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1.—FPN-[4- (& R EH) 753]-6-[ (3R) -3- 2 FLmE g g -1-%57-5- (1H-AkMe-5-
H) MHEE - 3 - FA ok e SR R R 1 45 iR T 2CA

2 MRHEAR BRI A S e, K B E20 CE 2 CHuBEANMIRE . HAER
0.1541 A MBI Cu-Ka, B S i, <9 2ol R AT 5T BB & #E2-0 /1 4 12.6 £0.2°,
18.94+0.2°H120.94+0.2° &b [ [ 5 o

3 ARHE BRI B R 182 fr ik (1) 45 diy T2 30, o 9 #E20°C 225 CIo [l N 1R 2 B A
0.1541 A MBI Cu-Ka | FRT TIR I, < 2ot RATH R B & AE2-0/10912.640.2°,
17.040.2°.18.940.2°.20.9+£0.2°F132.5+£0. 2 kb [ 55t -

4, —FN-[4- (& &P AR KE]-6-[ BR) -3-FFEmng be-1-3£1-5- (IH-mEmk-5-
F) MEwE - 3- BB b R b 4 A E A, P M AE20°C R 25 CHa RN MR E  HE A
0.1541 ARIBACKICu-Ka, AESHEI , 3 2O RATH B A& = A UA A RE LA
6 E L N R 204 :8.5°+0.2°.9.5°+0.2°.11.8°+0.2°.12.3°+0.2°.12.6°
+0.2°.13.9°+0.2°.14.8°+0.2°.15.9°+0.2°.16.5°%+0.2°.17.0°%£0.2°.17.6° %
0.2°.18.9°+0.2°,19.1°+0.2°,19.8°+0.2°,20.4°+0.2°,20.9°+0.2°.,21.2°+0.2°,
22.4°40.2°.22.7°40.2°.23.9°+0.2°.24.3°+£0.2°.24.8°+0.2°.25.0°+0.2°.25.9°
+0.2°.26.8°+0.2°.27.0°+0.2°.28.3°+0.2°.28.6°+0.2°.28.9°%+0.2°,29.8° %
0.2°.30.5°+0.2°.31.3°+0.2°.31.5°+0.2°,31.8°+0.2°.32.1°+0.2°.,32.5°+0.2°,
32.9°+0.2°.33.6°+0.2°.34.0°+0.2°.34.6°+0.2°.35.0°+0.2°.35.6°+0.2°.36.3°
+0.2°PL }238.8°+0.2°,

5. —FhN-[4- (FR ZH AR KE]-6-[ BR) -3-FRREmb g b -1-24]-5- (1H-npwk-5-
5E) WHEIE - 3 FH 9k i R R 2k P 485 it T QA JUARFAEAE T I 8 b I /s 1) 3B B M AR AT S

6. PR B SRk 1 25 AT — IURT IR I 45 di TR 2, B 25 @l % SRR 7E T 24 LA 2°C /min
(1) I FAE R B, A LS R AR IR B 90 °C IR I A 1) Z2 /R I s Ak it 26

T AR R ZL R B 5T — TR I 45 X, prid 25 i sURRIEAE T 24 8L 20°C /min
()38 2 30 °C N RI300°CHY , A A E BT i 42, Frid A E &0 A i 4 o AR T ik
A AN EEANENS. 3EE % N RERE.

8. —FhN-[4- (G &AL KE]-6-[ BR) -3-FrFEMEng be-1-3L]-5- (1H-mEmk-5-
H) MHEE - 3 - FR ok e 2R R 2R 1 45 R T 2B

9. —FhN-[4- (G ~H AL KE]-6-[ (BR) -3-FRFEMEng be-1-3L]-5- (1H-mEmk-5-
5E) WL IE - 3- FH Pk M R R 36 1 485 it T 2B, FUARFAEAE T L1 s R x SR 2ok ARATT ST I

10.—FN-[4- (R S AL %3] -6- [ BR) -3-FRFEME g e -1-JE]-5- (1H-MEmE-5-
) NHE g - 3- R B fie 2R IR R 11 285 & T 5XCH,

LT ARE AR EE SR 1O (1) &5 d 2 20, Hoh 9 7E20°C 225 CYu Bl N IR E  HRF
0.1541 AP K Cu-Ka | Fa 55 BN, x5 20 RAT S -5 7E2-0/1°810.4£0. 27,
21.8+0.2°F130.6+0.2° kb 5t

12 AR E SR 1O iR (1) &5 d 2 20, Hoh 9 7E20°C 225 CYu Bl N IR E  HRF
0.1541 AT Cu-Ka, B i M i, < 2ol R AT 5T BB & 7E2-0 /124 10.4+0.2°,
12.040.2°.16.8+0.2°.21.8+0.2°F130.6 0. 24b ) S5t

2
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13.—FhN-[4- (& 5 AL ZK3E]-6-[ BR) -3- R FEME s fe-1-JE]-5- (1H-MEmE-5-
BE) mtwe - 3- F MR e SRR Eh i 4 S e H, Heh 420 C R 25 CYE B N IR E  H AR
0.1541 ARIBACKICu-Ka, FmSh &I , I 2O RATH B A& = A UA LA SE LA
W L N AR 2048:7.9°+0.2°.10.4°+0.2°.12.0°+0.2°.13.0°+0.2°.13.3°
+0.2°.13.8°+0.2°.15.5°+0.2°.15.9°4+0.2°.16.4°%+0.2°.16.8°%+0.2°.17.5° %
0.2°.19.7°+0.2°.,20.1°+0.2°.20.5°+0.2°.,20.8°+0.2°.21.1°+0.2°.,21.8°+0.2°,
22.2°40.2°.22.7°+0.2°.23.0°+0.2°.23.5°+£0.2°.,23.9°+0.2°.24.2°+0.2°.24.6°
+0.2°.25.0°+0.2°.26.0°+0.2°.26.3°%+0.2°.26.5°+0.2°.26.8°%+0.2°.27.8° %
0.2°.28.2°+0.2°.28.5°+0.2°.28.8°+0.2°.,29.5°+0.2°,30.0°+0.2°.30.6°+0.2°,
31.0°+0.2°.,31.3°+0.2°.31.7°+0.2°.32.0°+0.2°.33.2°+0.2°.34.0°+0.2°.34.2°
+0.2°.35.3°+0.2°.35.9°+0.2°.36.7°%+0.2°.37.0°%£0.2°.37.4°%£0.2°.37.7° %
0.2°.38.2°40.2°.28.9°+0.2°LL ££39.6°+0.2°,

14, —FhN-[4- (& 5 AL K] -6-[ BR) -3- R FEME s fe-1-JE]-5- (1H-MEmE-5-
) ML - 3- Pk fiie 6 R R 10 &85 it TR 2XH,, FLRFAEAE T 13 7P BT 1R x S5 b AR AT 5T 1

15. —FhN-[4- (& 5 AL K] -6-[ BR) -3- R FEME s b -1-FE]-5- (1H-MEmE-5-
HE) NEEE - 3 - FF PR i 1 4 T KA

16. AR 4 AR SR 15 Fr ik 1 45 di T2 2, Horh 1 #E20°C 225 CHu Bl N iR 2 FH R A
0.1541 AMIPEKIICu-Ka | Fa 5 I, x G 20 RATH - S #E2-0/812.7+0.2°,
18.940.2°F120.8 0. 2° kb it

17 ARFEACR]ZE R 158016 iR i 25 a2, Hoh 24 4£20°C 225 CE Bl N IR B2 FH B
0.1541 A RIBEKIICu-Ka | F5 55 I B, x 5T 208 RATH - & E2-0 /812,740, 27,
15.340.2°.18.940.2°.20.80.2°F125.00. 2° b [ 57 -

18. —FhN-[4- (& L) K3E]-6-[ BR) -3- R FEME s b -1-FE]-5- (1H-MEmE-5-
) MEIE - 3- H LRI 45 i TR 20A, Hid 24 7E20°C 25 CIaE N IR JE  HEAF0.1541 A 11
BARAICu-Ka | FESHIES , xS 2k RATH B A =4 DUAS AN BE 2 Mg H L 4
R 2048 :5.8°+0.2°.11.3°+0.2°.11.6°+0.2°.12.2°+0.2°.12.7°+0.2°.,13.2°
+0.2°.14.7°+0.2°.15.3°+0.2°.17.0°%+0.2°.17.4°+0.2°.18.6°%+0.2°.18.9° %
0.2°.19.4°+0.2°.19.8°+0.2°.20.8°+0.2°.21.8°+0.2°,22.2°+0.2°.,22.7°+0.2°,
23.4°40.2°.24.0°+0.2°.24.5°+0.2°.25.0°+£0.2°.25.5°+0.2°.26.7°+0.2°.27.1°
+0.2°.27.7°+0.2°.28.7°+0.2°.29.3°4+0.2°.,29.6°+0.2°.30.2°%+0.2°.31.2° %
0.2°.32.0°+0.2°.32.3°+0.2°.32.8°+0.2°.33.7°+0.2°.34.5°+0.2°.35.3°+0.2°,
37.0°%0.2°.38.4°+0.2°LL }£38.6°+0.2°,

19. —FhN-[4- (& 5 AL K] -6-[ BR) -3- R FEME s fe-1-FE]-5- (1H-MEmE-5-
HE) NHEE - 3 - FA B A1 46 it 2 XA, FLRFAEAE T I 1o B s B x S A R AT S 18

20 AR BRI E R 1519 AT — T IR 1) 25 X, Brid & i T sURFAE7E T 24 LA5C/
minfP)nRGE RSN, BB SRR FE N 194°C W g i) 2R A E R il £

21 ARHEARNEL R 152 19T — LA IR (1) 45 i T 2, i &5 i JE SURFAE/E T 24 LA 20°C /
minfE R N 30°CAINFAEI300°CHf, BAME TS, Frid A EES il 28 EoR H 3T
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PiTiR &5 2N AN 0. 3E B %6 1 T E iR

22— FN- [4- (G L) 275 -6- [ (3R) -3-Fafknb g g -1-J& ] -5- (1H-MEme-5-
BE) ML - 3- HY LR 45 2 3KS FRFAEAE T B4R B s i) xS 2oy RAT AT 1

23, —FN- [4- G L) 275 -6- [ (3R) -3-Fafkntng g -1-JL ] -5- (1H-MEme-5-
BE) ML - 3- Y LA 45 T XS HRFIEAE T B5 P B s i) xS 2oy RAT A 1

24— FN- [4- G L) 275 -6- [ (3R) -3-FRfkntng g -1-JL ] -5- (1H-MEme-5-
BE) EE - 3- YRR 45 T2 2KS L HRFIEAE T B6 mh s i) xS 2oy RAT AT 1

25. —FN- [4- (G L) 285 -6- [ (3R) -3-Fofknb g g -1-JL ] -5- (1H-MEme-5-
BE) ML - 3- HY R 45 2 XS ) FRFAEAE T B Trh B s i) xS 2oy RAT A 1

26. — MWL G, BTk 25 WAL & A S IRIEBUA 2K 1 - 26 i (K 46 i 20 B R 24
5 AT A

27. —Fh A T &N- [4- (R 3 AEL) K 4L -6- [ BR) -3-FRAEmEng e -1- 451 -5- (1H-
WLt PR - 5 - ) REG I - 3 - Y I i e 2 5 90 245 it T XA R 792, i 75 - .4

(a) REN-[4- (G 3 S E) 2R AL ] -6- [ (3R) -3-FRBbmt g bg - 1-56 ] -5- (1H-MEME-5-55)
ML IE - 3 - R IE Jc s f T Sh B AN B & I VA R R S 0

(b) ININFT IR G W) SR T 5 P ARl s IF HAT 3

(c) 73 BEN-[4- (R R K] -6- [ (BR) -3-Fobmtng e - 1- %] -5- (LH-MtmME-5-
KL NHEIE - 3- FP It fre ER IR ER 1 4 A T 3KA

28. MMM G, TR A SV

(a) ¥ 77 A R A AR E DA ZER 1 - 25 FF AR — TRBTIR AN - [4- G50 S d) 23k ] -
[ (3R) -3-F2FEAEIE e - 1 - HE ] -5- (LH- MM - 5- J) Ab g - 3 - P I e e 2 i 58 1R 2k ) 485 o
s

(b) 2/ — P2y 2 b RT3 52 (0 B AR R S A P B 71 o

29 ARGEBUR R 28T IR 1) 25 G0 Hoh BTid 25 4 P 307N - [4- (R 3 A dE) K
$£]-6-[ BR) -3-FRILMEME i - 1-38] -5- (LH-nEb e - 5- 38 e - 3- F IR A 2h AR £ KA.

