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HAFIEAE T HDL20 0. 2° AT S AR R XS oy RAT S R 7E3.71°.6.57 7
10.88°.13.21°.15.09°.16.87°.20.01°.21.22°.25.47°.26.07°.27.69°.31.03°.32.02°,
33.18°F136. 74° kb & 7~ R AE AT 5%

2. QUR L SR LT () MO BR FE 95 5 JE A B4 & 1, FLARFAETE T, 48 FH Cu—Ka i 2R I i
1330 B X Bk AR AT S B i E AR

3. UNBUREE SR 1B 2 B 1) A 5 R HE V2 5 JE o B il 4% O v, HRRIEAE TR R P
.

(1) B MBI N MR BR TV & TR, I THR 23 iR, 2 )G TN B, THE 285
CHLFE30~60min, FTIAYEFIAK — H L H e IE T BE . — WAL 2 16 , Frid 57BN &4
R LT HR 2R T LIk Y, 2 Tk 5

(2) DN P it €2, 2 8245 £ 30mi n, R T €

(3) 5 L3R 15 30 F0 E VL Ak 458 BE ¥ N A B0~ 5 °C ¥ 71IC , BE 35 ¥ 70 PR 37 i, AN e
PRz i, PRSP BRI 2 -10°C ~—5°C, A SR AR, SRR FE 24T 8 58 4, Il (R FIC R —
S B A VR R IE O, W FRIA I FIB S I FRICHI AR AR EE 91 :1~5:1~5.5;

(4) 98, Yeds, B TR AR 13 B IRIEIA B e 4 i -

4 AR PR BRI EE SR 3 B 1) M BR 325 85 8 i B A S W ) il 4% O v, HLARAEAE T DR
(D) 1, MR FEIE S JERH i AV FRIA R AR L S1:0.5~3g/ml .

5. FR 4 AR SR 3 BT IR K MU BR 4B 15 5 JE A LA & I 1) & 7 v, AR EAE T D IR
(2) /1, 3 PR R 1 i B N MR R E A B SR R 3% ~5% .

6 . FR 4 AR B 3R 3 T IR IR MM BR 4B V5 5 JE A AL A I 1) & 7 v, AR EAE T D IR
(3) RPN 1543 P 1°C ~2°C L, BF E-10°C ~-5°C , M7 i 18] A5~ 12h , 5 #1315
HN10~15%% /535,

7 FR AR AR SR 3 AT IR I MO BR 4B VA 5 JE A B A I ) & 7 v, AR EAE T D IR
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—MSERIE AT BN AR EHE R A

BRARGUE
[0001] A BAPE K — MG IR B e S UL &) S Ll 46 T T T IR 2 BOR

BEEA
[0002]  HMIMEERIEIEES JE (Tofacitinib citrate) , 2 FEEEan (1) fis

f,"

~
: ] o COOH
0003
N HOOC COOH
gk ’if
N
N H

4D

[0004]  FE#EE JE (Tofacitinib) &M HG A wIB A R — Pl 24 11 ke JAKE 2% 461570 . 5 24 11
ZHFHABRAIG T 250 A R 1 02 2 B4R FH T 40 B /M A, F635 8 JE LA A5 5 i Sl B
B R, B T 40 B R P 245 1) A% 08 43 - $E1E B 2 (tofaci tinib) XJ JAKS 4 it B 2 X
JAKL J2 JAK2H)5~1001% . F61 8 Je & T K T 2R XGEAE I %Iy I & 6124547, FDAT-2012
11 H6HHALHE T JAKIHI 7 tofaci tinibF T 697 B 2l K B &g (MTX) J B A
FER AR B E R R TR RA) S

[0005]  FDAZK R, H 21 H B 28 RGR A OG5 280 N, Taidk N R 1 IR V6 977 24 4 PR S i e
(methotrexate) "3k i B ICIENT 52 6 I7 I, A5 M 5 10387 ZiXel janz FEVEE JB) FLIER
Je ] B R AT 5 R g K A AR e IR TEE VR T 2940 F  FDAL#HEX e ] janz— R IR W&
IR 5EE b (1) 45 )&

[0006]  &FICN 201610817563 94 Ht T — Fhifl| 25 MUK RR FE2 B Je 25 FH i B 8 7 1 4%
MR IS R AE A LA FIFIZK R A R, B M MR RR IS R AE /K R, 15 B MR R T WL 5 1%
FEVEE R M T A WUIE I AR IR G R, Ik, 15 230 B JE VW 72 IN#GR AR , M

