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CN 111699190 A W F ZE Kk B U1

LI REFEITE OBR1D) , HEE ARG TR RX-HLimi B, YHER
0.15419nm¥ K ¥ Cu—Kay oFE 5 7E20~30°C IR E N SN, Frid i B &2-0/ 6.5+
0.2)°.(7.5%£0.2) F1(18.8+0.2) 4K 5.

2 BRI ER L) & 8, FRHE N B A T B RX- S AT B, 2 R A0, 1541 9nmi &K
[¥)Cu—Ka, of8 5 7220 ~ 30 C (I & T MBI, il fiT i B 5 2-0 471 (19.4£0.2) “F1(20.9
+0.2) * b HAh 5

3 AUHIE R B2/ g8, HARE N B A T iR RX- &L ATH B, 4 R A0, 15419nmi
K Cu—Kay F8 P 7E20~30°C IR T MRS, FriR TS B 7E2-0 £ (5.520.2) “bAEH
e

4 KRR FT R AR EL SR A AT AT — TR IR 1 &R %, FHLARAE 9 B R IR B AR e 41 40k
B, 2 F WA S A ) ST AE 20~ 30 °C IR FE R IR, BT IR 41 A1 ik 60 5 i 4 (3055 =
2) cm 'L (2964 +2) cm A1 (1614 +2) em ' AbF g,

5. HRA AT IR BRI B R A AT AT — T IR 1) éi T AR N B N IR B 2 61, 4 7E20~
30°C [ U5 B FN785nmi K N I, BTk 7 8 i A 9 A (1641 +=4) em ' (1436=4) em !
F(680+4) cm AbA i

6. AW, A& FR BRI ZE R AL — AT IR 1) %, LR T H SN EEIT, &
22 5 H & % M AT Fo A B A 200 B R A TN

T ARIEAUR RO TR A A4, Forp bR T8 oAb 3 e O e T, HRRE A
M HEA0.15419nmi KK Cu—Kar, o 58 5 AE20~30°C IR & R &R, H A H 0 52-0
(5.5%£0.3)°.(16.1%0.3) °. (22.1%+0.3) °. (23.3£0.3) *F1(28.5%0.3) *Ab 1y [ S 14
RX-HF L ATH

8. MRIEAUHN ZE R 6T Frik B 2H &4, HARHE N 9 B A 0. 15419nm¥E K Cu—Kay 2% 5
E20~30°C IR R &R, L HA2-0/ (5.5+10.2) ° A ASEL & S 56 1R K X 55 R 407 5
8

9. BUFIEE SR 1 -5 H AT Ar] — 0T 5 SCIA & T B3 BRI 3R 6 -8 HR AT A — 01 5 LRI 2H &40 H
Tl & 25 AL A I &

10. 23 G FoAL S BRI B SR 1 -5 AT ] — T S T 5503 AR 2 3Rk 6 -8 R AT A
—IUE XA, UL S &b —Fh 2y 2 bl 852 IR E 71

11 BURIZER 10 252064  Hoadb A 7 — Pl 2 PP A 25 0E VRO

12 AR BRI 250 A o rp At 25 47035 14 B 2 A2 JEL At e 0 25 9 4 5 S hi
& DIREE

13 BURIZER10-120 252064 o F 3697 F1 /SR HT V-1 4

14t R&FNE R G, HAHE N B TR Bt AR e 2T A3, 24 FH 6 WA 2 k4
AT AE20~30 °C IR R S, Frid 20 4h e A5 (3069+2) em '\ (2933%£2) em ' F
(1526 +2) cm 'Abf i

15 BURIESR VAR T B9, Hoat2, 2, 2- =R L EEE AW
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EERAR B MY

% BB 4}

[0001] A& BV J L F#&F4N (bictegravir sodium) &k T A o4 7. oAb, A %
B S 2546, FAR IR DA TIUE A/ B0 2% B 3 BT LG RAg T hin e - /b — g 2 |
AT 45252 B TR TR 1) LA S AT e 1) — Fh B8 22 Fh AR IO 524 2« A8 K B IR 25 W 20 &0 v] AR 2
W, A F R T R/ BB HI V-1 e

[0002] K HHY &

[0003] Db RA%=F 2 — A1 B N S e BB 5 (HIV-1) A BgsE i B2 M55 (INSTD) . Bi&
G S5 SR BRI H ) (NRT1s) B 48 L hif % (tenofovir alafenamide) F1E i
% (emtricitabine) BRATRITHIV-TER YL L K& F AT fEM S ERIR N (2R, 5S,13aR) -7,9-
TEAA10-((2,4,6-=F R K -2,3,4,5,7,9,13,13a— )\ & -2, 5~ ML e I
(17,27 :4,5]0kWe 3 [2,1-b] [1, 3] A & &1 -8-BE4k 4 (IUPACHY 48) B (2R, 5S,13aR) 8-
FeR-7,9- T EANN-(2,4,6-=F T -2,3,4,5,7,9,13,13a- )\&E -2, 5-HHmLnE - (17,
2 4,512, 1-b] [1, 3] AR A - 10-F Wi fie , H HH 1 N4 =X (D pitb &5/
TR

Iz

[0004]

AdD).

[0005] WO 2014/100323 A1RISLEf420 AT T H-RA& R4 572 .W0 2015/196116
AATE T HRR B S, RO TR T R 1% 15 32 348 T 5L 35 575, 9t F R L 2
B KGR IR S DU R I | FE R S T 2 S AT AR & 7 AR AR ) 2 S T4
EREAREHEF A4 R

[0006] 34 2454 Js 43~ (1) AN [) [ 5 T X0l 5 B AT AN TR 0 4 Joi o [ 2457 s A B A 2 Pk Jott 22
ST 252 S W T R A BB 45 G I 2 R o 1 [ S R A e, AR
S PRIV HE 1 O B 1Y) R P LR o I 2 W ) ) T B AR AS 45 B 3R AS o 3 AT AR T o R
HE VR 25D R I 0 B A 3 o BRI I, 3 1 24 0 1 2 T [T 25 % 2T B B AT B 7 0 m Tk
Ji7 o 5 5 T 2 R0 [ 25T AL , e AP DA BE 2 B Ab R, B0 & T A7 it A/ 85050 v B8 B b 4l
ko

[0007] B 2GR 53 #0T% b ke e 1) 22 n TR A8 S FH T 145 250 7 i, R R ] DU AT
RE /D 25 s o T 2400 G0 He AR B RTREE R o B AHAR o SR T, 535 ke e i 254
TEA K — A B R 2 B2 s A AR X SR B AR AR YR RE o 30 TIK
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AAEAL A Y (BNt R H) JCHEE B DR h, H T 2990 R R M 5, R o) A o v R VA A
FEYIR FRE , DL R A B R0 s F ok A v o8 AR 1) SR I sl B AR P IR e M 15 FZ 25 W S e
Z TR R RE AR T BEM SR, DR A [ A4 T 20 7 ] B 2 X6 249 1) e A 1 A 3 e = AR B
KR FZNR , By DL B B 2 38 S0 24540 0 T s it 47 3 75 P AR ART BT RE A [ 4 8 2N AR, )T AR
BZ Y, Frid vl Ge 2 kA TR Ik, HARTE 239 o M B A AR 2 2 B il T 259
HEWIIEF=,

[0008] AR HHM H B2 FR I —Fhtit I L R A A2 e, e e sl 12 B R,
B Gan LE AR 1 245 N AR I RE AN 2 e AR ABAR , R B S 7 M s Y AR R T
[0009] % BA AR

[0010] <)k B @ I 2 E bE R A% TR AR 2 S TEY) (R TR “TER1T7) Mgk 1
R R R A R BRI T EW0 2015/196116 AR C &0 B b A8 ke 1, T
BB s B TE o 24 LA1OK/min ¥ n#AGE 26 , FHDSCI I, & I A K B T R T 1A% AR
JHWO 2015/196116 AL TR T 4% A8 iR B 38 15 300 °C o 3 P 7 5 v 1100 B A0 08 S e A
Y LTI 1 1 30 7 28R e 1, e B3R B LA o 1) 24 0 10 F2 A0 i A7 F2 Hp R e AR 4k
AT REMEIE R /N o 53— 5 TH, ST T A LA 20T 0 i (1 9 A F5E o IR b, A R B 1 B R A = 4
TWRITE A T my e e YERT S S L A R, DR R L RS T A Tl &
AR 32 [T A4 T 2 o bl AR A% 5T ST TR A A R o= AR B , DA T A5 A B AR s i) 1A
) (%) B GF AT, IR A LR T3 & Tl £ 29 &4

(00111  fajfx

[0012]  PXRD i AR XS 20T 5

[0013]  FTIR {8 B AR e 2T A

[0014]  ATR TR SR
[0015]  DSC ZRAMERE
[0016]  TGA BT
[0017] & X

[0018]  SCHp BT FHARTE “Lh KA 7 $8 MR 4 L SC A FFRIRT1H (2R, 55, 13aR) -7,9- 50~
10- ((2,4,6- =% L) & R -2,3,4,5,7,9,13, 13a— \E -2, 5-FHMFtsE (1,2 <4,
5IMEEEI[2,1-b] [1, 3] 48 (4% 5% -84k ¥ (IUPACHY %) 8K (2R, 5S, 13aR) ~8-¥£4£-7,9-
EAC-N-(2,4,6-=FH %) -2,3,4,5,7,9,13,13a— )\&E -2, 5-HHFuLE 35 (10,2 :4,5] AL
I 12,1-b] [1, 3] | A A E-10-H Bt fik.