30 ARGE AR R 28T IR () 252 G0 Horb BT 25 4 P 30N - [4- (R 3 A ) K
$£]-6-[ BR) -3-FRILMEME i - 1-3E] -5- (LH-nEb ik - 5- ) L - 3 - IR A b R 26 Fr F 5B

31 ARGEAUR R 28 IR () 252 G4 Hoh BT i 25 4 P 307N - [4- (R 3 A ) K
5£]-6-[ (3R) -3-FRFEMLmg e -1 - 561 -5- (LH-mEmk -5- 58) nbng - 3- H ki 2R % 6 1) T 2,

32 ARGEBUR R 28T iR () 252 G40 Hob BT i 25 4 1 30N - [4- (R 3 A ) K
5£]-6-[ (3R) -3-FJEMER it - 1-J ] -5- (LH- At - 5- 55) M - 3- A IR ) T xR

33 ARGEAUR R 28 iRk () 252 G Hob BT i 25 4 P 30N - [4- (R 3 A ) K
$£]-6-[ (3R) -3-FRJEMENE bt - 1-F& ] -5- (1H-nHLmE-5- ) Ak g - 3- Atz (1) T XS o

34 ARGEAUR ER 28T iR () 252 G40 Hoh FTid 25 4 P 30N - [4- (R 3 A ) K
$£]-6-[ (BR) -3-FRJEMENg bt - 1-F& ] -5- (1H-nHLME-5-5) RHk g - 3- Ak e (1) T2 S, o

35 ARGE AR R 28T iR () 292 G40 o i 25 4 P 30N - [4- (R 3 S ) &
F£]-6- [ (3R) -3-FRFEAE S ot - 1 -] -5- (1H-RHE - 5- 358) Atk - 3- FE Rz ) T XS o

36 . ARGE AR R 28T IR () 252 G0 Hoh BT i 25 4 P 307N - [4- (R 3 A ) K
$£]-6-[ (3R) -3-FRJEMENg bt - 1-F& ] -5- (1H-nHLME-5- ) Ak g - 3- Atz (1 T XS o

>

NS

4

4

4
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37— R T ), R G A LN [4- (U L) R3] -6-[ (3R) -3- 1
FEMERS e -1-28] -5 (LH-IE ke - 5- 35%) TLEng - 3- I e i Eh iR 2 11 &5 T XA

38 AR AR EER 37 Bl il (1) 75 il ity , e m] DK B i 750G i e B A 750 2, A4 51
5 H M Z)5mg B £500mg (115 TR o

39 AR HEAUHI ZE R 38R 1 v 77, Forh ik B A7 77 Y 5 5 fE 10mg 5 200mg 2 [6] L G 45
10mg F1200mg (N - [4- (G 5 H 40 58) K %L1 -6- [ (3R) -3-FR LML b - 1- 2] -5- (1H-nipm -
5-4E) MHEIE - 3- H LG SR RR £ &5 df T (A

40 AR FE B 22 K 38 P 1 741, Fo v i ok A7 71 Y 5 5 7E 25mg 5 150mg 2 [/] L Bl 45
25mg F1150mgFIN- [4- (G 5 A2 K] -6- [ (3R) -3-FRFEmEns e - 1- 28] -5- (1H-Mipme: -
5-4E) MHEIE - 3- LG SRR £ &5 df Tz (A

A1 FRHEAUR) EE R 38 Ffr ik () v 741) , Hevp ek B A7 71 8 5 6 20mg « 40mg 56 0mg [RN- [4-
(F L) R -6- [ (BR) -3-FRJEmEms ot - 1- 28] -5- (1H-PHE M - 5- 58) Nk - 3 - FA Ik i
IR ER 2 i T KA

42 RAE BRI E R 3T IR B Fr AV EC il it , P v AR ) S i B A bk —
10% -30% [AIN- [4- (& 5 F L) AT -6- [ (3R) -3-FRJEMEmS g - 1-FE] -5~ (LH-NEp -5~
) AHk I - 3 - Y B e 6 1R kA 45 R T A L6096 -80 %6 ) — Fh Bl 2 R 78 7). 2% - 10 % F — Fib
o2 Rl AT s DA B 0. 2% -3 % I —Fhiek 22 Fh BhiRi 71 o

43 ARAE BRI LR 3T TR 19 Fr 700G il ity » I3 v 70 B ) ot 3 — 25 60, 3 JORE 9 AH SR 411
FHLL S R A, Hodb : BT R Y AL SN - [4- (B 3R 835 28381 -6-[ (3R) -3-F83Ent
W Joe -1 -] -5- (TH- LM - 5-35) Nk g - 3- B R i ER R 31 1 &6 v JE 2RA L FLHE W Avicel PH101.
HP- £F 4 A8 40UM.44-CMC XL.Aerosil 200PHUA K2 A fig BREE s BT ik ks 40 AH A0 25 3,
BE LT 4ERMK GR.EH-CMC XL Aerosil 200PHLL A fif i 85 ; - H Tk i o A vl LA & —
Fhak 2 Fh SO 53 H EL o] DLt — 20 05 a3 38 700 il 5 6 R RN B I S T

44 FRAE BRI E R 3T IR 1 Fr 700G il ity , I3 v 700 B ) ot 3 — 25 60, 2 JORE 9 AH R 411
FHUA S 8 LA, Jo A < B Jker oy A 4% B 8 0 LU T AL 2922 %N- [4- (R R A D)
HFHE]-6-[ (3R) -3-FRFEMENE b -1-F]-5- (LH-MHLWE - 5- 35E) Mg - 3- Ik e 3k 18 3k 1 468 5 T
A 233 % [ FLAE L 2118 % fAvicel PH101.%95% HHP- 2] 4k 2 /RARE 40UM. Z12 % [ 41 -
CMC XL.#£J0.25% [fJAerosil 200PHLL K2 20 .5% [KIE AEBEEE

45 AR YR BRI EE R A4 B ik 19 Fr A BC ), e B Bk AN IZ E B A b S 4
10% B FLBE ; 295.6 % B A 4EZMK GR. 293 % HI44-CMC XL £J0.25% fjAerosil 200PHEL f&&
291 % W RE AR B EE s I BT IR B K% EEH o i &6 &8 : £04.8% H VB AR IR ;
£90.16 % B EVELA TR A ;s DL S 210,008 % 41 (AL A TV o

46 AR HE BRI ZE R A4 B ik 1 Fr A BC ) e Bk Bk AN E B A b S 4
10% B FLBE ; 295.6 % B4 4EZMK GR. 293 % HI44-CMC XL £J0.25% fJAerosil 200PHEL f&&
291 % W RE AR IR EE s I H TR B R % e H o Ll & B &0 : 8% H BB TR A 29
0.02% LA TR s LA [ £90.02 % A ALK TR -

AT — P T2 AR YR ACR EE SR 37 Bk (9 7 7RI i i B0 792, BT iR 7 v 0 4

(a) TR DL R RORL N AH RS Z) N- [4- (R AR R0k ] -6- [ (3R) -3-FR R g b - 1-
J]-5- (1H-ML k- 5-28) mimg - 3- FE e A Sh PR 2L 1 &4 i 2 3CA VAL BE (Avicel PH101.HP-4f-4E
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ZEALE 40UM.B-CMC XL.Aerosil 200PHLA KA S IR e

(b) 7743 IR VR IR HAFEE R H 2D U (a) OISR A

(c) FLIR UL R Bk AR ES 2y - FLPE V4 ZEMK GR.AH-CMC XL.Aerosil 200PHLA % fifi fig
FREE

(d) G5 732K E 22 9% (c) IR 5
(e) FLIRK EH AL IR (b) AL IR (d) B 5

(F) X525 5K (o) IR s o It Je Py 7005 R BTk R 242 5

(g) T B A AKX BV B 3 Aok B K B At B 2L AR ) — Rl 2
PR AT &40 s UL

(h) 5 (6) BOBR AR 00 Fr AT R B AR

48 . — #1697 ABL1/BCR-ABL 1A S BB RS 8 5925 , Firidk J7 2 B4 ) 5 X AR 7 Y
B it AT RO R ARYEBUR 2R 1 - 25 F AR — THUITIR (N - [4- (G50 S 2E) 2R3k ] -6-
[ (3R) -3-FRIERE IS he - 1-Fk ] -5- (LH-FHk P -5 - k) Ak i - 3 - FF Pt frg e 1 ik i, s P22 6 ) 45 T
o
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N-[4- G- HFEE) XE]-6-[(GR) -3-FZEMMLT-1-K]-
5- (1H-ALR4e -5- 25) ALNE - 3- R BRI B\

BARGE

[0001] A P JeN- [4- (GRS S8 2E) 279 ] -6- [ (BR) -3-Fadbmtng ke -1- 2] -5- (1H-
WL P - 5- 35 MELIE - 3 - P I 1) 45 b 2 3G LA 26 ik LB & L 29 AL S D AN L iR 7
itk

dbi*}z*
[0002]  ZEMEBVIRAAEZ T—Mafr . 2 550 B4 R BA I 16
SER BB T B e AN F R EAL EE  . 2  BU A FE B AR 2 R AN R AR 2 L
=W iR UL 22 1 — P & 1 204 s B3R FRE 70 T LUK 259 B O Joia B 5 AR 2 T ok o A
AN TR B AR ZN B 5200 e Ak, 2990 E R AT Be 52 2590 5 + 2 S TR 5200 AN A 1) 2
BIPLE AR N AT DL B AN [R5 33 EOH 22, AT -5 B Ay B2 16 S8 AR B0 B sy 1) A 4000 12 o 76 A i
THOLT , A BRI 22 5 B P8 22 AT e o B3 1 o A A el R v R IR i) 45 i T 20 AT R
HA#E KR,
[0003] [ g AR 22 A TN T 2 b B e PR A B X 25 e SR
Al o] BE ¥ 22 & B4 o] LU T80 78 25900 ) 46 SO0 A7 i 7 v gl At 22 it 1 05 e ) ml ek
TE— 50U, BERE 4% 75 G vl e B A B A= a9 J5 SR o 70 AR 72 B () 45 A 2 i 2
VAT R R R B A A A I AR P T I A R 2R ORI 4l IE B 1 45 T U TR
, BT i — R0 I8 DASRAS B 1 45 i T A g kit
[0004] 2, A AR L6 24 A 1) & i T XA R e A3 000 1 2 ] e 1, A (AT A0 3 KAk & W T
SR B8 A5 R A 5 3 G B A1) G 3 A 52 ) it R O AR T RO B o 7 T 245 T R 1) R
HA T X e (R 3 ] LR AR PRI 2 S A R AR e B A R
[0005]  E AL TABLAWIN- [4- (R R KFk]-6- [ (3R) -3-FAkmbng b -1-
H]-5- (TH-MREmE -5-35%) nib g - 3 - HH i i

|
e O N
[0006] )k(\/ﬁ\)

OH

(D
[0007]  JEBCR-ABLS 2B - g 4l 771 . B A =X (D &4 B A (D ML & 2%
DL LB A (D L&Y 25 & P TR W0 2013/171639 Al (fER5E4519) - A
A PSRRI R) -N- (4- GRH R KAL) -6- (3-FREEMEmg fi-1-5) -5-
(TH- ML e - 5 - 8 BRI e 58 FAT P oK JE (asciminib) o
[0008] WO 2013/171639 A4t 7 BAG (D Mk, Hol FHT¥697 X Abelson [
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(ABL1) \Abelson#H7<H F (ABL2) FAHIC & 8 F (REHIAZBCR-ABLL) 1) % 2 BRIk vi% P 11
51 ] 87 ) 9 o ERARWO 2013/171639 ALEIR T AL EN-[4- (R &P AR FI]-6-
[ (3R) -3-FRFENE g e - 1- 38 ] -5- (1H-nL e -5 358) nb i -3 - I e 1 O 5 T 2 BRUPR ) 24 P 44
G ADEA BARSEEEN- [4- (G a5 E L) K] -6- [ BR) -3-FRREmMLng e - 1- %] -5- (1H-
ML Re - 5 - J5) WL g - 3 - R IR g () A A 46 s T QBB 5 JEL 1) 24 D i ok o

[0009] N-[4- (A _EHAEE) KE]-6-[ BR) -3-F2REnknk b -1-F]-5- (1H-MEME-5-3E)
M - 3 - AR R F 1 245 B T X 2 W B, 9 Je L HE BT R A B AR, m AR R i R 1 LA SR AT 1
YRR, H T UK L B N- [4- (R s ) 2R 38 ] -6- [ BR) -3-FRJRmEns e - 1- %] -
5- (1H-nms -5-358) Mg - 3 - FF I A 140 265 9 7 K

b ES

[0010] AR BH#S GN- [4- (Gl g H 4 0E) KA ] -6- [ (3R) -3-FRAEmb g fr - 1- %] -5- (1H-
ML Re - 5 - J5) TLE e - 3 - R I P i 8 k1) &4 i T X