WRBR VS VBN FEIZ r JE VR VB 45 S L 5 PR IRL » 70 1 T A [l 4, BEAT T 145 4 7R o SR Y S8 B P
AT RIS

[0007]  HFICN 201410740110. 1H&HE T —Fh24 FH i BY MR RR FE2 B e 1 1) £ 77925, BUA)
GRRITVE T JB 5k, S NI, Il O DR IR I HE 1 ~ 2/ i) s S22 P I 220~
50°C, tFE4 ~ 10/ AT 5 S 08 L T8, RIAS. 25 F B MR IR VA B Je , P 3k 21190 % , B
R ER AL

[0008]  &FICN 201310046162 . 442t — P & BYMIMERR T2 B JE I il £ 7732, ik il 4%
J7 LR, A5 N P IR AE30-50 CYu IR E N, A VLA FNE AR FTIE B JR Tk
W BRI N15-25C B 7K H T BOUTE 5 i T e i B 76 15-25 C I IR IR H14-24/)N
i, SR )5 RO 5 B MR IR E A B B -

[0009]  &HICN 201310419942.9—FhFEiEE Ja/K &4 S Ho il £ 515 , i [ 3- { (3R, 4R) —4-

3
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A I3 [ JE— (TH-MHE S 3 [2, 3-d ] g —4-38) ~ &3 | IR - 138 ) -3 — I 5 1R
ER I KA ) b AR T L i 2% T v X 2R AT S 0 P R L DL R 20 A BT S I R AE DA
6.54°.7.22°.7.94°.8.70°,10.92°.11.77°.12.32°,13.12°.14.44°.15.76°.16.57°
17.28°.18.12°.18.86°,

[0010] & FICN 201310419728.3—F+E& e &4, 223 { (3R, 4R) —4-H F-3— [ -
(TH-MEng I [2, 3-d ] mEng —4-J) ~ L ] IR e -1 -2} 3-8 -TA I — riE R 2R — KL &
W) e R B L ) 4% 7 1 FL XS R AT S T R B R DL 20 1 BT R R AIE U - 5.81°.6.92°
7.74°.8.30°.10.10°.10.51°.10.90°.11.34°,12.57°.13.65°.14.47°.15.14°.16.93°,
[0011] ARSI AN BTN, 259 2 o B 2 5 Ve 245 47 e 1 EE B2 TR 3%, L 25 1) AL
PRI A=W FH EE A % ) 751 o 5 7 TR BRI, H BRI R &2 2% TAEE I8
I, RART G ALY T UL R 24 b o 2 ) R S o] BRI N 2R 2 — o TN [ AR AL [
— IR IR T s M A B R I AN DL S AR R S T T A B E R, AT
SN 25 W A e P CE WA FH B BT 3 R, I AR R FE2: 8 SR dl B N — 2D his
FRFEI2E JE m) 24 VR 0L, 32 s SLAE PR RS, 6 T L R R B B &

b ES

[0012] AR BAMIE BRI B I/E T3 H T — MM IR FEVE & e i A& 9 e Ll %
e, AR R T 2 (D B —Flop 45 S 20, 12 07 R 1 B ORI
[0013] SN 7 SEILA KA B I, R AR T EN:

[0014] AR BAFRAL— P MU IR FEVE B B dn B &9, HAFIELE T L LL20 0. 2° AT 5 £
TR B X by R AT SR AE3 . 71°.6.57°.10.88°.13.21°.15.09°.16.87°.20.01°,
21.22°.25.47°.26.07°.27.69°.31.03°.32.02°.33.18° M136. 74 ° kb &/~ A FHFAT ST U

[0015] AUk BH R AL A MR FE VL e d B AL & 15 FH Cu—Koa it 28 00 52 75 21 0 X B 2R H oK
7 E an B LR R

[0016] A% BHHZ (L B MR ER 892 Je b B AL B M) 1) £ T 1 s R AP 3R

[0017] (1) K& FIAB MG IR FTIE B et b, i TR B35 , 2 5 IINEFIB, Tl
285 CHiFE30~60min;

[0018]  (2) IO AIEPE AR i € , 4k B4 $E30min , #2 G €

[0019]  (3) ¥4 s 1 21 1 08 Vi 4k SR 38 1435 0 074 119 0~ 5 °C 1R 945 711 C , B 6 ¥4 771 140 ¥k o i
ARG A o, B R IR - 10°C ~—5°C, M H S A, AR ik 0T i 52 4 s

[0020]  (4) by, vk, B2 TR AR 1 19 BMIS IR FEV L B JE 46 it

[0021]  fESMfRiHE, DI (1) A, Bri ¥ Ay — B R e A L 1E T I . R R AR 2 0
VEFIBN LR 2.6 F IR0 T JE Tk 5l 2, ik s MR FE v 8 JE R b ANV FRIA R S AR R EL L
0.5~3g/ml.