[0019]  SCH Al R “Lb-RAE T80 SR L RAS el , BA KA KA1 BRI R 51
JEE R AN I 2 BT AR bR A T3 S Na T B A ELAR R 46 A AL S AR o LR A& T L
R ARYE N D) RS FRR

[0020]  SCH BT FIRAE “Eb R4 TR T7 48W0 2015/196116AH A FF L R k& 354010 &
TE o LR FH A 2R AT I T IR Ky AR XS 2R A 5 B T R A0E , 24 FH LA 36K 0.. 154 19nm ) Cu—
Kap, o555 720~ 30°C [ FE N &I, Frd T4 B 52-0 47 (5.520.3) ° (16.1£0.3) °
(22.1£0.3) ° (23.3£0.3) “F1(28.50.3) “ALHIATH

[0021]  GnASCHT Y, ARAE “7E20~ 30 CHIMREE T IS Fa fE bRl 25 4 N Bl & o 3@ %, A ife
M EAE20~30° CHIRSE, BP =R T IR 25 A0 AT 48 K 2922 °C IR BE 38, b S5 A T
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LS Ah R TE20-80 %6 FHXTHESE , A iE30-70 %6 AHGHRE , FEALE40-60 %6 FHXT I , I S It
E50 %6 AHXS IR N HEAT D&

[0022]  GrA SR FH 9% T AR XS G AT S IR R 1 B 597 3 i X e iy S Il v g g, 32
[ AR R R P47 T GLAE AR AL e vh LA Fe BB S 07 2000 A1) JC A XS AR 40
T 7E R LEAT S F1 (A RiAg ) A SRS o K B il [ AR AT RE 73 28O0 45 S P RL , TR G T8 T A4
& SN AR R ok = KA2EH 7, BACE SRR FF , BRI 5 3058 U AR 48 S0k, KRR A
75 AN FE AR K 23100~ 1000457, T A AR A I & ) LA R 1 (2 W Vitalij K.Pecharsky
FlPeter Y.Zavalijff “Fundamentals of Powder Diffraction and Structural
Characterization of Materials”,Kluwer Academic Publishers,2003,%371) .

[0023]  GrA ST AT FH, RiE “To e e I” 48R4 itk & M B R e X T E TR S A B A
KA R I HA R R BoA SR R E VEXSR 2 AT B

[0024] G TRy ARXUTZRATHS , RV “He A BAHRE 24 2275 18 S S o B AN S 5 ) AR 58 i
R4 o B, 2- OB AR ARG B FEAE 0. 2° [ 2- 035 N, LI 72 0. 1° B 2035 Fl N .
I, FE R 2 B AT b, TARUESRAE T W AEBIAN6 . 5°2-0 40 HY WA S SR A e] DA
ITE6.3°~6. 7T H12-04b, fRI%6.4°~6.6° B 2-04b . th b, A FE AR N G212 B i - AHXT
ST 5 R R s % B PR T AR A DA K E T 4 B L D0 B ) A o o) % RN AS S e RN B
O R A PR 2R T 51 AR A AT AR, HAX BRI A 78 1

[0025] S TAdf BLIH- AR HR 2T AR 1 2, RV “BEACHH [R]” 5 48 2255 R e Aoy B RIS 1) A 0k o 52
(IS4, o 451 T, 5 B0 ) B TR B S AE = 2em SN o BRI, TE R 28T A A I, TEAR#E
MK, 3055em b W45 4n T HE B AE3053 ~3057cm ™ 1V Bl P o 5 XA SR AT ST AR EL , AR 5
FEE P 22 0 308 0 /N o SR 5 AR TUREE AN 03 LZBR A - HH T 45 40 B A o % R L IR 2R 5
7D ) WA 5 32 1) AR sl 2 S A0 T R ZE A6 0 v A A o BTG, AR OR i i R AN R A DAy g Pk
[0026]  SKkT-dr s i, RiE “HeA AR =i 2255 R A BRI 1R A o i 1R AR AL . 451
U, B SRR R P A = dem TSI Y L IR, 7E R 2 Bk B O b EARMESR R
flan164lem g Al I FE1637~ 1645cm G P o 55X 2o AT S AH LG , AR 58 1Y) 22 S5l
TN IR AU AR N 53 NAZ B A < ER T 45 s B2, A ot ) 80 AR JE Al PRI 3R U o 52 1) 41 ol
7 e AT AR R O R A o DRI, A U i FEE AN AR A s P 2

[0027] A SCHT Y, X0 T AL L RS H AR R E VB N A S8, R1E “FEARTATAT HL
B SR A G EE AR, 2GR E220EE % kR 2 105H
BE%, EMEE L HEY, EREEMEEL2EE Y, FRMIEZE £ 1 HE % KA KA
HIEA MR

[0028] A LA FH , Rl DR FR 46 S WD ATAT 45 5 A/ B0 %8 TR AR

[0029] G ST, ARAE “VE G W07 Fa 0 00 545 N dib A% 45 48 P 1R — il 22 M 7 11
Vo AN e L VA A R T

[0030] LU -RA% 58N 0 T AE A SC A o] LLJE A AR XS 2o A7 99 BT W FTIR G 1 Bl by 2 15 1
“UNBE PR FRAE o AU AR N A B 15 QAR ST L i 2 () B2 Ak, DA RO i 7 TR P A
W E It 2 R i DT SR TRE o o % Y AR A 25 R 3R FT 3 B0 Ak, 49 T S A i e i AT
B SR AR IR AR AN o SRTIT 5 R AR SR 1 o BT 8l 55 06 R Py e XA i) I
B AT LL AT, LA A 2H TR B84t 0 S AH (] & T R R A AR ST AR N 5722 R o
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[0031]  WIASCRT s ARAE “BER” 2 Fa [ R I A 25 8 i T 4R R0 V5 T o

[0032]  SGF-Lb A% 354, A SR FIW “Tile &7 18 T il & B B s A E R B I LR Ag
25 ST L R A T ah =

[0033]  SCTLbRAEF8H, A SCRT I AE “B & B RSB &, =4 m
YRIT AN/ BB AE .

[0034] WA SCA A, RIE “RL) BRBEEN ST EA B XWIEE W - Bk e ay Ly
e BE A — DN R RN B AELI0% 2 N, EilE S % 2 N, R E T B A1 % 2
W 3 HEGEHETE0. 1% 2 N oA B, BT I Y8 ] AT 78 S0 5 22 3 Rl Y, I 08 5 2 BT I = A/
BYR E 45 7 B BT R R A v 7

[0035]  WIASCRT A, RiE “Zj2%: bl B2 R E )7 BAB RS € A& T A BoR 535 245 #EE
P, IE HER IS T2 5 2 ANE IR I 29 &R I I

[0036]  [ff P fajidk

[0037] &1 : R 150 B A O B IR EE AR A% 5 AT R T TR AR SR M PXRD o x il 7R U A1 5 B 226
B y R N O TR XS 28 A i B, DA DU (1) 56 7 BN #A

[0038]  [&|2: &7t B A R BHEL RS B AN2, 2, 2- =S S VA 7 W AR R MEPXRD o x il 36
TNHUS A5 DL 20 BAAT , v Eh AR TR BSURT B X G 2 R R i B, AR I 2 ' 711 R B
[0039] &3 &I Ut B A B LE R A% F3 88 a0 2 T TR ARR MEPXRD (ICHR) SR S0 =% 51
it 51 1 1 £ WO 2015/196116 AL L -RA& F3 88 NI HARR MPXRD (T050) 1 L AR - x Bl 7R
BUR A, BL°2-0 9 B TS 8 S L, B T8 ST PXRD W y 2 30 DA A 5 L 0 o

[0040]  [&]4: RI7R Ut WA A B 1 BE R % 35 44 50 FE TTI AR R MEPXRD U0 5 AR AL R
N2, 2, 2- =9 VA RS AR HEPXRD (THEE) 1 b %8 o x il 26 7 5t £, DA °2-0 5
B RIEHERE I K52, 2, 2- =5 L BV 7 & W PXRD W y il #2 5 DA A 5 P 0 o