[0011] AR BHIEM IN-[4- (& A IE) 28] -6- [ (3R) -3-FRFEME M ki -1-3E]-5-
(LH-PHE Pk -5 - 358) PRI - 3 - FR P e 1) 3 R 2R 1 &5 i 2 X

[0012] AR BHIRIEBE T 29 G, FriR 25 G5 - () 8 TT B R A BN -
[4- (R &AL KIE] -6- [ (3R) -3-FRIEMEME e - 1-FE] -5- (LH-MEme-5- ) nb g - 3- FFY
e it B B B L SRR ER I 45 R 25 LA B (b) 2 /b —Fh 2 % b n] B2 Ak

[0013] A%k BHIE ¥ & FH T- VA7 ABL1/BCR-ABL1 A S FE HE () 77 35 , BT iR 77 v A0, 4 ) 75 52
XREIT B2 i VR IT B E R AR HEIN- [4- (& s A K3E]-6- [ BR) -3-5
SN J5 -1 -3 ] -5~ (LH-PHE e - 5- JE) NH e - 3 - FR B e Ui s il EL R TR 2k 1 &85 S 20K 2D B

B 35 BR

[0014] P 14ii%: T ARYEA S WIAIN- [4- (R AL K3k ] -6- [ (BR) -3-FRJLmt g - 1-
B ]-5- (LH-ME - 5-35L) MOE - 3 - FHY I Mg e 0 ) 45 o T2 AR XS 2 RAT S (XRPD) 18]
[0015]  P2ffize 1 ARYEA S WIRIN- [4- (R 9 AL K4k -6- [ (BR) -3-FRJLmt g - 1-
BE]-5- (TH-MEME-5- L) nHOE - 3 - FHY G gl 18 Bt ) 45 it T AR Z2 s Sl B TR il 22

[0016]  P3HiiZe T ARYEA S WIAIN- [4- (R F AL K4k -6- [ (BR) -3-FRJLmt g - 1-
BE]-5- (IH-ME - 5-35L) M - 3 - FHY I A e /0 ) 45 ot T AR R B AT 1

[0017]  P4fiize T ARYEA S WIAIN- [4- (R AL K2k ] -6- [ (BR) -3-FRILmt g - 1-
BE]-5- (TH-MEME-5-35E) o - 3 - FHY g il 128 B ) 2 2GS, O XRPDIA

[0018]  K5HiiZ: | ARYEA S WIAIN- [4- (R FH AHL) K4k ] -6- [ (BR) -3-FRJLmt g - 1-
BE]-5- (IH-MEME-5-35E) o - 3 - FY gz il 128 B ) 2 2GS, O XRPDIA

[0019]  P6Hiize 1 ARYEA S WIAIN- [4- (R AHL) K3k -6- [ (BR) -3-FRILmt g - 1-
BE]-5- (IH-MEME-5-35E) e - 3 - FHY gz il 128 B ) 2 XS O XRPDIA

[0020]  P7HiiZe T ARYEA S WIRIN- [4- (R AL K4k ] -6- [ (BR) -3-FRJbmt g - 1-
BE]-5- (ITH-MEME-5-35E) e - 3 - FHY il 128 B ) 2 2GS O XRPDIA

[0021]  P8HfiZe | ARYEA L WIAIN- [4- (R FH AHL) K3k -6- [ (BR) -3-FRILmt g - 1-
BE]-5- (IH-MEME-5- L) HOE - 3 - FHY A 1 6 R 6 1Y) 245 4 JE sCA XRPD ]

8
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[0022]  POffize T ARYEA S WIRIN- [4- (R AL K3k ] -6- [ (BR) -3-FRILmt g - 1-
H]-5- (1H-PE P - 5- 25) RHEIE - 3- FHY G i ) 1 kA0 45 it T SRA R Z2 R Al B AGE T 2k
[0023] [ 102 7 ARIEA K WIIIN- [4- G940 2E) 2R 4L ] -6- [ (3R) -3~ FR ML I -
1-4]-5- (1H-AEEME -5 - J) AHE I -3 - FF I e ) R R 56 F) 45 i JE SRA R TR B B 0 M I

[0024] 11462 7 ARIEA K WIIN- [4- G900 4 2E) 2R 4] -6- [ (3R) -3~ FR Mt s I -
1-%]-5- (1H-AEE M -5 - ) AHE I - 3 - FF I e ) R R 56 1) 45 B JE B XRPDIA

[0025] [ 1242 7 ARFEA S WIION- [4- (G 9 4 2E) 2R 4] -6- [ (3R) -3~ FR Mt s I -
1-%:]-5- (TH-AEEMe - 5- ) REEIE - 3 - FF G 2 1) 6 18 56 ) 465 it T SAATB IR XRPD A

[0026] PR 13Hi%e 7 ARIEA S WIHIN- [4- (G 9 4 2E) 2R 4] -6- [ (3R) -3 - FR Mt s I -
1-%]-5- (1H-AEbMe - 5- ) AEEE - 3 - FF G 2 1) 6 8 56 ) 22 2XH, O XRPDIA

[0027] [ 1442 7 HIF G R EN- [4- G 4 2E) 2R 4] -6- [ (3R) -3~ FR bt ki -
1-%:]-5- (TH-AEbME - 5- ) AHEIE - 3 - PR I e 2o R 8 1) 45 A FE XA R P il K A P i AR R A 1

BASLHES

[0028]  FEACKBAIN E RS BRAE A B AU B, 5 W DL R 8 LA TR RE & X
[0029] AL A, ARG “IR” 5L RT” A2 457620 °C 230 C it P iR %

[0030]  gpAS SR H , 5% T XU 20K RAT AT (XRPD) HIARE “I 57 2 48 XSO 26 7 o B A i 0
HAEFE LTI M (Au bt A1) B [ A b i 1~ A7 T BN XS 2R AR T 51, i
IS [ AR AR E AR 5 BT DA 1 R B A2 PR AR X 23 AT o 3 e A A B8 23 2 O 45 i b
KL, 76 T R e SCRTE AR L, o= KIEA 7 HAUR R EREE 7, B 3 3058 B
Bt o AR SR, KA Bl an s e i K 245100 2100040 8T, A 0GB J LN R
T (ZWVitalij K.PecharskyflPeter Y.ZavalijfJFundamentals of Powder
Diffraction and Structural Characterization of Materials [¥yAAT S EFR AR KT
LEMIFAE]  Kluwer Academic Publishers[Te 2 F/RFA TR, 20034, #53T) .
[0031] Ak BH 1) 45 b JE sUAE A SO mT LA AR 9 el “tn & v Bl =™ (11 4nXRPD) 1 B 24
RAE RSB AN RHEAE, M PAETE I 2, GACES SR 0 AR A R [ 2 1) i) 5
HARA S i A 2 AN it 400 55 R 25 A e 5 B SR B0 1) /N AR Ak 48] 2 5o A X e i
Ho FE A R AR A SR, A4 A ST b i TR s 5 5 — PirsloR 2 00 ] 4 07 20 A8 B 1) 11T
AR AT L, FF HL A B TR 20 LA [R] il Y ) i 58 A E ARSI AR N L ARG

o
(00321 nAs SCR] B He A PR AR “fi] A 207 B ] 2 307 S R A0 G P R A AT &5
A/ BT TEAH

[0033]  fAS SCRf AT, ARTE “TEE TR AR AR Sl dh AL S P 00 ] 1A 3 T s A S AN
HA KA, I HA BRSO € EXRPDE .

(00341 GAS 3L AT, ARVE “ 2 & 7 2 45 B ARIR] A AL 2 2L R (E 2 0 Bl i ) 0 1 S D
T/ B T B A AN Al HEA G 2

[0035] 4IRS S ARAE “/K G W7 F& 8 7K AE fi 4% 45 ) o A TC 15 A FL MR WA ) 4 s £
B, 2 & A S R — R 23 BB TR A iR b KR < BRI, JK BE 6 LA 7271 () B i AR
AT R B EARAE K DA 2 T R R AR, A DL A8 s S 407 i 8ok e UK &

9
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Yol an , B T K/ A G AL et 2 IR G T AR AE 2 K G PR A — K G K
& 1] DL iniE i Kar] -Fischer - B & 20 fmvd il =

[0036] ALY, R¥E “MiisK (dehydratingEidehydration)” #iiR 7 MAE 3243 7 B di A
ghitth 2 bR 2K

[0037]  4nATSC R F, ARE U A" 2 38— Pk 2 Poa WL 7L St 4R 25 4 v 0k i 6 B u
LIRS ) 85 i [ A 4870 2 A i A 65 ) R — 3508 2 ek B A6 vt A b OKCR- ) o BRI, — kg
Z M VLSRR 8 LU B 2 B AR T E R EARE Y — Ml 2 B HLIE 7 DL — A
MU R S ARAER, T DUk 7 0 155 20 i ok 4e A R e - gl an , B e T —
FhEl 2 PR/ 4G PR 2z Y T R T B PR AR e v R A M B RIS A ) o V5 R
A LA @ i GC W NMR  SXRD A/ SR TGA/MS I &

[0038]  4nATSLHT H, ARG “Z5% BT 2RI RIe RS €8 FA R RH RERZ
PV I HLBRIE 5 7 2 AN 8 I 22 250 2H 6 Wb B 0 53 RO 351 R LA S 21284
FRE TR BT A8 7] s SO 791 MR AT g 7] s e 77 i o B 391 5 B0 A P T 70 T
DLELFESE 78 771 (BROREFR) ARG 770 A A 551 T3 771 DA S B )

(00391 4pnASCHT F, RS “TE 70 5507 8RR 557 A2 48 1E 818 2 1 FH T F8 BV 1 245 W R 20 1)
W53 o s R R AN IE 78 78 BT LA AERR E 7

[0040]  4nATSLHT FH, ARGE KRG 5507 A e K00 1 20 W R o0 24 2 E T 352 ) IO 7 45 & 7E
— s DA PR FERG & A B HOH o P i

[0041]  WIARCRTH, RiE “HifiE57) (disintegrantifdisintegrating agent)” EF87E N
A ARSI T, 2E T 5 R 03 1 25 W R4y 23 e B0 A 5 o 1 FLRU AT BE A Rl RE
TS DA L TR I H A o

[0042]  4nASC R F, ARE “TETE 57 2 e s n 20k RIR &40 AR (bR SE ik R &
Jr Bl e ok AR B TRDRG B 2135 & BRI AT B T2 R SR, FE T B ek R R
mBhtE

[0043] WAL RT A AR TE “BIa 87 72 48 F T v 7000 I S C i ot DA 503 v 7] s o 3R D 7 3
I A B YA A it .