[0022]  fESAfLdeth, 20 IR (2) H , i 1 R B B MR IR R e L R 2 3% ~5%

[0023]  fESMARIEHL, 53R (3) v, Brid B RIC A & H b A il Bk 30 05t s A FFIA L 7A 5FIB
S AICHIARTIEL 1 : 1~5:1~5.5; FE PR NR15 70 Bk 1°C~2C, ¥ Z2-10C~-5C,
TR (] 5~ 12h, B B 10~ 155 /34
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[0024]  fE RfLiLHN, 2058 (4) H, A T2 $840~50°CF B2 T 45~ 10h.

[0025]  SEUAHEARMLL, Ak B A W R AR s

[0026] (1) A& B Pt MR FEVE S B UL & — AR T I BRI ¥
T s i) 2% 7 V2 06T B B B, RN SRR 3E A Dol Ak 2R 7=

[0027]  (2) AN K WA X MR FE VA B JE d AL A kAT 7 Sz R 223 50 A SR 56 17 9
P B KB R N 2 05 A B SR 1S 0, 2% T0UFE A 38 T BH R AR AL, B AR IR HE TR B e i Bk
SV EA R IFR R E MBI, T4 77 TR A AE A IR K 2 o2 4.
[0028]  (3) A HH Fird ik B MO MK PR ATV B JE i B S S AH D 1) 711) ) 1) £ AR B e 5 1 24
UITEK TR SRR L 15 T BRI .

CENTE
(00291 &1 1Ay K WA S ML ) 45 4 M K25 5 JEL A TR 25 0 O X A i
[0030] 12497 K WA S 1 4 M K25 5 JBL 8 TR 25 40 I TG-DS I

BAsthu )

(00311 DA FH St 9 %k A i BRI R T7 R BT VELR UL , 8 B T X0 A R BB HoR O7 %2
AR R A B — 220 T, S5 AN R 5 A BH IR DR3P TG ], A O BH B0 DR 47906 [l EH AL
FIELRRE o

[0032] A< B S it 451 H M A R R B JE R R & RICN201610240571 . 19 S it 451 7 32
il 2% o

[0033] Sy fsil1 : MUKERFEVE B JE df B AL S i il 4

[0034] (1) 7E /e BEJH A IN AN MK R ATV B Je Al it 50g A 25m1 — FF 8 FF Ik i, ot 28 9
fife , BN /R £, 16 25m1 , 4k 22 N/ 22 85°C , #it#:30min;;

[0035]  (2) N AIEMEIR]L . Bg, Ak L5 HE30 7 B e Fvid ik

[0036]  (3) ¥ b i P A FE: 0 N0 "C — S F B i VR 25m 1 , Bl 5 ¥4 ¥ 711) 140 ¥ m ik B2 A W o
K, s B, gk 8P 22 -5°C (FRURIE FE AR5 8P I% 1°C) , BEFE B 105 /43 %, S FEAT
froh;

[0037]  (4) ik JE, JEVF T-40°C 2 T 45250, 1549 . Tg A Bl 44, W %99 . 4% , i K H %
0.01% ,4/%99.98% (HPLCK ) .

[0038] S 5|2 : FIKERFEVL B JE df B AL S I il 4

[0039] (1) 7E /R RS A IN AN MR IR ATV B Je fH it 50g A1 50m L 1E T B, i T HE 2 IS %,
HONT50m1 B R0 T JE K , 4 2 A& 85°C , Hii #1:40min;

[0040]  (2) I AIEMEIR2 . Bg, Ak L5 FE30 77 B 2 Fvid g

[0041]  (3) ¥ L3R VB F T N5 C A7 RS 25m1 , [ 5 ¥4V 70 7 Inite 5 N e B K, SR
SR T, Ak SE IR E-10°C (MR IR B2 AR 1520 BPPE2°C) , TP BE 15%: /4 Bl , it $E AT 5
12h;

[0042]  (4) L€, JEDFF50C 2= T 45100, 1549 Tg A A lE 44, i 299 .5 % , 5 K 44
0.01% ,41/%99.98% (HPLCK M) .

[0043] S f5i]3 : MUK ERFEVE B JE ff B AL S I il 4



CN 109516991 B ﬁ'ﬁ HH :I:; 4/11 71

[0044] (1) 75 J B3 AR I MR BR HE 12 5 Je A S 50g AT50m 1 — FE B AR, hn#i I 22
fift, FFIIN100m] £ 15k, 46 22 In# 285°C , #i #:50min;

[0045]  (2) AN NVEPE R 2g , AR 2L 3 FE3000 B, e Fast U

[0046]  (3) ¥4 bRV HEE N3 °C 1E O ke 150m1 , [ 25 ¥4 V4 70 ) TG His 5 AN Ui B8 A, i
SEEE G, AR LRI A2 -8 °C (RS B A 157) BB 2°C) , BRI B 155 / 70 Bl , B FEAT 5 10h
[0047]  (4) &L 98, JEWF T 45°C H 25 T-158h, 1549 Tg A ([l 44, L 99 . 5% , e K AL 24
0.02% ,41/%99.99% (HPLCK ) .