[0041] 5 B R Ut BH A & B ) LE R A% A R T TRIAR R AEFT IR o x4l i s lem R
AL, y 3l B 7R DL 9 26 1 20 BUER TR B A 5

[0042]  [&|6: BRI A R BT L -RAE F402, 2, 2- =8 S B FI-S M AR R EFTIR G
X 7R P em™ S BT (R I8 ER, v 2l B R LI B R T 4 B R I AR R SR

[0043] &7 : IR U BHAS A BH EE RS B A T TR R MR 2 61 o x5 7R Bhem D B4
I, vl B oR s B s

[0044]  &|8: B /R IA A R BRI EL RAE F4H2, 2, 2- =8 LB FI-E M AR e ki 2ol
X 7 PAem™ R BT I B, v S R = R

[0045] K19 : P&l s Ui B AR B (1) LE R A 5 AT AT TR AR R M DSCHE 28 o x Filr 2 7% DL IG5
(°C) NEALHIIR L y B R CLBLRE/ 58 (W/ @) N ERALI IR LR, W g Tt

[0046]  PE10: BRI A R B LL RIS H2, 2, 2- =R LBV 71 & VIR AR R MEDSCHl 28
xFR IR CLBR I B (CC) N BRI B, y i 2 7 DL BLARR /58 (W/ @) S BN P FER i 2, I A g
Tt

[0047] &I 11 : B 7 U B AR R B 1R BL R A 5 B R T T AR R I TGA Rl 28 o x il S5t /s LA B TG B2
(°C) RN, y iR R LB B H b (wt %) SRR i (H2%) S

[0048]  PE12: KRB AR B LL RIS HAN2, 2, 2- =R LTV 71 S VIR AR R METCA N 28
xR ARG B (CC) RompiRE , y B R DL EE H 40 b (wt %) Ron IR R (52R) -
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[0049] R EHVER

[0050] Ak BHFRAELL RAK TN R 2 S B, SO AN TR T .

[0051] R R WAEM 2 e B, (HA KA B L R A A NI TR A = i B AR e 1
14024 FADSCLA 10K /mi nff) ARG 2 I FE i, B AN 7Rz 155 T 300 C L B T AR Sk )22 8
FEREMIWO 2015/196116 ALER T AR HRIERTTE R BB & PSR X —H LR s
Eb AR A% T X R R T M 25 B S W A S R R, AR BTE T T 456 T =9
TR 5 T A0 T A R E ) A R R, 9 b B R A B A i B AR R R 2, T R
(25 A Bl an B A 52 = i A R EE R 25 A FEAEREANOR o B N AR 2 e 4 HL
BT

[0052]  W[3EEE R SCARPE (TT) 4k 24 45 M) RO EL R A H 0 -

Iz

[0053]

AT
(0] O'Na (”)O

[0054] b RA& A AT RFAE A LE R A% 35 5 8N BE R LE , Bk BE R LU AR IE7EL.0:0.7~1.0:
L. 3RVEE N, BEALIEAEL.0:0.8~1.0: 1. 20 YE il N, L= B AR IEAEL.0:0.9~1.0: 1. 178
FEI A, I ELAe ) 2 BE R EE 91.0:1.00

[0055] %% BH YL A% AR AT T Al AR A2 T R il S it 7 2 AR — DN A R B
ST SR AN B A .

[0056]  [AIUM, 85— 5 1, A & BRI S b RAS FAN R OB 1D , T RHMIEAE T8 g
20 FATR SR A A XSS 2407 53 1)«

[0057]  (6.5+0.2)°.(7.5+0.2) °A1 (18.8+0.2) °; Hi&

[0058]  (6.5%0.2)°.(7.5%£0.2)°. (18.8%0.2) °H1(20.9£0.2) °; 5

[0059]  (6.5+0.2)°.(7.5%£0.2)°.(18.8%£0.2) °. (19.4£0.2) °F1(20.9+0.2) °; 5 #H
[0060]  (6.5+0.2)°.(7.5+0.2)°.(13.0%+0.2) °. (18.8+0.2) °. (19.4+0.2) A1 (20.9
+0.2) ;&

[0061]  (6.5%+0.2)°.(7.5%0.2)°.(13.0%+0.2) °, (18.8%0.2) °. (19.4%+0.2) °. (20.9
+0.2) °f(26.5+0.2) °; 5

[0062]  (6.5%+0.2)°.(7.5%0.2)°.(13.0+0.2)°,(18.1*0.2) °. (18.8+0.2) °. (19.4
£0.2)°.(20.9£0.2) A1 (26.54+0.2) °; 5LF

[0063]  (6.5%+0.2)°.(7.5%0.2)°.(13.0+0.2)°. (16.8%0.2) °. (18.1+0.2) °, (18.8
+0.2)°.(19.4£0.2)°. (20.9%+0.2) ° 1 (26.5+0.2) °; 5

[0064]  (6.5%+0.2)°.(7.5%£0.2)°.(13.0+0.2)°. (14.6+0.2) °. (16.8+0.2) °. (18.1
+0.2) °. (18.8%+0.2) °. (19.4%0.2) °. (20.940.2) °F1 (26.5+0.2) °; BLH

[0065]  (6.5%+0.2)°.(7.5%£0.2)°.(13.0+0.2)°. (14.6+0.2) °. (16.8+0.2) °. (18.1
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+0.2)°.(18.8%+0.2) °.(19.4%+0.2) °. (20.9%0.2) °. (24.2+0.2) “F1(26.5+0.2) °; 8L
#

[0066]  (6.5%+0.2)°.(7.5%£0.2)°.(13.0+0.2)°. (14.6+0.2) °. (16.8+0.2) °, (18.1
+0.2)°.(18.8%0.2) °.(19.4%0.2) °. (20.94+0.2) °. (24.2+0.2) °. (24.7+0.2) °
(26.5+0.2) ° ;B0 #&

[0067]  (6.5%+0.2)°.(7.5%£0.2)°.(13.0+0.2) °. (14.6+0.2) °. (16.8+0.2) °. (18.1
+0.2)°.(18.8%£0.2)°.(19.4%0.2)°.(20.9%0.2) °. (23.5+0.2) °. (24.2+0.2) °.
(24.7£0.2) °F1(26.5+0.2) °,

[0068] 4 EAUEKO0.15419 nmfjCu—-Kar, &5 AE20~30°C B IR B T Wl o

[0069]  7E 5 —sLhti T &, AR B LRI HNR T O8N , KTk iE e T a5
IR 20 A7 1 S S R AR X AT

[0070]  (6.5+0.1)°.(7.5+0.1) °A1(18.8+0.1) °; &%

[0071]  (6.5%0.1)°.(7.5%£0.1)°, (18.8%0.1) "A1(20.9+0.1) °; 5%

[0072]  (6.5+0.1)°.(7.5+0.1)°, (18.8+0.1)°. (19.4+0.1) °A1(20.9+0.1) °; 5

[0073]  (6.5+0.1)°.(7.5+0.1)°.(13.0%+0.1) °. (18.8+0.1) °. (19.4+0.1) A1 (20.9
+0.1) °; 8k

[0074]  (6.5%+0.1)°.(7.5*0.1)°.(13.0%+0.1)°. (18.8%0.1) °. (19.4%+0.1) °. (20.9
+0.1) °F1(26.5+0.1) °; 8§

[0075]  (6.5%+0.1)°.(7.5*£0.1)°.(13.0+0.1)°. (18.1*+0.1) °. (18.8+0.1) °. (19.4
+0.1) °.(20.920.1) *F1(26.5+0.1) ° ;8L

[0076]  (6.5%+0.1)°.(7.5+0.1)°.(13.0+0.1)°. (16.8*0.1) °. (18.1+0.1) °. (18.8
+0.1)°.(19.4%+0.1) °. (20.9+0.1) °F1(26.5+0.1) °; 8§

[0077]  (6.5%+0.1)°.(7.5*0.1)°.(13.0+0.1)°. (14.6+0.1) °. (16.8+0.1) °. (18.1
+0.1)°. (18.8%0.1) °+ (19.4+0.1) °. (20.940.1) *F1 (26.5+0.1) ° ;8L

[0078]  (6.5%+0.1)°.(7.5*0.1)°.(13.0+0.1)°. (14.6+0.1) °. (16.8+0.1) °. (18.1
+0.1)°.(18.8+0.1) °. (19.4%0.1) °. (20.9£0.1) °. (24.2+0.1) °F1(26.5*0.1) °; B¢
[0079]  (6.5%+0.1)°.(7.5*0.1)°.(13.0+0.1)°. (14.6+0.1) °. (16.8+0.1) °. (18.1
+0.1)°.(18.8%0.1) °.(19.4+0.1) °. (20.94+0.1) °. (24.2+0.1) °. (24.7%+0.1) °
(26.5+0.1) ° ;5L

[0080]  (6.5%+0.1)°.(7.5*+0.1)°.(13.0+0.1)°. (14.6+0.1)°. (16.8+0.1) °. (18.1
+0.1)°.(18.8%£0.1)°.(19.4%0.1)°. (20.9%+0.1) °. (23.5+0.1) °. (24.2+0.1) °.
(24.7£0.1) °F1(26.5+0.1) °,

[0081] 4 EA KO0, 15419nmf) Cu—Kay oF@ 5 7E20~ 30 °C iR F & .