[0044] AR — 7 HFEAE T A PIN- [4- (F HHF AR K] -6-[ BR) -3- ALk
- 1-FE]-5- (LH-ARL M - 5-J5) nHb g - 3- B PR flc 1 i 2 Bl R 356 1R 26 1) AS [R] 485 it T 20 T 8 “—
Fhelk 2 Fhads i 20 (Bl i Y7 Bl “— ik 22 Pl i AR AR B — Fhal 2 M 2 i T 20 Bl
B M2 S, BT IR ARVE AR A SO R B S ) fE I SRR e M B S x S A A
A 86 73277 A B AR o 22 dh B4 32 2D R SRARAE - BRI B AR I “ELAR ) 2 i A
Vhre v CAFEZG 38 1R 77 N AR AR B2 Bl 7 45 8 I P2 N AR & 0 (RO e A2 e B Bl 77) B AR
L 22 i B o AR T SRR e AR R AR IR B R 12 BRI R R R — M 2 L AL
ANSZ I FE e B AROE , B “BAR ) 2 A MM H R FR AL B M S i R — Bl DL AN [
PR (B A IR AL 2 g5 A (H ) BEAL 220 T 58 2 AN R BRI RE 77, TR TE AR 22 25 14 i 2 3 37
T F ARG W2 e 08T, T AR E R, HIER 2 & MY AR 2 a4
(RE7K G AE A e 20 BT “4 i e 7 KITEREIN . 7ok, “ToE e 2L H
PRARZS o B4 9E B A2 455 08 45 b T QR0 AN [R5 ot o 5 =2 A0 ) 1) 32 X 2683 R AT 5 (XRPD)
“WE” B R (IR R TR BRI R R B AT R A AR Ak . 54, ¢ T XRPDUEAR, (BA BN AL 1Y

10
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ARG “L)7 IR ELA EE 0. 3° LA (AL 720 2° AN I H i AE0 . 1° LAY
A AR HY , g AT ) il RN A R, RAE “4)” B e (TR A4 R Seh) 728
BB AT B2 (PR ZE AR IE N o WA SCAT Y, RAE “HEA E4iff” B 4850 % LA L4t mN- [4- (&
TP AL KA -6- [ (3R) -3-FRIEMEE it - 1- 4k ] -5- (IH-MEME-5-5) AEEE - 3 - FF I i B H
IR UAR SRR — A7 7E , I HAFE R 52 /70 % B 42 /80 % I H.fw
Pideth 22 /090 % A SR 45 i e a0z —

[0045]  FE—ANSERtifi b, $e it TN-[4- R RUH EIE) 282k ]-6- [ (BR) -3-FRFEMEME L -1 -
$]-5- (1H-MEMe -5 - 55) nHb e - 3 - FR B A 11 &6 it T 20, e R VR Ui 8 1 45 7 T XA Ui S B
TE A AR R 14 () (R ILAE25°C T AN 1 2 Ry i 92 %6 I, /KR WK 170 1 %) , F HpH{E 7£3
DA _E ) B A R A A R B2 A i Cary 10006 BT FEVanKe 14X 2% _E AT &I, 7EpH 4.5,
pH 6.8F10. IN HC1SJoia o il 5 & AR [ 5 ¥ I 22 F

[0046] 1. ¥ B A AT [ G ¥ H 1 &5

(00471 Tz thi v [ 45 DR{E [mg/min/cm2]
HCL 0.1IN 1.8;1.9
Z R 4.5 n.a GRIE)
pH=6.8 n.a CGR&E#)

[0048]  fE—ANSEH I, A B R AEAE T BL R HON- [4- (R 9 L) R0 ] -6-
[ (3R) -3- ¥R LML e - 1-JE ] -5- (LH-nEb e - 5-38) mb e - 3- FE e &5 30A 29 7E20°C &
25°C YU A R W IR 0,154 1 A K ICu-Kal , 4@ 5 i, FoA L3 7E2-0 4 (20
{ED Ab B S 5 R XRPDA «

[0049] 12.7-+0.2°.18.9%0.2°DL }220.8+0.2° ;8%

[0050] 12.70.2°.15.3%+0.2°.18.940.2°.20.8+0.2°LL }425.0+0.2°; 5§

[0051] 5.8°40.2°.11.3°%+0.2°.11.6°%£0.2°,12.2°4+0.2°,12.7°+£0.2°.13.2° %
0.2°.14.7°+0.2°.15.3°+0.2°.17.0°+0.2°,17.4°+0.2°.18.6°+0.2°.,18.9°+0.2°,
19.4°+0.2°,19.8°+0.2°.,20.8°+0.2°.21.8°4+0.2°.22.2°+0.2°.22.7°+0.2°.,23.4°
+0.2°,24.0°+0.2°,24.5°+0.2°,25.0°+0.2°,25.5°+0.2°,26.7°+0.2°.27.1° =
0.2°.27.7°+0.2°.28.7°+0.2°.29.3°+0.2°.29.6°+0.2°.30.2°+0.2°.31.2°+0.2°,
32.0°+0.2°.32.3°+0.2°.32.8°+0.2°.33.7°+0.2°.34.5°+0.2°.35.3°+0.2°.37.0°
+0.2°.38.4°+0.2°LL }438.6°+0.2°,

[0052] 75— AN, 24 7E20°C £ 25 CYE B N KR HEHF 0.1541 A KKK
Cu-Kal, 2%g S MRS, N- [4- (G5 AL 2R5E]-6- [ (3R) -3-FRJEnbng - 1-J5]-5- (1H-
ML e - 5 - ) bk g - 3 - FH I i 11 &5 5 T8 SRAR KRR AE T HG XRPD I, AT IR XRPDIEI A0 75 22 /0 =
A EL D PUAS (B D A B ARk H DL G A 204 :5.8°.11.3°.11.6°
12.2°,12.7°.13.2°,14.7°,15.3°.,17.0°.17.4°.18.6°.18.9°.19.4°.19.8°,20.8°,
21.8°.22.2°.22.7°.23.4°.24.0°,24.5°.25.0°.25.5°.26.7°.27.1°.27.7°.28.7°,
29.3°.29.6°.30.2°.31.2°.32.0°.32.3°.32.8°.33.7°.34.5°.35.3°.37.0°.38.4° LA &%
38.6° (204 +0.2°) .

[0053]  FEAKR IR 55— AN SEHt ], N- [4- G L) K] -6- [ (3R) -3-F2 Lt

11
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fot-1-25]-5- (LH- N -5 - J5) AHk g - 3 - PP I P it 1 i P 225 o T sCA B REAEAE T 1R XRPDIE] .
[0054]  JEL5C/minf AR T Z R E#HGE (DSC) (K12) L KA E & 74T (TGA) (K
3) A TN-[4- (G U L) K 2E]-6- [ (3R) -3-FRAEmE g b -1- 28] -5- (1H-nik e -5-25) it
WeE -3 - FF P Jie 10) &5 o T AT FAVRF

[0055] A4k, 7EN-[4- (G H4EE) 5381 -6- [ (3R) -3-FRFEmEmg fe-1-3E] -5- (1H-E
M - 5 - ) MHEIE - 3 - R i 1 5 i T2 QAR P-4 285 A S it 98 SR TRD A B 17 3 1 i 71 4k
Yo 75 FH 5 B RV FREAT T4 ANk L 7 SR, 73 B 1 FR VA I T K0S, 1 - TRV 4L
Wi 3RS 1 B AT S o 15 FH TR R AT K BEA T T3 B 76 HR 5 43235 HE TR Vs 79 4 e =G
S, o WIS, Sy S LA LS I RFIEAE T 4 28 B 70 3 33l i 7= (R XRPDI]

[0056]  7E B —Aseii il , A BB BN- [4- (R AL K] -6- [ (3R) -3- KLk
W dt - 1- 28] -5~ (1H-PHEk - 5- 355) IHEmE - 3 - FF I e 1) R R 2k 1 25 it FE =X, EL M ARV 45 i TR KA
FBLA K& =7KE W) RN, o T RAFIBE B AR A IGH  AE(KT-65°C 2290°C 1Y) B AR %A% I BV
WIRE T, R AR A B Az e v i 7e sbya B BA b, (B 3 i v B e e
AR T, EBE RN A A TEpHN LR 7K P , FE 2RART DL 3R AR
A, 8%, .

[0057]  EREREh AT AL AR YER (R IBLAE25°C T AR B 51895 %6 i), KR AR T
0.4%) ,Ff HpHfE3LL B HA M RH A MR AL A8 FHCary 100061 fEVanKe X5 Hi3EAT
M, fEpH 3.5.pH 4.5H10. IN HC1 A\ J5it o 52 2 AR i 76 ¥4 SR R

[0058]  2.HC1ERHITEZRARI[E A ¥ i 1) 45

(00591 Ty i A DRMH [mg/min/cm2]
HCL 0.IN(pH 1) 0.16
HCL 0.01IN (pH 2) 2.25
FPIE IR Eh 2% R (pH 3.5) 0.02
LIRZZ MR (pH 4.5) 0.01

[0060]  7F 55— /NSEhE b , AR B MAFAEAE T DL R AOIN- [4- (& 5 R A ) #53E]-6-
[ (BR) -3-FRFEMEME e -1- 2] -5- (TH-PLEmE -5-38) nib g - 3- B Ik e SR ER Eh 1 &5 i TP x0A : 24 7E
20°C & 25 CIEE W HIIRE I EA 0. 1541 A B9 KHICu-Kal, 258 5 Ml &R, B 05 7E2-
0 £ (204E) AbM [ S I XRPDI] »

[0061] 12.67+0.2°.18.9%0.2°LL }220.9+0.2° ;8%

[0062] 12.6%0.2°.17.0%0.2°.18.940.2°.20.9+0.2°PL }432.5+0.2°; 5§

[0063] 8.5°%+0.2°.9.5°+0.2°.11.8°%0.2°,12.3°+0.2°.12.6°+£0.2°,13.9° %
0.2°.14.8°+0.2°.15.9°+0.2°.16.5°+0.2°,17.0°+0.2°.17.6°+0.2°,18.9°+0.2°,
19.1°+0.2°,19.8°+0.2°.,20.4°+0.2°.20.9°+0.2°.21.2°+0.2°.22.4°+0.2°.,22.7°
+0.2°,23.9°+0.2°,24.3°+0.2°,24.8°+0.2°,25.0°+0.2°,25.9°+0.2°.26.8° =
0.2°.27.0°+0.2°.28.3°+0.2°.28.6°+0.2°.28.9°+0.2°,29.8°+0.2°.30.5°+0.2°,
31.3°+0.2°.31.5°+0.2°.31.8°+0.2°.,32.1°+0.2°.32.5°+0.2°.32.9°+0.2°.33.6°
+0.2°.34.0°+0.2°.34.6°+0.2°.35.0°+0.2°.35.6°+0.2°.36.3°+0.2°LL %238.8° +
0.2°

12
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[0064]  {EH—ANscii i, 24 7E20°C E25°CYE B N IR E  HEA 0.1541 A KK
Cu-Kal, 25& S I &I, N- [4- (9 U 28581 -6- [ (3R) -3-FR &ML g - 1-FE] -5- (1H-
MEE e - 5 - ) bk g - 3 - FH G fie 356 R 6 1 46 i T2 XA R XRPD B (Y R AiE AE T 22 20 = A LBl 22 /Y
AERE D FA B AR EE B L N AR 20/8:8.5°.9.5°.11.8°,12.3°.12.6°,
13.9°.14.8°.15.9°.16.5°,17.0°,17.6°.18.9°.19.1°.19.8°.,20.4°.20.9°.21.2°,
22.4°.22.7°.23.9°.24.3°.24.8°.25.0°.25.9°.26.8°.27.0°.28.3°.28.6°.28.9°,
29.8°.30.5°.31.3°.31.5°.31.8°.32.1°.32.5°.32.9°.33.6°.34.0°.34.6°.35.0°.
35.6°.36.3°.38.8° (20F%r+0.2°) .

[0065]  FEAKBH J— A SLidglrh , N- [4- (G5 F AR 2826 ] -6- [ (3R) -3- B ntb gt fit -
1-E]-5- (1H-nHb e - 5-J5%) mHb i - 3 - HH Ik Jie R 2 6 1 466 it T sRA R ARFAIE 7E T BRI 8 R0/ B BT 1211
XRPDI .

[0066]  J@It2°C/minfFAHE RN 2R EfEHGE (DSC) (B9) BL L HAE &5 (T6A) (K]
10) 43 HN- [4- (R S AL 2538 ] -6- [ (3R) -3- AR FEME g fe - 1- 55 ] -5- (1H-IEmk-5-3%) nit
WE - 3- R Ml SR R 6 110 &5 o T2 XA AR

[0067]  47E100°CZE125°CYE Bl NI HEAF0.1541 A K ICu-Kal , 245 5 I &
I, N-[4- (G50 R R k] -6- [ (3R) -3-FR kbt g - 1-F ] -5- (1H-AHk e -5-J%) mb i -
3 - FA bt e 26 2 6 1 45 vt T sUBI XRPD I R RRAIE AE T 22 /0 = A B B D YA B 2 D AN B
A ERIAE E L AR 2048 :8.5°.8.6°.9.2°.10.8°.11.8°.12.7°.13.8°.14.7°
15.6°.14.8°.15.9°.16.1°.16.9°.18.0°.18.4°.,18.9°.19.2°.19.5°.19.8°.20.2°,
20.4°.20.8°.20.9°.21.1°.21.6°.21.9°.22.3°.22.6°.23.1°.23.4°.23.7°.24.0°,
24.1°.24.3°.24.6°.24.7°.25.2°.25.5°.25.9°.26.5°.27.0°.27.6°.28.4°.28.5°,
28.9°.29.5°LL }229.8° (20 $+0.2°) ,

[0068]  FEAKBH J— A Sptidgrh, N- [4- (G5 F A HE) 2R 2] -6- [ (3R) -3- Bk ntb gt Jit -
1-%&]-5- (1H-ME M -5-358) MR - 3- F B A SR R 36 1 45 T2 BRI AE T B 1 LA/ B 12
XRPDI .