[0048]  Sizjiffsil4  MIKERFEVE B JE ff B AL S I il 4

(00491 (1) 7E ) MR H DI MIMABRFE V2 B Je L i 50g A1 100m1 £ )i , InFA Tl 22 ¥ A , 7 m
A500ml 1R 2.1, AR B2 N 42 85°C , 5 #:40min;

[0050]  (2) AN ANVEPE R 2g , AR 2L 3 FE305) B, i #ast UE

[0051]  (3) ¥ bR v B N2 “C A7 Yk 200m1 , [ 25 ¥4 v 77 (0 T i o5 AN 0t A A, 3
SEYE E , MR IE 2 -5°C (FRIRINE BN RS B 1°C) S FE s L 10%% /4 Bh, BEREHT 51 8h;
[0052]  (4) i€, JEUFT50CE 2 T 10h, 1549 . 6gE A 4A, U %99 .3% , fi KA 24
0.02% , 241 /%99.99% (HPLCK ) .

[0053]  SEjif il : MUK ERFEVL B JE ff B AL S I il 4

[0054] (1) 7/ B A NN MR R HE75: 8 JE A I 50g A5 0m 1 — Y 22 R Ik Jiz , I #R i 28
fift, FEION200m ] FF 25450 T 2k , 4k 22 #4285 °C, #it #1:30min;;

[0055]  (2) DO AVEPEIR L. bg, Ak B4 30534, 2 Had Uk 5

[0056]  (3) K ik v A FE I hN0°C =& H b 50m1 , 8 75 ¥4 711) B0 ¥ il P8 A W B A1,
ot JG , k2 IR 2 -10°C (RIEIE FE AR L5 B 1°C) , Pk s B 1558 /45 %, T HET &
5h;

[0057]  (4) &L 98, JEWF T 45°C H 25 T-158h, 1549 Tg A ([l 44 , L 99 . 4% , e K L 4
0.01% ,41/%99.98% (HPLCK ) .

[0058]  SEjifil6 : MIKERFEVE B JE df B AL S I il 4

[0059] (1) 7E & N AR NN ARG FE32: %5 Je A i 50g A1 75m1 IE T I , InFATHIR 2V A, 7
HIN225m1 2. Tk , 4k 22 in#2285°C , fitF-45min;

[0060]  (2) HOAVEPEIR2 . bg, Ak B 30534, 2 Had Uk 5

[0061]  (3) %4 Fad WA £ N0 °C IE K52 300m1 , [ 75 74V 70 i nled 52 AN OB B2 K S
SEYE 5, MR IR 2 -8°C (FRIRINE BN R0 B 1°C)  fi FE s L 1548 /4 B, BERENT 519
[0062]  (4) & 98, JEWF T 50°CEH 2 T8 7h, 1549, Tg A il 44, L %99 . 5% , e K L 24
0.02% , 21 /%99.99% (HPLCK ) .

[0063] S f5i]7 : MUKERFEVE B JE ff B AL S I il 4

[0064] (1) 75 N AR NN AR BRFE32: 5 Je A i 50g Fl 4 BR 2 T 25m 1, AR HE , B
25m1 R IR, 4k 22 N 22 85°C , 15 #:60min;

[0065]  (2) DO AVEPEIR L. bg, 4k B HE3053 %, 2 Had Uk 5

[0066]  (3) ¥ b i PV A FE: 0 N0 "C — S FH B i v 25m 1 , Bl 25 ¥4 ¥ 711) 140 ¥ om ik B2 A W o
K, s B, gk 8P 22 -5°C (FRRIE FE AR50 8P F% 1°C) , BEFEEE BE 105 /43 8, S FEAT

froh;
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[0067]  (4) &L 38, JEWFT40°C H 25 T-1§5h, 1546 . 9g (A ([l 44, L 93 . 8 % , e K HAL 24
0.08% ,4/%¥99.76% (HPLCK ) .

[0068]  Sijifi f51]8 : FIMKERFEVL B JE ff B AL S I il 4

[0069] (1) 7E & N R IN N AR R FE32: 5 Je A i 50g Al IE L bE 150m 1, IR 5 BN
R AKS0mT , 4k 4R N A 85°C , HiEF40min;

[0070]  (2) AN NVEPE R 2g , AR 2L 3 FE3000 B, e #ast UE

[0071]  (3) ¥4 bl SEVRHE R N3 °C 2L 100m ] , (58 35 ¥4 1 751 14 i a8 S T [ A6, 33k m 72
Yo 5, RS PR IR 2 -8°C (B IRIE N R 16 3 8105 2°C) , bR 1565 /4 B, B #1477 & 10h;
[0072]  (4) &L 98, JEWF T 45°C H 25 T-158h, 1547 8g A ([l 44 , L 95 .6 % , e K AL 24
0.10% ,4/%#99.81% (HPLCK M) «