[0082] AUk BHAEL R A% TN T TH Ry AR XS 22 fiT i B v] 25 5 i 5 W0 2015/196116A1 (K]
S EERIX I itk , 2 WA SCE 3 st & & KD JETT R flinfE 6.5+
0.2)°.(7.5£0.2) "1 (18.80.2) "HI2-0 AL S 4, T TR /8 71X L2 36 Fl 9 % A R
o m—J5H, BT/ (5.510.2) “f2-0 b3 E AT, T T/ ZE Bl W B A 355 Rk
PRI S (B B s U B o BRI, 5 — D7 T, AR B L RS ) d e OB (1D , H
AIRFAELE T B R R X AT 1A, 2448 R A 0. 15419nm i) Cu—Kay o5& 5, #£20~30°C
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(Rt BE R AT MBI, 1% R XS LR AT 59 A0 3 72 B SO iR 19 2-0 F A 1 S 53 (AN B0 57
(5.520.2) “f2-04b 1) [ 5

[0083]  IBAE S —Siiti 7 B, A KW KRR B TR OER1D , A4S EE T4 H
B AP K0, 15419nmff)Cu—Kay o585}, £E20~30°C IR F R 3EAT &N, AR 54 Kk K1
Jr 7~ AR [R] )R A XS 2R AT 5T ]

[0084]  7E 5 —sLhtiT S, AR LR FNMEIE OBR1D , R EE T BA A
TR B HUE I FTIR G -

[0085]  (3055+2)cm ', (2964+2) cm Al (1614 +2) em™'; B

[0086]  (3055+2) cm ' (2964+2) cm™'. (1614+2) cm Al (1525+2) cm ™' ; B

[0087]  (3055+2)cm ', (2964 +2) cm ', (1614+2) cm ' (1525+2) cm Al (1435+2) cm ™' ;
%y

[0088]  (3055+2) cm ', (2964+2) cm !\ (1614+2) em ' (1525+2) cm™ '\ (1435+2) cm 'l
(1315%+2) cm s B ¥

[0089]  (3055+2)cm ', (2964+2) cm ™', (1614+2) em ', (1525+2) cm™ ' (1435+2) cm™ .
(1315+2) cm A1 (1290 +2) cm ™' ; B

[0090]  (3055+2)cm . (2964+2) cm ™', (1614+2) em ', (1525+2) cm™' (1435+2) cm™ .
(1315+2) em ! (1290+2) em A1 (1252 £2) em b 8,

[0091]  (3055+2)cm . (2964+2) cm ™', (1614+2) em ', (1525+2) cm™ ' (1435+2) cm™ .
(1315+2) em !, (1290+2) em ™' (1252+2) cm A1 (1069+2) cm ™' ; B,

[0092]  (3055+2)cm . (2964+2) cm ™', (1614+2) em ', (1525+2) cm™ ' (1435+2) cm™ .
(1315+2) em ™' (1290+2) em ™', (1252+2) cm ', (1069+2) cm ' A1 (998 +2) em ™", 24 FH &Kl
ATRIAE20~30C I B T 2EAT =

[0093]  IBAE S —5iiti 7 B, A KW KRB S TE OER1D , NS 4
NIATATRIBAE20~30°C 1R BE Tt AT M & iy , BAA 5 A4 % B B 5 B s SR A AH R I FT IR A
W,

[0094]  7E 55—t &, AR R FNMIE O8N , HEEE T B A
BN IR P B I B T

[0095]  (1641=+4)cm ™. (1436+4) cm Al (680+E4) cm™'; B

[0096]  (1641=+4)cm™. (1436+4) cm '\ (1404 +4) cm A1 (680+4) cm ™' ; B,

[0097]  (1641=+4)cm™". (1436+4) cm ', (1404+4) em ™' (1328+4) cm ' 1 (680 +4) cm™!; B;
[0098]  (1641+4)cm ', (1436+4) cm '\ (1404+4) em™'. (1328 +4) cm™!. (1254 +4) cm 'l
(680£4) cm !5 8L

[0099]  (1641=*4)cm ', (1436+4) cm ' (1404+4) cm ™', (1328+4) cm™'. (1254 +4) cm™ .
(759+4) cm A1 (680+4) cm ™" ; By,

[0100]  (1641=*4)cm ™', (1474+4) cm ' (1436+4) cm ', (1404+4) cm™' (1328 +4) cm™
(1254+4) em !\ (759+4) cm " F1 (680+4) cm '5 5L

[0101]  (1641*4)cm ™', (1517+4) em ' (1474+4) cm ™', (1436+4) cm ™' (1404 +4) cm™,
(1328+4) cm '\ (1254+4) cm™. (759+4) cm Al (680+4) cm™'; By,

[0102]  (1641*4)cm ™. (1586+4) cm™ ', (1517+4) em ' (1474+4) cm™' (1436+4) cm™! .
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(1404*4) cm™. (1328 +4) em™'. (1254 +4) em™'. (759+4) cm A1 (680+4) em™!, 24 7E20~30
“C [P35 AN T 85nmP) A& TN AT IR

[0103]  3AFE S —SZiti 7 =rf , AR B M bt R BN S OB aRTT) , HARAE 9 24 7620
~30°C HR B A 785nmf K kAT B, B 5 AR BT A Bt s 56 A A R 0 Bz 20k
i,

[0104]  —J51Hl, AR RAEA KA REFHERTINE S, HEA EREE
] FeAth A3 T I b -RAS T80 - 491 o, DLZEL A 0 0 B R 9 HE , B0 B AR BRI LG R A% e
RITMAHAEYAEEL20EREY , MEELZI0EEY, FMGEELEEY%, EEFNLEE
Z2HE %, H R MIE T 2 1 HE & % [ AR EE U B R A% T8 ARt kb, bR A T340
(AT oAl HE T 20 A WO 2015/196116 ALFKTEZT, F3C&E XHI2,2, 2- =R O &
Wl TE € TR G R A& T80 o BRI, 76 55— MR SE i 77 b, AR BV I & B e T
RFWEXTIRAEY, KRR T Y HEA K0, 15419nmfF) Cu—Ka 485}, /£20~30
CHIMEE N ER, BATE (5.520.2) °F/8% (5.820.2) °JuH P #I2-0 M 4b T = 51
PXRD.

[0105] & NARiF R I, @i 2,2, 2- = Fi L BEH N FH R 3B S5 44 45 it L R A 580, T
PLIRISEE RAS FANEH B G0 TE A T SCA TR SRAE T, 2,2, 2- =9 L BEH 45 it R 4% T340
BAFTE 2, 2, 2- =3 O EEE TG H WTAE T SO T T8 25 S B ok — 28 i 554k » 1
AR PIERI L BA& BB TT. R, 2,2, 2- = O BE AL 2 48 A R B IR b R
¥ F AN R TTA ha)Ak

[0106] A A LE RA% T A S WRAE AT 7E T« N sty R AR — AN EH A Tk

ST R P A A
(01071 — 5, AR AW S bR A AN A &9, AR A A T RA W& N iR 2-0 b
S -

[0108]  (5.8%0.2)°.(16.8£0.2) °F1(21.0+0.2) °; 5 #H

[0109]  (5.82%£0.2)°.(16.82%£0.2) °.(19.5%£0.2) °F1(21.0£0.2) °; 8L #H

[0110]  (5.8%0.2)°.(16.8+0.2)°.(17.5£0.2)°. (19.5+0.2) °A1 (21.0%0.2) °; 5
[0111]  (5.8%+0.2)°.(15.9%+0.2)°.(16.8%0.2) °. (17.5+0.2) °. (19.5%£0.2) °f
(21.0%0.2) ° ;5

[0112]  (5.8%+0.2)°.(9.1%0.2)°.(15.9%+0.2)°. (16.8%0.2) °. (17.5+0.2) °, (19.5
+0.2) °f(21.0+0.2) °; 8

[0113]  (5.8%+0.2)°.(9.1%0.2)°.(12.5+0.2)°. (15.9%0.2) °. (16.8%+0.2) °, (17.5
£0.2)°.(19.5£0.2) °A1 (21.04£0.2) °; 5LF

[0114]  (5.8%+0.2)°.(9.1%0.2)°.(12.5+0.2)°. (15.9%0.2) °. (16.8%+0.2) °, (17.5
+0.2)°.(19.54£0.2) °, (21.0+0.2) ° A1 (25.0%+0.2) °; 5