[0069]  7E 55— Shtafs b, AR BRI S RFAEAE T LA R HON- [4- (G50 AU R 3L ] -6-
[ (BR) -3-FRFEMEME e -1- 2] -5- (TH-MEME -5-3) nikngE - 3- FE I i SR R 2L 1 &5 & — /K BT
2CH, , 24 7£20°C 2225 CIEE A IR I RA 0.154 1 A MK M Cu-Ka, @it s, B
B AE2-0 £ (204H) AR S5 I XRPD I «

[0070]  10.47%0.2°.21.8%0.2°LL}%30.6+£0.2°; 8%

[0071]  10.47%0.2°.12.0%0.2°.16.8+0.2°.21.840.2°LL %30.6+0.2°; 5

[0072] 7.9°%0.2°.10.4°%+0.2°.12.0°%£0.2°.13.0°%£0.2°,13.3°+0.2°.13.8°+
0.2°.15.5°+0.2°.15.9°+0.2°.16.4°+0.2°.16.8°+0.2°.17.5°+0.2°,19.7°+0.2°,
20.1°+0.2°.20.5°+0.2°.20.8°+0.2°.21.1°+0.2°.21.8°+0.2°.22.2°+0.2°.22.7°
+0.2°.23.0°+0.2°.23.5°+0.2°.23.9°4+0.2°.24.2°4+0.2°.24.6°%+0.2°.25.0° %
0.2°.26.0°+0.2°.26.3°+0.2°.26.5°+0.2°.26.8°+0.2°.27.8°+0.2°.28.2°+0.2°,
28.5°+0.2°.28.8°+0.2°.29.5°+0.2°.30.0°+0.2°.30.6°+0.2°.31.0°+0.2°.31.3°
+0.2°.31.7°+0.2°.32.0°+0.2°.33.2°4+0.2°.34.0°%£0.2°.34.2°+0.2°.35.3° %
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0.2°.35.9°+0.2°.36.7°+0.2°.37.0°+0.2°.37.4°+0.2°.37.7°+0.2°.38.2°+0.2°,
28.9°%0.2°LL }£39.6°%0.2°,

[0073]  ZE B — A, 24 4E20°C £ 25 CYEE N IRE  HEE 0.1541 A KK
Cu-Kal, 248 S MRS N- [4- (RS AL K] -6- [ (3R) -3-FREmtng br-1-2£]-5- (1H-
ML A - 5 - ) WEk g - 3 - PR TR i R IR 3k 1) 485 it = /K & W 2 H, R XRPD ] (R R AR AE T 32 20 = AN VR
/P B E D FAS VB A R E E B A AR 2045 :7.9°.10.4°.12.0°.13.0°
13.3°.13.8°.15.5°,15.9°.16.4°.16.8°.17.5°,19.7°.20.1°.20.5°.20.8°.21.1°,
21.8°.22.2°.22.7°.23.0°.23.5°,23.9°.24.2°.24.6°.25.0°.26.0°.26.3°.26.5°
26.8°.27.8°.28.2°.28.5°.28.8°.29.5°.30.0°.30.6°.31.0°.31.3°.31.7°.32.0°
33.2°.34.0°.34.2°.35.3°.35.9°.36.7°.37.0°.37.4°.37.7°.38.2°.38.9°) %39.6° (20
FE¥+0.2°)

[0074]  FEA K I 73— Lt N- [4- (R 5 H A8 AE) Ak ] -6- [ (3R) -3-FR kg
ft-1-FE]-5- (1H-AHE P - 5- 58) ik g - 3- FF I fiig 3 R 2R 11 445 il = /K& 0T 2N, R RFAEAE T 1A
13/¥IXRPDE .

[0075]  mT DA & Fp 7 v AAS BIN- [4- (G980 40 HE) R R ] -6- [ (BR) - 3- FR AR £t -
1-2£]-5- (1H-Mb M- 5- J5%) HEng - 3- FY SRR ) Ui B i O XA LS, oS, SIS ) kg #h XA
BAIH,) 145 it T 3 oMb v b BTk DA K G DL S B S vh o, 60 468 P 770 P-4
TE IR T 255 DA RNE TR 25 5 S A I I8 I FDCE

[0076] AU BHE oy — ALt K 2 -G, Bk 25 4H & e

[0077] (&) Y697 A AL E W AR 3 A BH 1) Hi ks St 451 2 — Pl (RN - [4- (G =3 48U 2E) R
£1-6-[ (3R) -3-FRFEMEm% g - 1-3E] -5- (1H-AH e - 5-35) AH I - 3 - FFF Ik e i 129 ol ol G 6 7R
R &b dr e 20 DA

[0078]  Z=/D—Fhdh = b al B2 (AR ORI BEN- P BT 77 o

[0079]  FEOLIE M SLHE B o , ik 4 i 20URN- [4- (R R ) K 2E]-6- [ BR) -3-#
SIS J5e - 1- 6] -5- (TH-nEb Rk - 5- ) mHme - 3 - F I () R R 2R O T 3RA AR ik st , 7778 T Pk
HEYHHI50% L b R 2 /070 % AR IR HL 22 /80 % I H AR ik 22 /90 % (1) 45
i LN Pk T R i — e

[0080] U SCVELNHEIAR I , AR BH (1) 25 02 & 0 ] LTS DA ] A sl 4 7 =Xt P i 47
R I BC A B0 HE IS T RA R BB s (1) ikt A, 491 G (drenche) OKEBGIE K PSR
BCETEIR) 7R (O] A A ) 0 T R4 B R I IR AE) DR AL ) A 51 OB 7R T Tt
IR (2) o E it R 9 ansd s B S LPA P i Dk A B R AR ST, AR DR e B
VA VR B T W B SRR SO 1 5 (3) JR N R A A D it P 30 Bk 1 LB R R A B
P25 )RR SN 7 Bt 25 AT 25 (4) BHIE BB N, a0 DA BH B A FLE B s (5) 5 R
(6) ZRHR 5 (7) 2575 (8) 2 &5 (9) Z0fili s 5K (10) $H PNy o

(00811  BRAESIAMUCHA , 5 W) b SCRIR ST s B 8 FARE LG e AR S R 1 B Seh B
DA 2 30, Horr o e A 2 100 188 FH B¢y B e FH B0 R 138 AT DAARZ st 37 b p BF B AR 1) 8 AR
Bral ORI, AT 58 SCAS R BH (1) B 6 248 S i 451«

[0082]  ORE “ i " B HE M WIR AT 518 A K A U\ﬁﬁ@)#ﬂfzﬁﬂculﬂﬁﬁﬁ”
FETHCH T M 53 FH TR WS 0 52 o R AR R O 2 77 5 7K B k) " 2 SV T 40 i (2 a9
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o AL E LR R 4 SR SR 2 s e B (B2 SR L) BRI R R AT 4 R
B, B N AT R R AT 2 R AN FNIR 5 TR VE R BN, I I MO AT TR R 4T 4k AN
[0083]  ORIE “HHFEFN , AR A B R 7R 2 008 0 0 v 770 AR e 8 A 17 D TR R 5 =
(R PP RS o BRI DR 1k 24 0 P O/ T e DA (50 b A B CofE DA A = R AR ) o 3 78 771) / FoRE 77
(1) SE A8 L FE AR AN IR T3 4 WA TR LUy A L WRE 0 2 T 2, o il I A AW I o] 7 2
i H #5 B VER PP B LGNS e i) A5 T EHPC GRIN IR LR 4E 2 i £ 4k 2= (MCC) <
K7 FEHPMC ORI H B4 R) R TEARF AL R R4 R iR 5
TAm AT 4 2 PRIR AL B S IR IR LIt ST LA I BIRS TR REBR AR B L 5 HR A TR A B TS
FLPERE S FLBE A IE ) TN LS Bh R R 0 L H e B IR S AT A A A RO Y
oy, BT A FIECH S S BRI EEE I E2960% ££980% .
[0084]  ARiF “BhUALFA” BABES MRk AR b LGS By K U3l 1 68 71 8RB 0 4 5 S 451
EHEAR AN PR TR0 R B R IR T = S R T A VB IR B L Ak A AUHE (fumed silica
— S ATE (silicon dioxide))) ZAEALRE (silica) VRVEM GEKIBR/ ik — B AEE) AN
Ve B HARTH & .
[0085]  ARAE “VEH I =48 70 He i R0 5L HEIA] @ Ik 78 B 77 pk o 5 A8 L BE 2 a4 A o [R] )2
R E BRI AL A o Y TR I S5 5 (AN PR A8 i R 2 A P 9 ' 5 IR BN B 2k AN iR
FREE .
[0086]  “YRITHME" B MEETE A 75 E M2 i, 2 DU @ # il Abe 1 sonk
1 (ABL1) \AbelsonfHZ¢ 8t 1 (ABL2) FIAH IR &85 (1 (RF 7 2 BCR-ABL1) (1) % 2 BRI BH TS 14
T R 5 I3 P RE EA T VR 97 M A e B 45 i T NI 1 o AN R B I 4 e A B DI A2 YR 7 A AR
(1% AR i 2 g bR 0 AN L™ EE R L R I 2 BN B SR R T AR A, i =
AL AU @B AR T U E -
[0087]  ASCAd RIS “2y 2% bRl 2 ()7 R IR R A HE R R 22 AW YE L A T S5 A
RSP 2H LR B o 1T AN 77 A ek e 3 e B e I At ) R 3 0, [ I B A A
FRIG G352 28 / UK EL (1) A0 S6 Ak &9 A R 2H A0 R/ 87 28
[0088]  GnARSCHT FH, KHAE “245 %% BT AT AR 4 LT B A R A Y B
I s AR AR B A 78 70 B R 71 S IR 741 i s B 790 (At a3 790 i 5% el g T 0
NEBR B BUAE JRIR) B R 25k (5 Fofs 32 8L & Y BRI — A28 B B B AR 1) — 351
I3 B B BRI N — A B E BB R 35 o E S S F AR R 2 AH AR IR AL
XPEEE T ERE X b AR AR R TSI v AR 25 T s AR A R
—BEs ARG (1) B, QLA A RO RERE 5 (2) JENT, W R ORVEM A 45 e b s (3) 474k
R IIATEY), WR LAY 280 A Y R FIBE R AT 4 35 s (D) MR B s (B) 45
(6) B s (1) 145 (8) WRTEFRI, v my w] Jlg FHAS A 5 (9) 3, W8 A il o BAF Vol L 046 3 L 2 6K
T ARORE JHh TR IR AN G g (10) %, 40 s (11) 2 50l H i 1L AL H 26 1 A R
4o (12) B, Gnyh R B A A RERR 2016 s (13) Bl s (14) &2, in & A b B F A AL
B (15) IR s (16) LRI /K s (17) 233K s (18) MKW (19) 4 BF 5 (20) pHZE M
T (21) B lis, SRR G AN/ B SR BRI ; LA Rz (22) 24l bl vb BT FH ) FLAh TE 25 AT AR 7
[0089]  FEZH A Wb b v] LAAFAE TR 57 « LA TR AR 770 » dn e 0 TR B A el I R 5
DA K% 5 €0 750) SRR TR A A 751 I 751) L R 770 A0 55 5 751) L 977 J8 75 A S A 751
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[0090] 2% 1Al B UL UG 56 BT - (1) Ak WP ALY, W6 A OO LR 3R
S B AR T RO S BRFBAS « (2) WV P LA % SR L A
6 T L (BHA) | T 3B HEFR 2 (BHT) L RBEAG 32 fr T RAPIIE o P Y DI %
(3) 4 IR B ) TR 2 ) 2R (EDTA) LU I B

[0091] Ak A FTT ) A S 4 T 1R B RS0 O R ) LG W/ s
P 41 RS A 5 T A7 2 A 504 20 L DS 2475 AUk 400 £ 75
PR 46 T A S A AL A DL A 56— PR 1 P A AR AR T 7 6 T AT
00 P77 ST AL T B 5 AR AL A2 8 S0 P A 0 AR 7 AT
BRI TR ST 25, 76 740 2 ETSEEEL A L ROREAE 00 . 1% S99 % 1 AR
B A5 FEAT0% I M 24910% 20309 e R Y

[0092) {5 5 1 o, A% B 2 o LA AL AR 0 ZEL OB 790« SRR 2T
3% R JBESRES FRR CIE ) EE £5 O  5R  FUSRFRT) + B J AR B
U T TS T 5 1A 0 2 4 5 2 2 1 R T A
WAl R

(093] ) 6 3l kAL 25 D0 4 0 A4 D 40 5 0 24 8 T 5 R A L
A 0 — Pl 22 AR B 5 4 7 — R 5 o — T 2, L3 A0 T oK 4 BT
AR TR DT 25 8 T2 5 R SR AN R Al P8 1450 LA 4 M5 2, F ELAR
RIS B, 7

(00941 5 I 1 R P 0 A 4 5 T B 52 0 690 AU 79 617 ik
R I 38 SR BT O S EEIR) 0L ISR 2 S A A P s Ak g
A0 80 BTS00 K AL 3 e R
S 9 Bk ) Ot FELME 4 R 1 T R i SRR B 1162) /S5 0l 1k %,
45— T A U R A D T O 4 8 T 0 P53 o A 6 T O 2
JE 2t LA K ) B R S A

[0095) Ak IS K B AN - [4- (L SR LIE) ] -6- [ (3R) -3-FRJEMEE K- 1 35 ) -
5 (LH- PRI~ 5-55) MG -3 RO 35 ek Oy 4 8 T2 0 RV, B B 3L P
Jri.