[0073] S fsil9 : MIKERFEVE B JE df B AL S I il 4

[0074] (1) 7E R B A NN MK R HE75 B JE A i 50 A5 0m1 — Y 22 R Ik Ji , n#A L 5 7
I =& 5E50m] , 4k 2L N 285°C , i #:50min;

[0075]  (2) DO AVEPEIR L. bg, AR B4 130534, 2 Had U 5

[0076]  (3) K L3 € HE £ 3 N0 °C H &R T FE MR 200m 1 , B 25 ¥4 ¥ 771 140 ¥k Joitsh PS5 A i B
IS, W MFE e e, 4k 2P IR 22 -10°C (BRImiE 2 AR5 7 B 1°C) , BRI FE16%% /4 B, B
HTembh;

[0077]  (4) ik 38, JEVF T45°C H 2 T 452 8h, 1547 . 2g [l {4, UL % 94 . 4% , i KB 44
0.09% , 4} )¥98.82% (HPLCK M) .

[0078] S fsil10 : MUK ERFEIZ 3 JE i BU AL A M ) i) %

[0079] (1) 7E & N R NN A BRFE32: 5 Je A i 50g Al A JHBE825m 1, INFATHIR 5 FE A
IE T EE150m] , k22 in#k 2285°C , 15 #F:50min;

[0080]  (2) HOAVEPEIR2. bg, Ak B4 130534, i Had Uk 5

(00811 (3) K ik € e P43 5 °C A &R T FEMAT50m 1 , B 25 ¥4 ¥ 771 40 ¥k Joilsh F5E A i e
IS, WIMFE e e, 4k 2P IR 22 -10°C (BRImiE FE AR5 B 2°C) , BRI FE 15%% /4 B, B
M 12h;

[0082]  (4) iU, JEVF T50CEZS TR 10h, 1547 . 3g A A, UL %94 .6 % , fie KA 4
0.11% ,4)%98.72% (HPLCK ) «

[0083] S fsil11: MUMKERFEIZE JE fb BU AL A M ) i) &%

[0084]  7F J I I N MUK ER T4 B JE ML A 50g FIIE T BE150m1 , i Tt 5 2285°C , #ii
FE30min; IIANVEME R 2. 5g, Gk EENEFE30 5 Bl , 82 T I 8 5 B b IR P8 38 13 05 °C 1 il Tk
750m1 , B A AU R IR AW R A, W N se ER e 4R R IR 2 -10°C (BRI N AR5
IYEPIE2°C) BRI B 155 /0 B, BEREAT S 120 108, JEDET50°C B 4 T45:8h, 1345 . 1g A
o B4, R 90. 1% , e KHLZ%0.12% , 4598 33% (HPLCA ) .

[0085]  Sijififsil12 : MUMKERFEIZ S JE fb BU AL A M ) i) %

[0086]  7E S MR AR I AN AT BR T B JE ML i 50g A — FR L FR Bk i 100m 1, I3+ i 2285
C, BEPE40min; IINEPEIR 2 , 4k G4 FE30 4%, 12 #had 8 5 # _EaR E BE £3 im0 °C — &
F200m1 , B8 & VA 5 750 1 iR I B AT A, R n se EE e, 4R SRR IR B2 -5°C (R IR B R 15
IYEPIR2°C) BB B 158 /0 Bh, BEREAT S 120 1L 08, JEDET50°C B A4S T15:8h, 1345 . 1g A
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o B4, 3R 90.9% , B KHLZ%0.12% , 498, 41 % (HPLCK )

[0087] S f52~ 1 2l Il 15 (1 MO MK BRHE 15 8 JE it B4k & ) 4 FH Cu—Ka St 28 I =2 15 31 1 X -
ST 2k AR AT 5 1 ] 5 STt ] L AH LA

[oo88]  SEjifsl13-22 : MIMKIRTEIVEE JE di AL & W | 2%

[0089]  #EAF D IR 78 S NI H I AN AR BRFE 14 5 Je AL i 50 A125m1 — FF I F Ik iz , hn#da Tt
BBV, BN CFR L HE25m] , kSN ES85°C, M FE30min; IIANIEPER 1. g, 4k 24 #E
3040 B, PG 8 B bR PE R R N0 °C AU e VA TR 25m 1, [ A A VA TR R iR R R
WA, i N s B8 S BEATRE P R IR, AT &R 5 1 UE, JE U T40°C B A T )E8h, 1S MUK IR HE
B JE O TR R o T ) 45 i A ) 48 P Cu—K o 45 05 75 58] () X— 59 200 R A 5 3 1] 5
Jiti 451 1 FRALL o

[0090] i i @EAT S5 13-22 , W] LAt 40 He PR i A it ack A5 0F ot B 7 AR PR 52, S22 45
WRRLFTR,