[0115]  (5.8%+0.2)°.(9.1%0.2)°.(12.5+0.2) °. (15.9%0.2) °. (16.8%+0.2) °, (17.5
+0.2)°.(19.5+0.2) °. (21.0%+0.2) °. (22.3+0.2) °f1(25.0+0.2) °;

[0116] 4 F HA KO0, 15419nmf¥)Cu—Kay 485, 7£20~30°C (K I8 & N BEAT &I

(01171 fE 57— LT R, AR AW K -RA&FHEFI G, KR f£ T EE AT
R 2-0 FAL T S5

10
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[0118]  (5.8%0.1)°.(16.8£0.1) °F1(21.0£0.1) °; B #H

[0119]  (5.8%£0.1)°. (16.8%£0.1) °. (19.5%£0.1) °A1 (21.0£0.1) °; 8¢

[0120]  (5.8%0.1)°.(16.8%0.1)°. (17.5%£0.1) °. (19.5£0.1) A1 (21.0£0.1) ;8 F
[0121]  (5.8%+0.1)°.(15.9%£0.1)°. (16.8%+0.1) °. (17.5%£0.1) °. (19.5+0.1) °F
(21.0%0.1) ° ;5

[0122]  (5.8%+0.1)°.(9.1*0.1)°.(15.9%+0.1)°. (16.8%0.1) °. (17.5+0.1) °. (19.5
+0.1) °f(21.04+0.1) °; B

[0123]  (5.8%+0.1)°.(9.1*0.1)°.(12.5+0.1)°. (15.9%0.1) °. (16.8%+0.1) °. (17.5
£0.1)°.(19.5£0.1) A1 (21.0%£0.1) °; BLF

[0124] (5.8%+0.1)°.(9.1*0.1)°.(12.5+0.1)°. (15.9%0.1) °. (16.8%+0.1) °. (17.5
+0.1)°.(19.5£0.1)°. (21.0+0.1) ° A1 (25.0%+0.1) °; B

[0125]  (5.8%+0.1)°.(9.1*0.1)°.(12.5+0.1)°. (15.9%0.1) °. (16.8%+0.1) °. (17.5
+0.1)°.(19.5£0.1) °. (21.0£0.1) °. (22.3£0.1) A1 (25.0£0.1) °;

[0126] 4 F HA Y0, 15419nmf¥)Cu—Kay 485, 7£20~30°C ({18 & N BEAT &I

[0127]  IBAE S —Siti 5 B, A KW KRR BB R &Y, RIS EETYHAS
P K0 15419nmf¥) Cu—Kay 585, 7E20~30°C 1R E Nt AT 2R, HAE S5A R HE2FR
FEAAH [F] R AR XS e AT 5 B

[0128]  7E 5 —sLhtiT R, AR AW K -R&FHEREY, HEEE T B A AE TR
B FTIR G 1

[0129]  (3069=+2) cm ', (2933+2) cm A (1526 £2) em ™" ; B3

[0130]  (3069+2)cm ' (2933+2) cm™'. (1526 +2) cm 'Al1 (1290 +2) cm ™' ; B

[0131]  (3069+2)cm . (2933 +2) em ™', (1623+2) cm™' (1526 +2) cm A1 (1290 +2) cm™';
B

[0132]  (3069+2) cm ', (2933+2) cm ! (1623+2) em ' (1526+2) cm™ !\ (1434£2) cm 'l
(1290+2) cm ' B

[0133]  (3069*2)cm ', (2933+2) cm ™', (1623+2) em ' (1526 +2) cm™' (1434+2) cm™ .
(1290+2) cm A1 (1207 £2) cm ™' ; B

[0134]  (3069*2)cm ', (2933+2)cm ™', (1623+2) em ', (1526 +2) cm™ ' (1434+2) cm™ .
(1290+2) em ™!, (1207£2) cm ' F1 (1073 +2) em ! B

[0135]  (3069*2)cm ', (2933+2)cm ™', (1623+2) em '\ (1526 +2) cm™ ' (1434+2) cm™ .
(1290+2) em ™', (1207 +2) em™. (1073+2) cm A1 (998 +2) cm ™' ; B

[0136]  (3069*2)cm ', (2933+2) cm ™', (1623+2) em ' (1526 +2) cm™' (1434+2) cm™ ',
(1290+2) cm ' (1207+2) cm ™' (1073 +2) em ™' (998 +2) ecm ' A1 (832+2) em™', 24 &I A
ATRIAE20~30C I B T #EAT =

[0137]  BAE S — Sty &b , AR W K bb R A8 AN a7 &0, AR E N Y 4RI
ATRIBAE20~30°C (IR BT AT MBI, B 5 A K B 6 Fros ZE A A7 A (I FTIRE] 3
[0138]  7E 5 —sLhtiy &, AR AW K -R&FHRERNEY, K EE T EEEET
A GO E ST R

[0139]  (1501+4) cm '\ (147244) cm 'F1 (1400 £ 4) cm ' B

11
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[0140]  (1501=*4)cm ™. (1472+4) cm ' (1400 £4) em A1 (1328+4) cm ' Bl

[0141]  (1645+4) cm ', (1501 +4) cm '\ (1472+4) em ', (1400 +4) cm 'A1 (1328 +4) cm™';
%y

[0142]  (1645+4) cm ', (1587 +4) cm '\ (1501 +4) em ', (1472+4) cm™'. (1400£4) cm 'l
(1328=+4) cm s B #

[0143]  (1645*4)cm ' (1587+4) cm ™', (1501 +4) em™' (1472+4) cm™' (1436+4) cm™ .
(1400+4) cm A1 (1328 +4) cm ™' ; B

[0144]  (1645+4) cm ', (1587+4) cm ' (1501 *£4) cm ™', (1472+4) em ™' (1436 +4) cm™,
(1400+4) em ', (1328+4) cm ' F1 (1294 +4) cm ! B

[0145]  (1645*4)cm ' (1587+4) cm ™', (1501 +4) em'. (1472+4) cm™' (1436+4) cm™ .
(1400+4) em ', (1328 +4) em™' (1294 +4) cm A (1211 +4) em ™ ; 5

[0146]  (1645*4)cm ' (1587+4) cm ™', (1501 +4) em ™' (1472+4) cm™' (1436+4) cm™ ',
(1400+4) cm™'. (1328 +t4) em ™!, (1294+4) em ™', (1211 +4) cm A1 (681 +4) cm ™', 24 7E20~30
“C Bt FE AN 785nm ) K R AT M BN o

[0147]  IBAE S —9iiti )7 B, A KW KRB IE R &, RN 24 E20~30
“C (I B2 AN T85nmiR) T AT M E IS, B 5 A B B 8 s FE AAH R  h 2Ol

[0148] b XCAFIRHIEREMRIE N2, 2, 2- = OB FIEY), BRI N2, 2, 2-=F L1
HEREY.

[0149]  53—T7 1, AR BHI Je— Pl 8 A R B B LG -R A T8N0 a2 TT R & B CE )
L ARAS TR T T A 718 1% 5 1

[0150] (i) & HbE &L RASFHANFN2, 2, 2- =5 G EE I 5

[0151]  (i1) MIB R (1) $2BEMIE R b 45 i LL R A& T34 5

[0152] (i ii)AEdetobs B 0% (11) W45 208 b AR i) 22 20— 3055 5 HRER 7 45 5

[0153]  (iv) {FiEHh e D IR (111) HA5 20 73 B I df A

[0154]  (v) TP 0% (11) ~ (iv) AR — 20 S48 2/ S A4, Horp 1152 7E50°C ~ 150 °C il
FE AR 21 ~50mbar 575 B 1R N AT

[0155]  WTLAARHEWO 2014/100323 ALRIZT, Kl AR HE H A St 421 20 %, il & L R
A AT LATE2, 2, 2- =GR O WEAFAE T 5 38 I L AR A% 5 S0t A 5] dn S A A B GLARIE BAIK
B A ) SO, il 28 Bl T795 B 08 (1) W B B, AT LAEL R A& AT 6 IRt
RIEFNET2,2,2- =R OB, fil BRI 0% (1) Sl B R g T 5 E A
NI IRAETE 4 A A oK L B THE S HAT AT VR S0 OB, il 46 L RS N 5k} L
R A AT DA AR 4 A S 225 St 451 1 i 45 WO 2015/196116 AL, Rl & 7EMF 82 58 38
FH39 UL B T A A T I B ARSIt 51, 3 $ ke — b 2 7= B AR A T3 8N 10 v

[0156] AR BH Bk Tk B8R (1) BV VT DLAE =3 T 48 BB /£ =i QR L =
B A58 N AR 22 R 2940°C 22 [0 g it B2 ¥ ) A 1) L B 491 Gn oK 24950 ~ 70 °C ) 3L B ol % o BT i ¥ TR
[ L AR A% 5 Ak RO K 2925~ 100g/L, ik K #£)40~60g/L , I i ik K £150~55g/L.
fEGEH, v DR UE , DARR AT A7 o] 58 R 5 i X S0k