(00961t — S H 1}, A% SCH 4 0 0V 0. O B B 0078, 5700 B 5 5 M
45mg % £9500mg HIN- [4- (R 450 T ) 2] -6- [ (3R) -3- LM - 1- 361 -5 (1H-1it
-5 - ) O - 3 PR S R 2 0 24 88 T 3R

[0097) {5 54 SEHE ISt , ik M3 1) 4545 751 0me 5200mg 2 IRIFIN - [4- (G — R L
) 3 HE] -6 [ (3R) -3 FE LMt J55 - 1- 3] -5~ (LH- T -5~ ) WO -3 PP O A g Al 4
AL B

(098] 75 AT . 704 25 7 7 25me 51 50mg 2 7] (61475 25me F150me)
N- [4- GG UIE) 23616 [ (3R) -3 FR LML - 1- 351 -5~ (LH- M -5- ) 0 -3 P
P s B e i 6 25 48 T8

[0099] 75 53 54 S 91, #3914 45 45 20me 40me B60mg N~ [4- (3L S 4L
) 3 HE] -6 [ (3R) -3 FE LMt J55 - 1- 351 -5~ (LH- T -5~ ) W0 -3 PP O A g ol 4
AL B
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[0100]  7E 55— AN H , A & B 49 1 70 C a4 B A BT B A 1096 - 30 % [N -
[4- (E P AR KE]-6-[ (3R) -3-FR2&nb g e - 1- 28] -5- (TH-MEmk - 5-58) nb i - 3- HA ik
Y e S i R R R ) 45 i T 3K 160196 - 80 %6 1 — il 22 B 78 771 . 2 %6 - 10 %6 ) — Fhali 2 M
fiR5R s L0, 2% -3 % ) —Fhal 2 A Bhi .

(0101 7£ 3 AN SETt 5], i 48 78 771 a2 1k ) LB S G /K LV 8 25 1 1) L0 ] B4
FEARVE RS K ARTE R MCC (FF4EEMK GR.Avicel PHIOL) HAMAF4EEATEY GH-CMC XL) .
TR S — /K G 1L B TR 8 /AT TR 65 AR ) 26 B o ) — Pl 2 ol

[0102]  7E 5 AMEY S5 b, Bl o e 7 2 e B S R 58 S Jamt g e B (52 R 4 ) W2 A
H A4 28 (IREURII TR AR 4T 4R 32) WSS IR R R 40 4 30BN S I Y R 4 4 ) Ay 2t
LR VER AN ) — Pl 2 F

[0103]  7E 3 AN SE it 5 A , B B 7710 A2 a2k 1 A8 i R 66 - A MR T ‘= SO IR - Ak R 5 L A
R AR AR R IR ek IR / [k — S8 ATt s Aerosil 200PH) FIVE#y o i — Ff
e

[0104]  7F 55— ANSIZHti ) b , AR 2 BH B4 750G ) /B 55 S00E P A SR 0 AH DA K% R0 AK
[0105]  7E 4N SE it 5, Bk BUks py AH AL SN - [4- (G s AL R3] -6-[ (3R) -3-
FRIEME R J5e - 1-FE ] -5~ (LH-PH M - 5- 3588) N e - 3 - R I e Uit 2 ik 3 1R &k 7 &5 0 2 X L
Avicel PH101.HP-£F4E &£ RACE 40UM (HP-Celllulose low subst 40UM) J4A-CMC XL.
Aerosil 200PHLL K2 i fig FREE o

[0106]  7£ 5 A1 H St 51 H 5 BTk SURE 70 AH AL 75 L BE L 27 4E ZMK GREA-CMC XL.Aerosil
200PHLA A2 Fifi i PR

[0107] 78 54 SIE Tt 9 v o A% % BH B4 750G i ot mT DA TR AR 1

[0108] 7 5 AN St 451, Bk v A0 4 T DB B — il 22 F BSR4 o 3 HL v DA gk — 20
B F GRS SRR/ BB R S T

[0109] 75 S5 AN St o] , ik v A0 40 B0, B Al oK DA R — FPEl 2 Fhik B B 6 3 40
BB A B AR TR IR G .

[0110]  7E 75—/ SLjta 5l , Bk Sk oy AR 4% & 0 b & A : 22 % N [4- (R 5
AIE) RIE]-6-[ (3R) -3-FRIEME g e - 1-FE] -5~ (LH-ME M -5-358) mb e - 3 - FH bR A SRR R 1) &5
i B 33 % A .17 % Avicel PH 101.5%HP-£F4E &=L LE 40UM. 2% 44-CMC XL.0.25%
Aerosil 200PHEA £20.50 % fiff fi5 R %

[0111] 78 54 St b, BTk kL A AR B B i h 5

[0112]  10% FLFE.6% 4 4EEMK GR.3%44-CMC XL.0.25%Aerosil 200PHLA f21 % figi g g
o

[0113]  7E S AN St b, Bk SR AR E R ik & A :4.83% B BV AR TR Y 5
0.16% B AR TR ;0. 008 % 21 {4 Al A THIE A F2 85 % 415 /K .

[0114]  7E S AN S, Frid SR AR E S k& H :7.96 % B BV E AR TR Y 5
0.019% 2L A TR ; 0.024 % A A TR LA F2 85 % 4 1% 7K o

[0115]  7E 5 AR STt 45 b, BT o i 770 T 1) oo /60 5 SORE A AR J0RE &0 A DL R i A A,
s BT ORE Y AL BN - [4- (LS A AS) R L] -6- [ (BR) -3-FRAknbng e - 1-2%]-5- (1H-
ML AR - 5 - ) Mk g - 3- P i R R Eh 1 285 i T XAV FLBE VAvicel PHI101HP-ZF4EZARAE
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40UM.#-CMC XL.Aerosil 200PHUA 2B fiG PR &5 ; BT IR FOURL A AL 5 LB L 4 4E ZMK R4 -
CMC XL.Aerosil 200PHUA A A¥i AR R EE ; F H ik s G AR W] DA AL 5 — sl 22 Fh e i) o 9
IENCINY S i di 7 =g 1 b e BTN 1778 Es by < i [ =R R b S A e et D T

[0116] 75 53 A S Jil 5 A 5 BT IR 7100 TEC il /B0, 75 SRS A A 0K A0 A DA R 87 A0 4K, B
s TR R P A B R A b L B 2922 % N [4- (RS R L) 35T -6- [ (3R) -3-
FE LML J5e - 1-FE ] -5~ (LH-NH e - 5- 3588) nb e - 3 - PR o e 26 R 5k 1 25 i 2 3 2933 % FLbE L 4
17%Avicel PH 101.295%HP-£F4ERAAE 40UM. £J2% 44-CMC XL.#£J0.25%Aerosil
200PHLL K2 20 .50 % AE G FR B -

[0117] 75 S AP SE 5] A , Bl Ok A AE % B 5 23 Lvh 3 - 2010 %6 FLAE L 206 % 4 4
ZMK GR.ZI3% 4H-CMC XL.£J0.25%Aerosil 200PH. 21 % ff G BEEE ; 31 T ik 1B f0 4 4%
HEHDHIEA:24.83% A KT ; £10.16 % 3 (AL TR ; £10.008 % 414
BACTRPILL K 2185 % 415K

[0118]  7E 75—/ SLHta el , Bl ok A AH % B & 2 Llvh 3 - 2010 %6 FLAE L 206 % 4 4
ZMK GR.ZI3%4H-CMC XL.£J0.25%Aerosil 200PH. 21 % ff G BEEE ; 31 T ik T B f 4 4%
HEHDWIFEHE:A7.96% B AR TREY ; 210.019 % 2L A ALK TR ; £10.024 % B
BACTRPILL K 2185 % 415K

[0119] AR BHIEW K T AEFAEN-[4- (& 5 FERE) K] -6-[ (3R) -3- 2Lk
ot -1-28] -5 (LH-nE w5 28) nb i - 3 - B I e i 2 i R I 2 1 &6 e 310 7R v, B
H BT IR 7 V2

[0120] (&) FLVR DL B0k N AH AR 20 N- [4- (G 30 ) R3] -6- [ (3R) -3- kit
ft-1-24] -5 (LH-mikme -5- 55) nb i - 3- F M i SR BR ER 1 45 I KA FLBE \Avicel PH101.HP-
AAEEACE A0UM44-CMC XL.Aerosil 200PHLA %A s s ;

(01211 (b) §i 43  JLVR R R 5 HLAF B Ok B 5 3R (a) IR A4 5

[0122]  (c) JLVR DL R BRI AN AE A2 - LB (AT 4E MK GR.4H-CMC XL Aerosil 200PHLL f%
TR IR R 5 5

[0123]  (d) 53>k H 5% () s s

[0124] (o) FLIEK H DI (b) AP (d) 1) 5

[0125]  (f) ¥4 2D R (e) MRS Fa il B 770 K5 BT it 7R 28 5

[0126]  (g) T8 Rt 8 JIE A A P 2 V7 A0 0 5 S04 /K DA St 9 19 o L 40 C R SR ) — b
B2 LA TR PR &40 s LA K

[0127]  (h) ¥ () MIBR 2RI AT AR B A

[0128] A& BHM) 5 —ANJ7 I iR ¥7 ABL1/BCR-ABL1A S B IS ) 735, ATk T vk A5
] 75 ZEAX PPIE T B 52 03 Tt YR T A R B AR A A K BH B H R St 5] 2 — BT IR N - [4-
(FH ) R ] -6- [ (BR) -3-FRJEmEns ot - 1- 28] -5- (1H- ML M - 5- 8) nib e - 3 - FA Ik i
e B R L SR R h  AEARIE I S, BT 45 AR RN - [4- (R A KRR -6-
[ (3R) -3-FRJEnE Mg e - 1 -3 ] -5~ (LH- MMk -5- 38) nbb e - 3- IR A& 1 2R R B i 2 2RA AL i b
it 509 LA b B ARk 28 /D70 9% (AT B AR 2k i 23 /D80 %6 H e ik 22 /090 % 1 2 i T
AR KRR — o a0 BTk, 2B 5 A 7 UG AR & E A RIER 4 f Al
L it FH o 485 8 T =X it FH RT3 i FH A i B P 245 P 4 6 P B A R AT A A A 38007 2k
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S

[0129]  FAEIIL 225 DL T S0 K iE B AR i B PR AR o I Tk f91] o 87 >4 B A , 3 46 S 51 AN e et
Wi BH AR 2 BH 1) 7 2 B 2 5 10 A SR LA ART 5 =B il A B i Y

[0130] =43

(01311 — Mt 26 A4

[0132]  FEARFNINASEAE TR HLL TR

[0133]  #£25°C T FH¥ 71 P fhi

[0134]  XFF-7E25°C P47, I Im1 35 771Ks £150me (1) 25 W40 Joi P 22 /0 1R, 3 4E25°C £0.5
‘CFfEEppendorf#z 3 a4 HH 117 24 JA o W4 ¥ Wk I8 5 78 25 A0 15 1043 Bl o 145 [ 4% 3518 43 3
I XRPD (X280 AR AT 5 WF T o 40 R 5k E XRPDIHI 5 BAS & LA REAf Fradk 224k, , )38 i TG AINMR
AT MO

[0135]  7E50°C T I T-#

[0136]  XFF HVEFIAES0°C R P4, FH1m1¥E ] fE50°C £0.1°C F . fEEppendorf#R %7 25,
W4 2350mg (1) 25090 I T 181 2K o b BT iE FE 6

[0137]  FE25°C 4584

[0138]  E-Pflirsh &, an il F B Tk i e VA IR R, WA B R R0 2 e X

[0139] AR A M &5

[0140] Sy 7 M FAH FIA i b 45 & » 760 °C 1 K5 2930 0mg ) 24 0 Jo 5 it A e 20 B (1) VA 57
W, G IE R IR A A K VAR T UK TR IR Bh AR I e RE B AR VIR, T, OF
P48 S AR T T IR BEAT B AT