[0091]  RIMIEERFCILE JE il 2% S it 5] 25 S

[0092]  [scipy [wemutre FeRMI/h | BRI R/ % | ROKEAY/% | S/ %
13 TR IR B -5 C I aP k1L C 5 10%6/ 4% 199.3 0.01 99.99
14 FEFRR IR E-10CH 1504k 2C 8 158 /57 80 99.2 0.01 99.99
15 TR E-10°CH152 Bl 1°C 10 125/ 5% 199.4 0.02 99.98
16 FEF 4R B -5 C A 155 b f#2C 12 13% /538 199.0 0.02 99.99
17 FEFM IR E -2 CR15 Bhf%4°C 5 2055 /5780 | 94.1 0.08 98.13
18 PR 20 CaE155r 805 C 8 58:/%hp 93.4 0.10 97.94
19 FEFRRILE -1 CR105 81 %3°C 10 30%%/4r%h 1 93.7 0.12 97.26
20 FEFFRRIR B -3 CR100bE4C 12 25% /438l [90.1 0.12 98.11
21 TR S -4 C 1054 fR6°C 10 20%%/55 80 93.7 0.12 97.26
22 PR Z0CR159 43T 12 10%: /434 190.1 0.12 98.11

(00931 "Iy iE I iR e 3k — A U B AR R B MO R TR B S e B ) A

[0094]  WFHE 120N 201410740110 1% I EE V5 B B A Y

[0095] %o 242CN 201610817563 . 9l £ I MM EE T 2 B d Y

[0096] W HE 320N 201710235123 . 7444 I M ER I 2 2 i AL o

[0097] RIS —MIMKIRTEIZEE Je B i 2 S A BRI A1 T b R

[0098] A<k BA il & AR IR FEIEL & JE b 28 5 %60 HR ot 150 B 2R0F HEL G 3R AT T L, X6 EE
B OLUNER 2T

[0099]  ZR2A I BB iE M S ELE B LL 45 R

CN201410740110.1 CN201610817563.9 CN201710235123.7 St g 1
I RAE R Y PR R JE i Y R R AL i B T I RAE R Y

[0100]
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~
CN 109516991 B i 7/11 1
20-6.02°, 9.01°, 11.21°,
20-5.78°. 7.41°, 8.94°, 11.06°,
11.43°, 13.57°. 13.72°. 20=2.42°,3.25°,4.23°,
11.59°. 13.65°. 14.84°, 15.18°,
14.79°. 16.09°. 17.72°. 5.04°, 6.12°, 7.08°. | 20-3.71°. 6.57°. 10.88°.
16.19°. 17.38°, 18.74°, 20.14°,
18.98°, 20.22°. 21.48°, 8.02°. 9.72°. 10.63°. | 13.21°, 15.09°. 16.87°.
XRD 20.52°.21.11°.21.37°, 21.99°,
-~ 2227°, 25.12°, 2547°, 12.90°.14.35°.15.71°, | 20.01°. 21.22°, 25.47°,
FAEEE 23.43°,25.03°, 25.47°, 26.19°.
26.20°, 27.11°. 27.46°. 17.82°.18.34°.19.24°, | 26.07°. 27.69°. 31.03°.
27.00°, 28.09°. 28.66°. 29.29°,
28.18°, 29.14°, 30.09°, 22.46°.24.56°.26.62°. 32.02°, 33.18%. 36.74°
e 30.10°, 31.13°, 32.83°, 33.65°, Rl
[0101] o 37.79°, 39.13°, 39.76° e
34.52°, 36.04°, 36.81°
bR 15um 22um 26pm £2-90pm
k£
43.7° 38.7° 33.9° 29.1
(ifiEhfE)
BRI 2.36 mg/ml 3.78 mg/ml 10.55 mg/ml 41.79 mg/ml
H 206~210C 208~211C 220~224C 212-218T
K 1.04% 0.88% 0.07% 0.03%
[0102] K2V LLE H, A B b 8 SIUA BORANF], XRDFFAEUE ZE AN ] 5 BT/ NRLAR 1Y
Y B ARG B ZE R sl 7R 2 JE RS N RS TR Y A E T B R R

Fi o G WL 50 A ASCIN 5 A i W MDA IR T3 B JE it B P B R AR AE 82~ 90um 2 [] , 1 K+
DA BOREE AL RLEE AT 249 50, T HAS = b AR LB /N T 30 SR RUARE A, AEASAS A 10
BIPE TG, A5 R T B2 10 175 A7 A0S a2 25 R0 R o A AROR I B s AR T I BOK
A T 0 o PR A W S 8K, Xt 4 T U T A R P AT SRR