[0157] R EELLREFH2,2, 2- =M AEREIEER G F— S BEG1) R gt
R TN B IR (1) TR SRR B AR FE AR 2 -25~30°C , fLi% KR £5-10~10C 1) iR &

12
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K51 R4 i o AT I Hb , T LU INEE R A% H AN 2R T T a8 R, DL 51k &5 & AN/ a4 il B 28 3145
(R4 5 R R E 53 A o 2 TR P AR BT EE RS FAV 2, S M E T DL R 1TE & % ~10
HE% . — B LS B AR R B O A B R &0 B bRIEE , L k15 2 TR Bl E
B B 1t — 20 Pt S0 VF KR 45 it A/ Bt A A — BT () GBS TR B — D i
FER L1~ 48/, AR K292~ 247N, FHE B Lide K293~ 12/, 45l ~6 /N

[0158]  fRidktth, /£ T — B, 280 fh ik 5 H B 7 & o OLig b, 38k AR o) 5 ;7
VR A 3 B0 A T 2K R BT , BP0y, R R R I R R S
HERE A

[0159]  7E R —ATIE D IRA, n] LA HAE L Bk 32,2, 2- =5 OB L BE A AL
VA TR B A AR

[0160] IR UNLAS B Y R L RIS T2, 2, 2- =S B IA F &9, nT CUd I B A
SCATEI S AR RV ML

[0161] Bl S AP IR (11) ~ (Lv) HARF—AS Rk OB IR (111) 81 (Dv) H 15 2 & 44
T, Hodr fE K 2950~ 150 °C 4 in#E K £150°C .60°C . 70°C .80°C .90°C . 100°C . 110°C . 120°C «
130°C . 140°CEL150°CHITEE T, LA M K411 ~50mbar 5l i K 2110~ 30mbar i E 245 T 58 T
W GEH TREAT K6~ T2/ A3 10~48/NiE, BEAR %6 12~ 24 /NN ) — B ) o 36 4T
T, BEMN IR TTERP I (1) ~ Gv) AR —ME R K52, 2, 2- =5 L BE A&
WL, LA 2,2, 2- =R ORGP C 2 B AL, O AR R B R 75 B EE R A& H e X
LT, B i A w] LA Ag) durnied i PXRDAS: W o M98 770 4 FH 58 i3 F LT DL E TR — AN B IE 2 2,
2,2- = LR A IR PXRDH, (5.80.2) ° K 2-0 &b (1) e 5 Z1 S 5 T 5% , 1% [ S (E AR 4t
LR A% T T TR PXRDH 2 A WA

[0162] I Lfrid , R R BHEI L RHFAE R4S T s B e A s s i e A R4y
P, PRt T 5 294 A 0 b R A T p A s AT 2

[0163] R W E £ S T4, B AE LL1OK/mi n i I HAGE 58 5¢ A I DSC SR 36 vh A B0 - A K
O (1) LU % =5 B 2 T TR R P Y 77 5 I HLAE N 22328 /55 300 °C R FE I, A3 e 28 L 4 1k
SER) (S WL SIS oy A R 1 9) ol I T & S AUBE A A RORD AR XS 2R AT SR S T T I ] - [
FREAS Aan , ¥ T TR S A B NI & TR AR RE RGN AR =R, HERE S
W02015/196116A1 7% 3 T PXRD—EL I PXRD o M BT IR AT A AT LLAF HE 458, B o R R T
TP N 72 v FE R 1, FE HAXE 25909 S50 L A A7 3 8] kG AN 2 22 DR R R A8
R gE A, ok, R TAIE R T T S TR R A e, HOR T HE S S5 0e 240
) (Z W Heat—of-Transition rule®,A.BurgerfIR.Ramberger,”On the Polymorphism
of Pharmaceuticals and Other Molecular Crystals.I“Microchim.Acta 1T, (1979)
259-271) . 5WO0 2015/196116 ALHEL AT NTAHLG , AR BAR LR o2 ATT A
A SR R SRR A N RO T TR B i R A N B s I
DA J% s B L S A5 v R AR R P BE S 3 TR A P 0 o 9 bt RS T R o0 L (R Uk, A
RIAMIEE R FHam e DR B2 T 4A S e R, rid & miHe 4 2 %
BRTIRIGIT I B3 .

[0164]  [Rlk, 5 — 7T, AR BHPE J b0 A R B T b R 58 T TLE i) 46 259
HEWH .
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[0165]  53—T7 I, &K EHI S 252 &1, FoARde DU 240/ s e B A B30 XL
R T TT, DR Z D —Fh 245 EaT 4252 BRI 55 o S Uik by , AR BH ) 25 40 &4 =2
1 e [ 4 7 8 48] a7 8 3 711) o DI de 1, A BH ) 245 0 AH-6 W 7 e 711 e DA 3 s Y
R o FE— ST R, B B S 5 I I (B a6 43 7K A ) AR I A 4
AR BB A R AT B ELAR o

[0166] AR BHZIH SV AL & 1) /b —Fh 2 2 b a2 iR R Ak e B 044 VIE 78
vl I | I Ea = | I 7 SO I = el b e = R Al 11l I 13 S i | R = SN
BB R PR R S R S B ARR  RLTR LA L e FL2H A SRR, B b —Fh 2y
AT B R TR e 1 S 7S ) AR R TV TR AR R LR MR A — ST R, BTid
255 E TS RO R A S AR AR K BRI 29 AL S .

[0167]  FE— AR SEhti /7 Zrh , ik /b —Fh 2y 22 Bl sz RO )ik B Tl 4P 4E R 58
IPCHR H L 21 4 2 VAN TG PR % o £E — DL SE Tt 77 S8 b, BT A X e 24 % b mT 32 52 (1) R 771 #40
B EEARK AR ZMA ST .

[0168] ARl , R BAW I LU IR 25 &, Horp 3 bb R 5 bR A T
LTI E A/ 8 2 &% H 10mg « 15mg « 20mg « 25mg  30mg « 35mg - 40mg « 45mg » 50mg . 55mg
60mg «65mg  70mg « 75mg » 80mg « 85mg » 90mg « 95mg A 100mg - Fx fT ik Hh , A /2 IR ¥ fe ESC iR Y
GMAEEY, Hoh et -RAg T &, R T T T B M/ 80 202 2 50mg .

[0169] 53— T7 I, &K EHI S 252 &1, FoAde DU 240/ s e B A B30 L
R TT, DR Z > —Fh2) 5 b aT 4252 BT 55 AT 18 1 — Fhak 2 FhH At S 254
F3 o B LI L, A BH B 20 2H G 4 1 I L A 770 28 4870 7] i P B 7)o A 2Bt , A B
(R 25 A A ) s e e e b A T T A 551 o 7 — S 7 b o A B & 3R I B
(B ansB o3 KRR VAR I8 A A AR B AR R AT R A

[0170] AR BAAMIH -GV AL 5 B /b —Fh 25 b el sz BT R Ak e B 3044 IE 78
) B R TR T TR TR R TR S AR TR S 3 R S BT A A R RN JE ) BRI RS A A B B
BB G2 PR 2R S P S BT S ORI LA L S FLAH A SRR, BTk R b —
245 b TR I IR 734 B S TR0 R RE TR T TR A R A B A A R o AR — S B,
Bk 2527 bl 52 M IRE ) 5 A S FEA K BRI 25 &0

[0171]  fE— Ry b, /0 — Mgy 2 Bl 2 IIE FE 3 s 4 4E 3R CBRR
L 21 2 2 VIR R PR % o 72— e STt 7 Sy, T A I e 24 % b mT 52 19 T 7 4 2
EAR KA MG .

[0172]  fRadeHh, R I LSO IR 29 &4, Horp 32 bE RS H 5 LR A e
LTI 5E A/ 85 2 &% H 10mg « 15mg « 20mg « 25mg  30mg « 35mg - 40mg « 45mg » 50mg . 55mg
60mg «65mg  70mg « 75mg . 80mg « 85mg » 90mg « 95mg A 100mg - Fx fT ik Hh , A< /2 IR v fe B SC iR Y
MG, Hoh et RAg T &, R FH AT T e M/ 80F 202 2 50mg .

