7E 14mL
KRS, (b) AR S EAC B pHE Y 27 . 4LL A REHPMCAS-HE, (c) #4 TS v i i &
KZ190°C, (d) [ #IAR s iiMe thocel A4M Premium (100mg) , (e) B ZUHREEVR A WILIE A
Wi IMethocel AAMETE, () A HIFEIKIB P HiHEE 54 H £Methocel AAMIEAE CRKZI10
o3P 5 (g) FZEMM/K/ 2B T /KM R, LA S AR FIA F20mL , T (h) F#E 28R 5 & S AL
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CN 113543779 A ﬁﬁ HH :F; 31/32

BB pHIA T 27 AU BT AA

[0160] i ik ) AFF 4% A ¥R 14 00mg AH B2 1T SDD 1l 1] » SR A% 8 I4mL B V7 M4 (B ik b s i Ja
FARF 780 1R A LA 513 50 5 4R 5 e F8 28 pe i vh I 78 it FH A 8 3k — 43, ok il 48 S 4971 5 174 5t
Z TR ) B - Eudragit L100 SDDi|5f] (20mg/mL 6, 8- X - R Jk - SE 1R) 1 T 15 &
TEAE CL T S2 I8 AR A “TB” . B3 (IIHPMCAS-M SDD# 7] (20mg/mL 6, 8- X - = H5 3k - 3¢
FR) B =RPEAE LA T S8 Ril Jy “7C

[0161]  FHIEREG 7325, 3L [ BFER AR 8 I80me 6, 8- X - i 3 - 2 R , 218 V8 In4mL 27
It (RSB ING AR IR G LA S B0 AR5 e % B R e it AT B+ — 25
B, K il 25 20mg /mLIYT 6, 8- W - fii 3 - S R VE W - T A3 196, 8- R~ "R it 525 - < R 1 B V7 WA
PATR SEI8H AR RN “TD7 .

[0162] i K SOLUTOL® (3 4 —Fy 1552 KA Jlg W2 e : KOLLIPHOR®HS15) (35%) & fi#
FEZZAEK (TmL) HF PATE 30 %6 HIVETR , K16, 8- X - hii Jk - 2 82 (50mg) ¥ N2 5mL I 30 % VA TR
B IR E LB, A8 ) iR 7 AL EE 4553 B DA S AR VE TS 1 TG (43 (10mg /mL s pH 7) 5 Ko il 56, 8-
R - 5 - S BRVA T o FITAS IRV RLAE T T (1) S8 FR AR 1R “TE”

[0163]  SE8—6, 8- X - Ak - S PR 1) 1 I AE 40 F) FH 2

[0164]  JE I AN FIAE T7 GG /S ABALB/ R R (Br2H 16 R, 8 R4 A8 Uk 4) i 16, 8-
W -FRB A -E R . (1) 5ul/g TVVESS (REIK) ST = L BREE /A eERE K (25mg /kg 5
5mL/kg; SEAFITA) 5 (2) 5ul/g TPy ST SEBITHI = 2 W& /45 Te HE /K i (25mg /kg s 5mL/kg s
7A) 5 (3) bul/g I AR it FH <2 7# Eudragit L100 SDDEVF (100mg/kg;5mL/kg;7B) ; (4) 5u
L/ g 1 AR it FF =2 451 7 FRVHPMCAS -M - SDD &LV 3k (100mg/kg ; 5mL/kg ; 7C) 5 (5) 5uL/g [ AR it FH <2 451
TH)20mg /mLEI6 , 8- XU - fifi 3k - 3 B2 B i (100mg kg ; 5mL/kg; 7D) 5 8% (6) 10nL/g AR i
SEAG| TR 10mg /mL. SOLUTOLIE Y (100mg/kg ; 10mL/kg ; TE) « FERFAN L, R824 J50. 083/
B 1ZINESF S 4/NE R 247INES 5 N — A4 e A4 OME M /N SR P2 A, FF7E0 . 5/NET L 27N A
8/INH AN 27— 4 U 4 U /)N B ST 2 A U4 29 80uL Ik » JE L LC-MS/MS 43 AT R H
AL AR ) IR v ) IR PP 2 TR AR ARG, 8- A - TR i - IR
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CN 113543779 A -IH' HH :F; 32/32 11

T
o || B (’E:;k YR | AUCERE | Cmax | Tmax | 12
m | NE B ) | e | ) | ) | G
)
%ﬁé;g’ v | 16 25 ] 36 92 008 | 2.0
z\ﬁi;';;\" P | 16 25 83 29 103 008 | 39
7B
(Eudragi | PO | 16 100 44 61 94 008 | 20
[0165] t SDD)
7C
(HPMC
Asa | PO | 16 100 43 60 69 008 | 1.1
SDD)
7D
(cPl-61 | PO | 16 100 57 82 82 050 | 3.7
3)
7E
(Solutol | PO | 16 100 127 175 229 008 | 44
)

[0166]  ZSEWIESE 16, 8- X0 - di - S R a2 R AE A mT 1 FHI o

[0167] @5 FHFHAN

[0168] TP B 1, A0 5| AT RSO IR 22 30 1) 29 o JF N 25 i 51 It
Ao

[0169] ZEMNW

[0170]  FEASJIE B9 4% i BH (A # B A REAE () AR 400 1 5 A% BH AT DA oA AR v T2 =X 5 it
W, AT IR STt 5 E BTG 77 TR A5 A 9 72 T BH PR R, T AN A2 PR i AR SCHE R 1) A4 % B - BT, AR
B BTG ] EH P BRSO B SR AN A2 vh J TR0 A R SR Fa 7, I HLAEAUR) R 1 5 R X &
SCAE N B TR AR R R FERAE H A,
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