[0103] 8% — MIMRIRFTIE S Je B i A AR e PE e
[0104]  (—) M A mA e e
[0105] 22015+ [F 25 89001 kL 254 5 570G 8 Mk 06 1 3 J5L U)o A e B S it 49113

il 5 PR MR PR FE 1 5 JE o B L o R 1 ok IR oty 2 R XG B ot 3 AT B i [A) & v 1 R 6 o IR
60°C « FHXT 5 FE90 &= 5% FlI3E B 8% FF 4500 L x = 500Lx 2% 44 T B 15743 Bl il 5 #hfa e o L i
AR A B AR e M, B 2R B SR AL ) MRS R 40 B JE i L i e 1, WP bk 45 SR k3

FTR o
[0106]  ZR 35NN Rl 25 A e T 100 45
E ifE] C(HD HEIR BORHBA (%) | B2k (%) | 4ifE (%)
0 SRERATTIER IS 0.01 0.04 99.99
5 ERERAT TR I S 0.01 0.04 99,98
IEasEtE
SRERETTTLD E N 0.01 0.04 99.98
[0107] I 10 SRR
SRt 1
15 ERERATTLT I 0.01 0.04 99.97
0 ERERARTTED 1 N 0.01 0.04 99.99
ke vk
5 ERERAR TR N 0.01 0.04 99.98




i

B B

CN 109516991 B 8/11 ;I
10 SRERATTI RIS 0.02 0.04 99.97
15 SRR S 0.02 0.05 99.97
0 EREREFTIER IS 0.01 0.04 99.99
5 SRERET IR P S 0.02 0.04 99.98
e I e
10 ERERAAT TS N 0.02 0.04 99.98
15 SRERATTI RIS 0.02 0.04 99.97
0 SRERATTIER IS 0.01 0.04 99.99
5 EREREFTIER IS 0.01 0.04 99.99
g
10 SRERAFT 3o N 0.01 0.04 99.98
15 SRERA TS N 0.02 0.05 99.98
0 SRERATRLER IS 0.01 004 99.99
5 SRERATTIER IS 0.02 0.04 99.98
SChEf 2 | miRAR e
10 ERERATTIERIFS 0.02 0.05 99.98
15 SRERET TR P S 0.03 0.04 99.98
0 ERERAR TS N 0.01 0.04 99.99
[0108]
5 ERERZRTETAE S 0.02 0.04 99.98
10 ERERET T ER P 0.02 0.04 99.98
15 SRERATTIER N 0.02 0.05 99.97
0 SRERAF T LYo N 0.02 0.04 99.98
5 SRERAFRIER IS 0.02 0.04 99.98
AFEH
10 ERERAAT TS S 0.02 0.05 99.97
15 ERERATTER N 0.02 0.05 99.97
0 SRERATTIER IS 0.02 004 99.98
5 A gl Stk R 0.02 0.04 99.98
SohEfe) 3 | e A e M
10 SRERATT RIS 0.03 0.05 99.98
15 ERERAAT TS S 0.03 0.04 99.97
0 ERERSA TS S 0.02 0.04 99.98
5 SRERATTIER IS 0.03 0.04 99.98
e e R
10 ERERATTIER N 0.03 0.04 99.97
15 SRERATTI RIS 0.03 0.05 99.97

10



CN 109516991 B W R P 9/11 ;I
0 SRERATTI RIS 0.08 0.28 99.72
5 EREREFTIER IS 0.15 0.59 99.45
10 ERERETTIER IS 0.44 0.88 98.12
15 A gl itk R 0.63 0.99 97.87
0 SRERATRLER IS 0.08 0.28 99.72
5 SRERATRIERIF S 0.39 0.64 98.34
WHHES 1| miR Rt
10 SRERATTIER IS 0.45 0.71 97.09
15 Pe A R ARTUIL N 0.78 0.93 96.82
0 A gk Stk R 0.08 0.28 99.72
5 ERERSR TS N 0.38 0.62 99.26
FelE et
10 SRERATTIER IS 0.65 0.77 98.86
15 Rk 0.88 0.89 97.12
0 ERERATTIERIFS 0.08 0.54 99.00
5 A gl Stk R 0.28 0.67 98.11
10 ERERAA TS N 0.52 0.81 97.43
[0109]
15 Po A RELRVLLLN 0.75 0.95 96.19
0 SRERATRIER IS 0.08 0.54 99.00
5 SRERAFTIERIF N 0.29 0.69 97.23
SRS, 2 | EiR Rt
10 SRERAF T LYo N 0.42 0.84 95.76
15 PS4 QARVELLN 0.76 0.93 94.07
0 ERERSR TS S 0.14 0.54 99.00
5 ERERSR AT S 0.39 0.61 98.01
e I R 1
10 Pa - QAR i 0.55 0.78 96.89
15 T o 5 0.80 0.97 95.37
0 SRERATT RIS 0.08 0.12 99.00
5 ERERSR TS i S 0.18 0.34 98.11
#FaEE
10 ERERATTED S 0.32 0.48 97.43
X 3
15 Pa - QLA LN 0.65 0.95 96.19
0 ERERAFTIER IS 0.08 0.12 99.00
|n|i?ﬂ$%‘.-%‘#
5 SRERAFTIER IS 0.22 0.35 97.23