[0173]  fE 5 — kst &, — Fhal 2 Fh At 2543 1 1l 70 38 B JE N/ i 4100 771 L 390
B SR BEAH55) (RTT) B A B EE R A2 0 77) (INSTI) « B A0 55) « 2 3 B4 ) 7571 (PT) B8 R
G AL T RS T e, N /Rl A AR E R TR B 4E S (naraviroc)
vicriviroc.cenicrivirocflfostemsaviral H iR &4 W # kBRI &7 RT1s) % H il 2 4
Fi Mk B Hr (didanosine) AHME AKX E AMBRE.FZRE DAEZRTD

14



CN 111699190 A W OB P 13/22 B

(amdoxovir) B v fthiE (apricitabine) censavudine K 4EARVE (elvucitabine) «Fi PG
/K (racivir) .stampidine.fL P4t . B 48T (tenofovir disoproxil) & &8 L Hily
i (tenofovir alafenamide) KAEF4E (efavirenz) <& FHHrF  HiH K & 4K BH = 4K
(etravirine) \FIICFH AR (rilpivirine) <doravirineB E VR -E W ; &4 Wi 4% 76 F2 F00 1) 571
(INSTI) #& B #t & 4555 (dolutegravir) ~elvitegravir. f 4% 3 (raltegravir) , LA KL
T3 (bictegravir) BLHIR G A2 W FHL D (bevirimat) ; LA H B0l 5]
(PTs) 16 H 22 B WK L B (fosamprenavir) (B (indinavir) J&ULARS: A5 ARR
F FFE T (ritonavir) W EIRFH FTH I T LI FH (darunavir) ERIFF
(tipranavir) BiHIE &Y.

[0174] 78 — ¢ D0 e 1 S it 7 2, — il 22 M HG A 25 0 3% M R 2 ke 1 L A
(emtricitabine) B{H 2% FRl 452 09 2h , LA A& VAR T3 R Iy G s = 2 2 B2 1 3
s LA, — el 22 Fh I Ath 25 103 P 18 70 o R il At s AN B v AR 5 S I Ik E BIR L
[0175]  #F LSyt 77 b, 9 AH S WA S AR R A% 1 E R 50mg b R A% FH e
TT, AR AR & v 4 35 S M i v S 1 25me B v 4 =5 SR M i Bl H 24 5 B sz i £, DR
P Bl A v R 200mg U Hh At L 25 27 BTS2 1 3, AE — SRS T R, 259
HEWEE52. 5mgtl RA&FHAETT, 28mg B 1 4 43 LRy i - & 15 1R 21 A1 200mg J&L i A
% o AE—RE R IR 0 SETt 77 =, AR B 2520 & R XUZ ), FoA & 3 A bR A 0
WARTTRI B — 2, LS & B v AR 5 3 My e sl 24 27 b mT 45252 1) 36 R0 I8 it Ath v sl H 2427
TR BRI B R AR, AR B SR RUZ AR, A B S A R & AR AT
(56— 2 M B B v s 5 R it & SR A0l Al ) 28 =

[0176] ARkt , AR B I L SCHTR 25924 &4, Horp ek 25 V)4 & W) SRR R 45 24—
Ko

(01771 53—J71i, A K P K 25000 BTk 254054 .

[0178]  I&AE 55— 5 1, AR B e b SCRrR B 25940 64 » Ho FH 136 97 BT D7 FH DNAJH
B RNAJE & JE 2% & (B WnCMV CHSVLVHSV 2.VZV) | 380 5 5 % 25 . 08 T 1k % 35
(hepadnaviruses) (FIUTHBV) LSk I8 95 2% DO B L JIR5 75 ATHIV 5| & i) 998 5 s e

[0179]  fE— B ARSI R, AR B Je B SCRTiR 254 &4, A T-3697 fil/ s
HIV-1/8% 4%,

[0180]  7E 55— St /7 R v, AR BHPE K vy BTl 1 TS HI V-1 gL i) 7732, ol i () 75
BT YE YT AN/ BT i B it SRR I 23 E )

(01811  fE5— 71, A K K& E XA 23G9, HH S — Mpal 2 fok 5 3t N/
kA5 D) 751 200 A S AR ) RTTs) Mg e A A1) 571 (INSTT) s A )57 i 1 JE A
i35 (PT) BRHVE A W — Fhak 22 Fh A 25 W7 VE R 23 Bk & ¥Ry THIV- LR S 72 i — 14
ST S, HEN /R G AR B B R FIK . SR 4ER \vicriviroc.cenicriviroc,
ibalizumabffostemsavirsl HIR AW 10 K RGHIHI77 (RTTs) 126 H BT B R 3 - Ik 1 8
R AR h oK IROE L mMIER E VT 2 K8 VR 2 R A5 P SLAEE  censavudine R AEE FE
PE/K  stampidine  FL PR B VA 4R T3 B v AR R i AR AE AR R TP JH b R
E AR RIVE F AR (doravirineBILIR G W) s B4 BE e #2400 55) (INSTD) ik A AL B4F
Fivelvitegravir B Rit& UL LKL RA&FH IR G s AT A2 M FHr S LR EH
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47 (P1s) i H WA H I A e A+ IS VC A BRI H R+
(ritonavir) WPZEITF FTFLILF AT (darunavir) &R AT (tipranavir) BLHIE
“W0.

[0182] 55— FhEl 2 Fh o Ath 245 W03 1 B 20 IR A5 (10 ¥ 7 ] B4R B 2 7 A ) 770 28 Hh ) A
BH B LG AR A =B 20T T AN — ik 2 b I Ath 24 05 1 s 23 R0 25 0 70 B 45 245, A9 T D i 5 741
EIHE MG Y.

[0183] k3, 5—Fhok £ LA 254038 M R 7 B A V69T AT R 8 SR (separate) 254
FITLHI25 25, — P AL AR R B I L RAS R AN XL, 1 55— b DA B b 7] B A 5 — Fh s 22
F A 2075 1 73 o 38 AE BT IR 2H A VR 9T UL BA P R A B AR B B b R A A T LY
ZIWF BN 5 IR SR R BB A 4 2, DUA RGBT R EE R B B AnHT V- 18k e

SEiefl

(01841 b T A ATF A5, 3 A R 1 2 St 91 35 P A » T A 7 8 A LA A 7 2R A
ARG

[0185] St « bR A% B AN T TR )5

[0186]  — HINFAZE65°C , KeLb RA% 3 (1.50g, FIUARHEWO 2014/100323A1 1) S it 4514 2 1
e I19) VT SR LB (30mL) H o [ TS VA T R IINaOHK A (1M, 3. 6mL) o b J K5 E 4
NN EIZR0C , B 5 72K 2940°C (R 2T WLEE4E i  KeA3 BB BB AE0 C R R BERES /
285BI S 1, I 7E 0 (30mbar) 50°C R 15 /N , B4 B b
JEIT(1.30g)

[0187] o RX- S LT 5t

[0188]  f{PANalytical X Pert PROFTHAXERUPXRD , i HT A LAIE S LA 27 R T 0 /0 4%
A AT AR Cu—K ey, oAU (K0 154190m) A 4P TXc o K0 98 . 2EFF 31 4%
PER, BAABKV ) L AT 40mA )8 LI, R FH2° ~40°2-0 fi Bl AT A0 01372020 K, B
#40s (255 MEIH) , ICRATH - 2- 0 Y S ALRE T BEAE £0. 2° 2- 03l Y, fRIE7E 0. 1°2-
OFE R A o [k, BRHESAF T 2 K 2 O ERATATC b, BN FET . 5°2-0 40 LA LL 4 T3 88
T TTATH T U IAET . 3-7. 7°2- 035 [l N, JRIEFET . 4-7.6°2-07EH N

[0189] A% 3P 1 o He Rk 5 BT A T LA AR A 5 P 2 1 P A 99 S 5 51
%

BAHELE At iR & BAHEE AAXT 3R R
[°2-6] [%] [°2-6] [%]
6.5 14 18.8 30
7.5 100 19.4 13
[0190] 13.0 14 20.9 43
14.6 9 235 8
15.4 2 24.2 14
16.3 4 24.7 11
16.8 8 26.5 18
18.1 10 29.6 6
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[0191] 1.t R& B TTIE2~30° 200 A 1 PXRD s S FHAH R (1) AH T 5 BE 5 2- 04
(R L RURE R RS AR 0. 2°2-0a [l N, PIIEFE 0. 1°2-0JE [l 4 »

[0192] {37 M- AR HRLT A}

[0193]  FHFTIRYGIEHE 7 L RS F A TT.20~30 CHIMEE F , F4em '3 BER [fBruker
Tensor 27 FTIRYGi4%, ZEMKIT Golden Gate™ Single Reflection Diamond ATRE I,ic
Sk (15 2) FTIRYGHE O 161 , 4 57 9 i (1) 45 it LUK AR 2t n 21 6 W 2R 1 - 2R 5
FH W 52 A0 Bl B B o T AE S WA B e SR 6 1 o % S WA G 1S AR 5006 o v B0 A s
TR B FEAE &= 2em ' JE I P o R, ZERRHESR A R, RZHET A G R, il in H BLAE 1624cm
TR R AR B R TR 20 A T DL LA 1622em ' ~1626em ' 2 [H] .

[0194] KI5/ B AR L R HBAE R TTARRMEFTIRIG IS , J-4E T R29 $2 LA N
[rIE 5135 .