[0141] il I Vs i SR T Ve

[0142]  Sof 38 e 748 I AR EAT UTUE » 4 25400 S5 s e T A0 3 b v i B2 vy B0 AU TR, FE R
INAE A B 4 o o5 5 AN T 0 7)o G P 18 S5 R Pk A BRTTIE A

[0143]  XIpH AT

[0144]  f¢ HCuKa4g4f fEBruker D8 AdvancefiTHf 1t 10 5% A8 ST AT i 1 X8 26 4 AR A7 5+
(XRPD) &, 7£2° 540° (2-0) Z [A]ic 3% XRPDI&]

[0145] AU 3d F52 RN GOKE B , BT LLSRAS B A BT B R FH ) 00 82 2 A4 ) 8 i 22
[FIXRPDFE o 455 51 b, 388 5 0 0 XRPD P A (14 568 5w DA KGR T B % FH P 000 5 2% 1 T 30 o Sk —
A PR, AT 53 5 3 AT DA B e T S0 2% A4 RS FH P X S 48 4 S 1 D A T 28 A o T A [ 1)
T RER 552 2 A 12- 0T 5 I —BUMELE0. 2° LA, 3F BN B 18 5 IR AT A S5 1 )
T 2 ) R PR (R, 7 B A A R B D it AN PR T AR 5 AR S % TR B TS PR 4 2 R XRPD
el 5 4 R ] 7R XS0 2 00T e 1T 74 o 28 o AR APT e A 2 11k 15 B ] e B 40 6 1 IR LB XRPD | B A | —
B XRPD ] f) i 28 35060, 25 7 A4S 2 B ) 36 L 1N o ff 78 XRPD [ 35 A AH ] ) BE 7 8 AR AT 3 58 152
N EEWAR S T

[0146] AT B4 HT 7V

[0147]  FHF AR GG & U TCAX AR & TA Q5000 7E30°C 529300 °C i [ 4 19 5, LL&F
438020 C I INRGE 2R 73 AT 10 2 20 2 L R it

[0148]  ZE/R{AHiE FZ (DSC)

[0149]  H-F IR fh T2 2RI DSCAY 28 &Mettler DSClE{Perkin Elmer Diamond.¥f{X %%
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SR N FE3OmL/minf) B E T AE30°C 5300°C i Bl A IR IR BE « LAAE 23 8 10°C 14933 52
#,

[0150] =41

[0151]  N-[4- (& L) B8] -6-[ (B3R) -3-FRdhnkng k- 1-3£]-5- (1H-AEmE-5-55)
b I - 3 - Y I JRae i 2 a1 T XA ) il £

[0152]  ARHEWO 2013/171639 AL AN- [4- (R =g H &5 2] -6-[ (BR) -3-%2
FEMEE e -1-2E] -5- (TH-MHb e -5-388) b ng - 3- B A% GRRUGH R o K AL dh #4 k) B V7 78 W I
W, FEAE30°C R ARSI W o U8 7K LA 485 i Vi 25 Bl o K5 B V7 A 21 22 10°C , FFad i o
RO HR 0 20 Vi S ) i 2R A

[0153] P 1HHoR T 37 B A & T AR XRPD I o A I 2 BT 70 97 8 i P 1 XA ) 227 F 4
P 26 WoR TAEZ9194 CATFIEIAAL , IR G FE 21198 °C Ab H U4 o I 3 2 1 Vi 2 ) s 2B A
(1) A0 5 0 BT P o i S R s R AR 100K 1) PR 250 F

2F X C20H18CIF2N503

aTE: 449.84

7= 8] 3 AR R

7= A] 2 C2

s e AR (A3) 2001.0(8)
[0154]  ghAR% B (g/em?) 1.493

a (A) 14.422(3)

b (A) 9.368(2)

¢ (A) 14.989(4)

B (°) 98.853(12)

Z 4

[0155] 52452

[0156]  N-[4- (& L) 6] -6-[ (BR) -3-FRdhnkn& ke - 1-3£]-5- (1H-AEme-5-55)
ML i - 3- Y I JRae i s ) T2 5XGS , 19 i 48

[0157]  J&@IAES0°C T 7E H B Hh 1 8 i 25 B 1) v A, FEAE60 °C 1 7E FE I DT 25 ) o
TR A FR) FA RV T o 46 it 5 SR SR A B B H B 7R A DT 2GS o B ArboR T U0 B Bl )
A4S, IXRPD .

[0158] =43

[0159]  N-[4- (& L) 651 -6-[ (3R) -3-Fpdhnkng be-1-3£]-5- (1H-AEme-5-55)
M I - 3 - Y I JRae i 2 P T 5S4

[0160] IS #E25°C AI50°C N 7E 1 - P4 B b P-4 e B A s A (1 /& A4 ) 5 LA K AE25°C (LA
JAE60°C T 1- P P R AN R4S &, RIRAF T BB 1 - BV A T 2GS B 5 7
HH 7 BB & LS XRPDI]
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[0161]  sZ4il4

[0162]  N-[4- (& L) 6] -6-[ (3R) -3-FRdhnkng be-1-3£]-5- (1H-AEme-5-55)
M A - 3 - FH I JRae i 2 P T 5S4

[0163]  JEIFFES0°C N 7E & B H 1 i vife 25 B 1) i B4 A, HEAE60 °C T 7E < B A M FA I A2 VR
Hr 2, SRERAT U B B LBV AT S o B 6 s 1 il BB Y S R XRPD ]
[0164] =45

[0165]  N-[4- (& L) 651 -6-[ (3R) -3-FRdhnkng ke - 1-3£]-5- (1H-AEmE-5-55)
M I - 3- Y I JRae i 2 P T 5XGS ) i 4

[0166] st 75 PR e A0 7K H A DI 25 Bl ) i 280 AP ¥ 7RI A T UTUE 5 SR SRAS A B s T4 0 T
7S, o B TH R T U B ) i 1S T XRPDI]

[0167]  =Z4|6

[0168]  N-[4- (& —HFH4EHE) 6] -6-[ (3R) -3-FRdhnkng be-1-3£]-5- (1H-AEme-5-55)
M I - 3 - Y e 2 TR 2k 1 T XA ) i £

[0169]  JEN- [4- (S AHR) k5] -6-[ (BR) -3- 2 JEnbng br-1-38]-5- (1H-MEme-5-
) MEkIE - 3 - FH P Fhe i B Y i 2B AR VR AE F B TR, R D0 R TR o B B UM A LA SRS I
INIRCT 2 H 215k (TBME) DA Al SRR B 110 & T A B BV VR4 H0, IRl sk il A4 o &5 3k
PR 35 1) dm A

[0170]  mJ A, ERERER ) AIE AT AAECL R 5644 R 0 5

[0171]  7E35°C T, JN- [4- (R U AR Rk -6- [ (3R) -3-FJkmbng be-1- %] -5- (1H-
ML - 5- J5K) MEIE - 3- FH LI (Lwt) W MR 7E FREE (Bwt) b 1R (1. 15249 8) s N =W LA
TR R R T 1 d B A B I EE 50 °C o 3540 B RT3 H 3Lk (TBME) (Bwt) o BB
FHAETBME (0. 01vol) H i s 5 v i 2 R £R 1) i A (0. 0009wt) FY i A AT H2 0 o B BT M 2
135475t 481 . 5/INSF S INTBME (9. 25wt) o K IR A 3/ ZN R IT=0"CHRIFAE0T 24
S B S e, IR g R TBME 1:9w/w (2V) Beig , I HAR J5 FITBME (2V) Bk . 7E50°C
MR R IETETER24/ N .

[0172] P8 R H T R R £h it S AR XRPD I o A 9 AT 7~ , 6 R 6 i T 2RA R Z 7R F13
AL TEZ90 CIIR VGO B 10522 1 SRR Shit in BYA P EH B4 i I Sh R 5
(1) i T AE 100K 1) FR S s F
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7= A 3 AR =&
72 8] F Pl
s L AR (A3) 1053.6(6)
A% . (g/em?) 1.533
01731 a (A) 8.203(3)
b (A) 11.116(3)
¢ (A) 12.627(4)
B (°) 97.711(12)
Z 2
[0174]  EhFRER I T AZE 298K ) 2 U 41 F
7 18] 3 AR =4
7= [8] 2% P1
mm A AR (A3) 1082.9(6)
s 55 B (g/em?) 1.491
01751 a (A) 8.245(3)
b (A) 11.352(4)
¢ (A) 12.697(4)
B (°) 97.289(18)
Z 2

[0176] =27

[0177]  N-[4- (R P EEE) 651 -6-[ (BR) -3-FRdhnkng be-1-3£]-5- (1H-AEme-5-55)
ML I - 3 - FH e 2k TR s it P 0 T XA ) i

[0178]  JEN- [4- (R EHL) K581 -6-[ (BR) -3-FRFEnbng br-1-38]-5- (1H-MEmE-5-
) MHERE - 3- R Jhe e S ) it B AR SRR VA T S I R, FE N 22 [ 4k 52 0 Y o (08
B RAERT P4, FE M B B K 45 b o 4 B R RE 73 & % 8 1 XRPD \NMRFIHPLC 3
Mo

[0179] =28

[0180]  N-[4- (& —HFH4HE) B8] -6- [ (3R) -3-FRdhnkng be-1-3£]-5- (1H-AEme-5-55)
ML I - 3 - FH I i 6 R 6 1) T B il £

(01811 EhPRER A h B AFN G BB B AR AH G o NS ,N- [4- (U9 L) R AR ] -6-
[ (3R) -3-F&R &ML g - 1-FE ] -5- (1H-NHb M- 5-28) M - 3- FA ME A& Eh PR 2L 1 iR A B ks %1k
FEAB X IR I eI H), A2 R K A0 i (TE240°C UL _E WS 250 fif) o FERR SR 5%
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R, B KED R KA RS LR R R HE E X T65CEICHITE
ALULFEARIR E LT, ERIR TR L AR B 1R w2, I BAE SR IR DL S B A ik
.

[0182] W11 T Eh AR 2R A0 &% UBAIXRPDI o B 1271 H 1 2R PR 26 & 1 AN T BAG XRPD
B ) B 0o 2818 5 1) 55 AU BAE 36 3K Y B i B3 an F

7 18] 3 AR =4

7= 18] B Pl

mmAa AR (A3) 1114.6(15)
g s iR . (g/em?) 1.449

a (A) 9.957(8)

b (A) 10.461(8)

c (A 11.146(8)

B (°) 75.71(5)
[0184] Z 2

[0185] =319

[0186] N-[4- (A @ WA HE) KH]-6-[ (3R) -3-FpREmtnk b -1-F]-5- (TH-MEME-5-35)
M i - 3 - P fr 6 1R 6 1) T sRA R B #3 g v

[0187] YRR T FEH , R R ILIE AABAEINFAEI300 C I 2 FEIE40HT 73 5 Bt LA G2
SE SRR R i Y AR BB A I A

[0188] @I I AIA HIE R, LAEE 20 4140°C . 20°C . 10°C .5°C 1 CH10.5CHIA[EE %,
M-20°CE200°C, 58 5 [BI 2 -20°C , SR VPAk N FAGH 506 5% A 5 P 1 5210 o T A 3K 4 300 & 32 £
FH %5 1 P

[0189]  Xb-FREASELE CANE I INFAGE ) | HE & — AN EERRE i o R 3P B H T B 31 1) %%
AR

[0190] &3 HEARIG

[0191] /v st B 5 B (g HEAEA—B AR A
40°C/min 3.077 103.7°C 32.2°C
20°C/min 3.396 104.8°C 34.7C
10°C/min 3.400 102.1°C 37.5C
5C/min 7.005 100.3°C 38.5C
1°C/min 8.994 96.5C 53.8C
0.5C/min 8.331 95.1°C 60.5°C

[0192] I ARARE =B i AH B (1 XRPD I AT A S H0 A7 46 78 AR A
[0193] i{ﬁﬂlo
[0194] N-[4- (A —@®HF AL KHT-6-[ 3R) -3- Rk b -1-451-5- (TH-nEme-5-3%)
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ML - 3 - F P9k fie e 19 56 1140 T Q) ) %

[0195] A /K rp P4, B T pHAE , SRR E6 1 &% B A 5] T~ AN BB 451 (pH> 3. 5) Jf HL 45
v AU BB A A (GERRE AR E) B A =K S HA (pH 1) o B 1397 Y 7 U B B o 2
HAJXRPDH] o