11
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10 SRERATTIER I S 0.46 0.59 95.76
15 PR AN EERLEUN 0.71 0.88 94.07
0 [ERER-FTTET TN 0.08 0.12 99.00
[0110]
5 A g R R 0.25 0.41 98.01
S E ke
10 [EREEAT TR i R 0.39 0.68 96.89
15 PR g EARRVN 0.69 0.95 95.37

(01111 WR3EH, 75 HfERE60C . PFHXT/M“ 90 = 5% FIHEHE 58 FF4500Lx + 500Lx 26 14 T
JEUEL 15 R 5 #AER 5 1 i A e PR RN B AR E E , AN R B MR R FE 2 5 JE A B B K B
Faf g 5 5B LA B AR e ,wﬁﬁﬂmza%ﬂxﬂm}%\mdcmf@,@%ﬁ,ﬁﬂﬁﬁﬁ,ﬁﬁxﬁ
R B AR K R AN

[0112] (=) KHIPERR e e

[0113] 2 [B2015H [F 24 #9001 J5ik} 244 55 il 77 A2 s 1 156 18 5 I U)o A% 2 B S it 4 1-3
1] 2% B MR TR T2 5 JE 3 s 28 56 Rl 1 %o R 2 R0 %ot R 3 0R AT K A M A e 1 6, 7R U
J£25£2°C AR E60 5% FI 2 FAUES N H, 43 F0.3.6.9.12. 18,24 H AR BUEE N
TE PR B KB A e Al B, 25 R LER 4.

[0114]  RAKHAFR EMEIRIR L R (REE25 £2°C, AHXHEE60£5%)

FE i i CHD PR BB (%) | B2 (%) | 4iF (%)

0 [EREREATREE P N 0.01 0.04 99.99
3 A 25 R R 0.01 0.05 99.97
6 [ERERAIT TN 0.02 0.05 99.96

SEhEf 1 9 [ERERET LRI 0.02 0.06 99.95
12 EREEAF TR N 0.03 0.06 99.94
18 (EREA LD i N 0.03 0.06 99.94

[0115]

24 ERERZF TR N 0.04 0.07 99.93
0 ERERAFT i N 0.01 0.04 99.99
3 [ERERAA TN 0.01 0.05 99.98
6 ERERATTIET PN 0.01 0.06 99.98

SEhtE ) 2
9 ERERAIT SN 0.02 0.06 99.97
12 g R R 0.02 0.06 99.96
18 gk SRR 0.03 0.07 99.96

12
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CN 109516991 B
24 SRERATIRETIEN 0.04 0.07 99.95
0 (SREEATIIERIF S 0.01 0.04 99.98
3 SRERAF AL P 0.02 0.04 99.97
6 SRERAT G F S 0.02 0.05 99.96
Sehts) 3 9 SREFEFIIERIF S 0.03 0.05 99.95
12 H g i R R 0.03 0.05 99.94
18 SRERAT TRV R 0.04 0.06 99.94
24 g R R 0.04 0.06 99.94
0 (SREFEFIIERIF S 0.10 0.28 99.72
3 SRERAT IR P 0.11 0.53 99.48
6 (SREEATIIERIF S 0.13 0.78 97.16
X 1 9 SRERAF AL P 0.14 0.89 96.42
12 PRy R 0.16 1.13 95.36
18 RS A 0.16 1.21 94.77
[0116] 24 R A 0.18 1.73 94.21
0 SRERAFIER VP 0.10 0.54 99.00
3 EREEATIIERIE S 0.12 0.83 97.38
6 (SREFEFIIERIF S 0.12 0.97 96.97
XFHE S 2 9 SRERAT IR P 0.13 1.29 95.71
12 b5 iR 0.14 1.34 95.06
18 HH AR 0.15 1.94 94.44
24 B W ERTTLN 0.18 2.20 94.29
0 SRERAT IR P 0.08 0.12 99.95
3 ERLEEFTIER S F S 0.09 0.14 99.93
6 SRERAFIER VP 0.10 0.14 99.94
xR 3 9 SRERATIERVF S 0.11 0.15 99.91
12 45 R R 0.13 0.15 99.88
18 ERERGT TRV E 0.14 0.16 99.86
24 SRERAT TR R 0.16 0.18 99.85
[017]  WRAE H, AR B HIRRBRHEIE B Je 45 i 75 1R B 25 + 2°C X E60 = 5 %6 ) 2644

TIE 24N AT B SRR A E W AR, P g e TR R 4

13
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