[0196] =411

[0197]  ALEN-[4- (R AL RFE]-6- [ (3R) -3-FRFEMERK e - 1-F&] -5- (1H-AHkME-5-
) WHERE - 3 - FH Bk M R 1 22 P 85 s TR QA ) 751G o

[0198]  #EAT 1 VF 2 W50 LAJT R o ViF& BRI R & o 2 N - [4- (R s P A ) 2R ] -6-
[ (3R) -3-FR Bt foe - 1 - 3 ] -5 (LH-MHLME - 5- %) ML - 3- FH IO e 11 -5 36k TR 1) it o Jofr S L 1)
HA VIR TRURE P ATRT 43232 1) RST R 3 BV Ll 2R DA R 2 BRI 3 2 BN - [4- (R
TR AR ER) AR -6- [ BR) -3-FRAEMENG Lt - 1-FE ] -5- (1H- AL - 5- J5) ALk - 3- Y Pt i 6 R
Eh AL R b LA SO HORE 25001 A R 24 BEAE I

[0199]  20mgA140mg J 77 Hc il i

89 4% (%) [20mg API 42 |40 mg API &4
&%/ %42 (mg/ | 4-4%/3%4% (mg/
¥43) $#4z)
MR | bk 112 21.62 21.62 43.24
FUAE 2 32.91 32.91 65.82
Avicel PH 1012 | 17.72 17.72 35.44
HP-4F 4 & 4&  |5.00 5.00 10.00
KA 40UM.001
47-CMC XL 2.00 2.00 4.00
[0200] Aerosil 200PH  [0.25 0.25 0.50
T8 0.50 0.50 1.00
shErAn | SLE 10.20 10.20 20.40
‘4% MK GR |5.55 5.55 11.10
4H-CMC XL 3.00 3.00 6.00
Aerosil 200PH | 0.25 0.25 0.50
AP S BR 4% 1.00 1.00 2.00
p 8 AN 100.00 100.00 200.00
Bl
a & 8, R MR 4.832 7.957
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FMP
¥ &Rk 0.160
FMP
LR 0.008 0.019
[0201] FMP
ZEaRMRM 0.024
FMP
Yo K 3
BaR 105.0 208.0
[0202] L&MW1 RN- [4- (B 9P EIE) 3] -6-[ (3R) -3- Mg k- 1-3£]-5- (1H-
ML A - 5 - J5) TLE I - 3 - R I Jidg B 1R 26 1) s B AR5 2 P2 40 (APT) o

[0203]  iof i FH LA AMEAEAT AR T 100 % B 2544 TR A% 77 -

[0204]  “fEAbEEIEFEh R 2

[0205]  sEfpif12

[0206]  FHFIERCEL&N- [4- (& 5 H S 2E) K] -6- [ (3R) -3-FREmE g ke -1-2£] -5-
(TH- LR - 5 - J55) EEIE - 3 - R I g R 1R 2 140 o7 28 AT R S B 4 1 701 A = i

[0207] AT DL FH B O 28 N T A ) 3 R [ ST 4 R ) £ 3 A A 7 b R DU AN R A Ak
TR/ B A R RN/ B T A 00 AT M

[0208]  #Z%.0o B SRR AE 7 B ARV A O 20« 32 thDRE L s B A0 76 60 0 20 R 2H B o A2 4
I

[0209] D URL 4 NS AR BT 42 32 UL R IR IR A ik B @ I 25 a8 v - FUBE b &1 V8-
CMC XL.Aerosil 200PH.HP-£F4E 2R _40UMLL KeAvicel PHI01. 4 IRAITEY BURE
IR,

[0210]  PER2. fd FH2EAH 0. 800mm T2 7 ¥ 57 43 Wi BE W LER IR % W EE LK oK F 2D IR 1 SLIR
YIIAT TR KR A T BUR & 28 h SR AR ER BE 1t — P LR .

[0211] D UES Afi FAR 3E SEH LR SR B 25 B2 SLIR R S, 4R 5 4l FH 25450 . Smm i (4] 75 &
W EE LA T B

[0212] D3R4 K S0 30 AR TR 770 3% DL T I 36 N A0 1 3L VR AR A - JUBE LB -CMC XL,
Aerosil 200PHEA SAF4E MK GR, 2 Jofd FH2 A0 . 800mmT= 3 i Y i 43 B B AL 5l iR 37 ot S
MUEAT I3 KR S 7Y BUR & 88 h 5ok B 2B BRI LRI .

[0213]  JDURS MR H D BRAN SHRYIR A VY BUR & 28 T SR R Ee it — P R,
[0214] 2B 386 . fd I iEE 15 A WL ok B 25 BRI VR A W0 S 1R 771« A% 10 77 B3k 2R I E 4G
BIERER-

[0215]  JDURT A K TR A WA KR A U BB TF IR, T B AR B R AT 17
A LI A AL T X 25 BROBR 42 Fr 77347 AL AR

[0216] P14 T it 72
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[0217] =13

[0218]  Z454RBh /1A 5T

[0219]  HIN-[4- (&R @ HEHRE) KH]-6-[ (BR) -3-F2FEMEME i -1-FE] -5- (1H-ALME-5-

HE) WL E -3 - FHY I i 1) [85] 4K 0FG 5 T 20 BSUAA PN - [4- (G 98U 48038) R0 ] -6- [ (BR) -3- kit
M Joe - 1- 2 ] -5 (TH-EEME - 5- 35 M - 3 PP I 2 1) 45 o 122 AR S BB 11y 24T 17— T30S0
FC » EAUE B AE N S B W0 i ) T o 11 AR i Y 150me 51 )i, £ 28 25 AT 25 Rl BN gs 2 Jm
ZER /NI RS A RORAS N AR R (n=3) (L3 o, PIAly ] 448 7 HICAA FiE 1)
ANZE &b FC 1 s (4T~ 38 = SDZGAREN J7 22 S 20, DOWLEE it B SRR 52 o A2 25 25 T ANZs 24 Jm

0.25.0.5.1.2.4.8.24.30F148/ NI IAEF R B4 K4 7% 2 1 A i o

[0220] R4 W 7T 45 AP35 £ SDZGARB) 112 2 4L

[0221] | Bl /032 | RERAER [ BERGER | RERNE | WmBERNE

DHARBLH] b | S HARELH] S | Sh BCH] S ah B S

Tmax (h) * [2.0 (2.0-2.0) |3.3 (2.0-4.0) [2.0 (1.0-4.0) [3.3 (2.0-4.0)
Cmax 5600 +2520 |3880+764  |2900+ 1690 |3080 + 857
(ng/mL)

(02221 | &M T1/2(h) [3.29+0.135 [3.68+0.163 [3.25+0.115 |3.4+0.0791
AUCO0-48h | 41300+ 18200 | 32000 + 7920 | 10300 + 1520 | 26000 + 8450
(ngsh/mL)
AUCinf 41400 + 18200 | 32100 + 7930 | 11200 + 2990 | 26100 + 8600
(ngeh/mL)

[0223]  *Tmax A-V-$4{E FI7E

[0224]  EWRCREG T ECf A o 64T 17 CA R WS

[0225] 1. Xf T 45, S B BAAML, MBECHA G BRENM T 133%

(AUCinf,26100%711200ng * h/mL) (FHZ I EYI520H) o
[0226] 2. %} F [ 4k 4> BUAARBC ) d . 5 B BL G HLL, ME SR A EREEW /DT
22.5% (AUCinf,41400%F32100ng * h/mL) GHM I EYIE2M) .

(02271 3. FEZERACAET , 545 S O 1l b AR LE 3] 4 70 HICPA I ] i 1) % 5 70 3 . 74 (AUCin
41400%f11200ng * h/mL)

[0228] =14

[0229] 254Xz )10t T

[0230]  FiN-[4- (G5 H 4AL2E) 2] -6- [ (3R) -3-FRFEMEM e - 1- 98] -5- (1H-MEMe-5-

B2) M RE - 3- B i R R 2k 1) 45 it KA R I il 5 EAT T — DR AL, DOUE A E A28 8
S (1) T o 7 1 ARt 150mg )5 » 25 6 K 2918/ HAEL 252/ e iE &, TEF AR (n=3) 11
I 3R A VP AR B 1) 5 B~ 350 = SDZGAR BN J3 5 2 4, LUOWLEE £ X6 MR WAL PR S o £ 465 24 i AN
25)50.25.0.5.1.2.4.8.24. 30148/ Nif N AF I sh4) K4 1% 82 B FRE i o

[0231]  3R5: B 5T s 45 FF- 35 £ SD25 R 8h 1% 28
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[0232] | Fiz 4] Fo/ 4k 32 HCI £ AL %) 5o
Tmax (h) * 3.3 (2-4)
Cmax (ng/mL) 6540 + 920
%4, T1/2 (h) 50+ 1.4

[0233]
AUC0-48h (ngeh/mL) 51600 £+ 7060
AUCinf (ngeh/mL) 51800 + 7180
AUCinf/#] % (ngeh/mL) /mg | 3450 + 479

[0234]  *Tmax A F-I{E FyE [

[0235] AT T LA FALEE:

[0236] 1.5 Jc2 £ I [ 44 43 B4R T /] ot AHEL , Sh 1R R 0 ) o 1K 52 75 =1 1. 6% (AUCinf,
51800%}32000ng * h/mL) »

[0237] 2. YU 5 PR 3 T5C o) it AR ] 4 23 B P T ) it £E N SR PR SR AR A I A= W0 R FH L .
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¥ 35| ABLOOT-NX

T {# | CATAData\TGA201 N0OSHWQ02361.001
R 11.7350 mg TGA aﬁ;\ﬁ LCr
7 ik SM3S011B 20K/min i {7 6 ;2013455 /] 02 H 08:42
L& TeA V3.10 Buid 258
18 004
116~
4 0 03T4Tmg - 0.03
] (0.3190%)
11.4: p—
[&]
. - 0.02
g 2
HH 11.2 4 .;E
M =0.01 25
&R
11.04 s
i
- 0,00 ﬁ;
10.8 &
B 18] (emin) B
0 1 2 3 4 5 6 7 'y 9 1
106 : L, i A L —t r. : 1 L. o1
) 50 100 150 200 2% 0
B o) il f] vesam L3
K3
o i
3 g
o f T T T T T 1
10 20 30 40
20CH
4
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0, ALK RIS AT

- ]

8

i 0 e — —

Ea¥i
8
8
4

"‘} 'ﬁ"ﬁ‘é"' rﬁép.uwo /
——— A H= 140681 Jg
15 4 —— __L_‘ o i

1+ * v ™ v -+ - v - - - - .
nw 40 (] L] 100 20 140 160 L] 200 0 0 N
o
=2E 0
1206.2014 139084
[0 £30.00°CH 4 1.0 min 4 £2.00 *Cimin F 4.30.00°C w1k £250.00°C ]

K9

4§ % : ABLOO1-jungocal-004-08 TGA % {4 : CATA\Data\TGAI2014\Q02782.001
B+ 11.7550 mg 4 7F A 1] E Rousaki
75 i 1 SM35911B + IR EATE M 201455 A 268 18:22

{2 % - TGA Q5000 V3.10 Build 258

120 006
I '] L
! L)
Ly 0.01470mg
(0.1250%) 0.3902mg - 0.04
(3.319%)
1104

- 0.02

$ 5 m

105 +

T
=
8

F M E EH AT K oo

‘??.?7.
50 100 200

8 o B A e LB

H:j’ ]‘E! (min)
45, 15
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=
-
]
w

K10

32



N 114144232 A W BR B 6/8 T

R

ABLODY-Jrgocat 400 - 1 FISE. AW AT TTNTH M - su 200" m K DRG0
A1 Areocy-T00-08 | 1T min G e i3 [0 £ 100C- €8 S0 M A LIV M - % 2000 -k 3060 - B 0O

BOM - M I @A CCOEE)- At a2 20007 @ LE0"-CN 000"~ A G00°- X A0mm- ¥ 00mm-Z 00 mm- At 60
7o dned cabe- R AL SRR M -3 200 1307 -CREX - PR AE - XA

<12
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(S| [ kEMHARLE~SE | [ &% | [ WK |
% Nl
- HP &f é;c;i:@l ‘_qnuu > -#: ;E, ;ﬁ@b ';&
4hCMC XL %g
Aerosil 200 PH
5 50 3 o~ AL/
ﬁf} AR 3% 2 A 57 B A

£k FErYS]
] [ ) G o
[ xR | ["R#re3]
R EEVEIN ?’fgyﬁ%
I 35 5 B pso
-
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