;i WAL WA
[cm"] [cm"] [(:m'I ]
3055 1290 898
2964 1252 847
[0195] 1647 1208 828
1614 1158 803
1525 1128 756
1435 1110 727
1404 1069 709
[0196] 1362 998 677
1315 950 616

[0197] L2 A K HIHIEL FA& BN R ITHIFTIRIE 1) 2 ; U ) sl ARURE B B AE + 2em VG
Mo

[0198] i &k

[0199]  FH#7 2Ot ML A% FANE T, FRamanRxn 137 8 % 18 AR 6mm B A 7N
PhAT#R%], BL KoK FKaiser Optical Systemsf#)250mmiz K £EER , {8 F 222 Jy400mWiK] 785nm
InvictusigOG s A SFP I [A], io P &6tk  AEFRBE 4R, Pldem 12> #2905 1850
~200cm ™ {6 o I8 B P i RS Bf P AE K20 = dem VSRR Y o IR BE , 1 A B AE 164 1 em ™!
R F b7 B AR AR 26 R S AE K 2 i B e i A rT B E 1637 ~1645em ' 2 [a] . B 7HF
TN EE RS T T TR AR 26 . B~ bl FHOPUS 7.0 CR H Bruker Optik GmbH) ,
FAM I rubberband J77% , #EAT FE AR IE , B 15ER 64N FLEL i . N R 3P HE 4 T AH
I [V 125
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&4 &4 &1
[cm™] [cm™] [cm™]
1641 1160 709
1626 1150 680
1586 1074 615
1517 1047 577
1474 1020 524

[0200] 1436 1001 514
1404 981 415
1384 952 328
1363 918 307
1328 887 292
1294 818 258
1254 803 216
1211 759

[0201]  3&3: AR B L A% T80 30T T B2 2 04 513 5 I K500 SRR A B 7 4 em Y]

Mo

[0202] Z/RFfiEIE

[0203]  HHDSCUL&ELL A% FANHERIT, Z 5k EMettler Polymer DSC RAX 2§ F kAT o
FEfh (3. 7Tmg) TR A % LA TR A0 T Ba R, LL1OK/mi nfr 3 5 M 25 °C in#i £ 400°C o i
FHE/S (W335 & 950mL/min) /E 93 (purge) Ak .

[0204]  JE AT THIDSCHEZE 7 /N B TSk , FLtd dhila B2 K 29313 °C , I HLUEE AR I B2 oK
£3320°C ({2 WA E9) I H R T WA K B TE T TEIW0 2015/196116A1 T A T [H]-
] AL AR AR S, FE R AE K L9370 C IR FE N 460 i -

[0205]  #hEEHHT

[0206]  FHTGAWRZLLL RA& FHENERTT, % TGATEMettler TGA/DSC 14X 2% b HEAT KL N
(11.64mg) 7t FH 4R 55 P 1 L0040 B H I o I & T 4R i B 200 58 55 7 o KA i LA 10K/
min ) E 25 CHIFAE]300°C o 48 RS (A3 B 50mL/min) A RS04

[0207]  FERITHITCARN £ B - E ik KZI300°CHIIRE R, FEIRIU N KL0.5HE %
(Z WAL o Rk, o7 RLAS H S5 18« K BCE HLIE IR AN & S AR S5 A 1 — 88 40, (H 2 L=
PR AT RE A FH TR B A & AR 3R T b 1) 5 B Vs 7/ AKORE TR XL

[0208] VA E

[0209]  LHARLE RA&FAE XTI R FE X ITRVIE B AT AN /E24°C R, R
100mght 48 FH-Na GERTEIERTT) B iF T 10m1IE 7 T o 4 P FhAS [5] i0v 70 TR 92 - 0. 1M
HCL/K iAW AN IR 2h 22 0 R4 (pH 6.8 M3 4 “Kiister Thiel-Rechentafeln dir die
chemische Analytik” fil|£&H7) o

[0210]  $t b1 4B f5 , BCHE B ot I A v 5 2% 30 P8 48 3 98 B b HPLC 23 #r 75 21 (1 80375 1
T, LU E B R 4% 354 B JHPLC-HE /& YMC—Pack Pro C18 RS (150mm x 4.6mm) ,L0.8ml/min
IBAT K I AE 254nmiE K AL o BN AH 73 il A2 B SRR TR IV 7K R0 MG I FAERE BB 4H 55
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[0211] B34 )5, 51X0.059mg/ml I LL R A% H A TAALL , 0. 186mg/m1 L 4% T3 44
B ITC % TpH 6. 822 ik &b #E0. 1M HC1H, 54%0.085mg/ml ) EL & T 407
RIAHLEE , 0. 220mg/ml b R A FHANE AT TE 5 R

[0212] PRI, b R4S AR T T2 — MfidfEfa g (FE40°C/75% rh N i A7), 38 ik XRPD]
EEMIAN AR ZMIERER) PUEE RN R ERIE, A B 2RI TR
FaE RIS

[0213] S fs2 : bR A% =80 — T £ BV 71 & Wi il 4%

[0214]  —H#AETOC KL R4 (0. 5g, HIUIARFEW0 2014/100323A1 ) Skt 151142 1) &
(1) ¥ T =9 L (10mL) H o 1] BT IR 95 7 R I ANaOHZK ¥ (1M, 1. 22ml) , HK I 7E65°C
PR 2/N o S A RA A B =0, 3 BNR B 15 2 TR B Z E A EES N
SR BT B O IR A, R B RS B = M LA A

[0215]  Hp oRX-GF LTt

[0216]  FHPANalytical X Pert PROATHMX5ERIPXRD , ZATHAX LAIZE S LA 7 &0 / 0 f
E A, WA B EEECu—Ka 485 FK0.15419nm) FFEASPIXce 1 K6 M 25 . 7F 2035
2T LAASKVI & HL R F40mA R B FEL AL , 7E2° ~40°2-0 A B P R F BL0. 013°2- 01121
K, & 40s (2554 TE) , IS ATH K 2 O(E 1) S RURE B BE/E 0. 2°2-0Y5 [l N , e 7 =
0.1°2-0E [ P o Rt , BSR4, 75 R 2 B 2R AT S B, ol e s . 8°2-0 b B LE =
A2, 2, 2- = O BEIE A AT S g T LU IAES . 6-6.0°2- 035 [ Y, flLit 7E5. 7-
5.9°2-0VE [ N .

[0217]  AE2h BoREEEHFHMH2,2, 2- =8 O BEF SR E AT E . R4
PEAH L) RS B3R -

BAHMLE ARst iR BAHMLE LEREY; &
[° 2-6] [%] [°2-6] [%]

5.8 100 21.0 44

9.1 3 21.4

11.6 1 22.3 7

12.5 3 23.5 14
[0218] 15.9 10 23.7 9

16.8 39 24.1 2

17.5 23 24.6

18.1 4 25.0 14

18.8 8 27.8 4

19.5 31 28.2

20.0 3 29.6

204 6

[0219] K4 L RA& T892, 2, 2- =9 QBEIE A WIAE2~30° 2-05 [l P4 (1) PXRD S S ATAH 1
(%) KEL YT B8 5 2 O 1) L RS T BE 7 0. 2°2- 05 BBl Y, AR 72 £0. 1°2-05E B Y »

[0220]  fdi N7 AR 2T AT

[0221]  FHFTIRMGIEWT AL EA& F442,2, 2- =M OBV &9 .20 ~30 CHIIRE T, H
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4em 4y PR FiBruker Tensor 27FTIRJGHEAY, fEMKIT Golden Gate™ Single
Reflection Diamond ATRh I ,icis% (1§ 2)) FTIRYGHE A 1 1061 , K B 5™ 9 i 11 A & DA
A AT 2t N 21 & WA 2R TH - 2R 5 I A R AR R AR 2N A B IR e s . i NI
FERE FVETS SIS P AU i B RS B B (R 20 &= 2em WE RN o R OL, ZEARTE SR R, K2
BT AR L, BN BLE 1623 em bR RASH 482, 2, 2- =5 L VA 7 S W 4 g
A LA ELAE1621cm ' ~1625cm ™ 2 [A] .

[0222] |5 R A K BII L -BAS F402, 2, 2- =R A BEIR F-E AR R HEFTIR G 3, If
TE N RS R AH N U 51 2

-4 D¢ 4 L 4
Icm'll [cm"l Icm'll
3248 1313 900
3069 1290 832
2933 1251 802

[0223] 1623 1207 767
1526 1157 747
1434 1106 711
1400 1073 679
1370 998 614
1344 952

[0224] 5. ARKBHEIL K& 2,2, 2- =5 LA S IRIFT IRIE 51 2% ; 9 5 s AL RS
Bl EEAE == 2em YEE N .

[0225] i 2 olgi

[0226] 4 2 GG ML R4 42,2, 2- =R OB S - FHRamanRxn 147 &G AX
FemmyePE R /NHIPhATHR L, L R HKaiser Optical SystemsH]250mmig KAEERE , f# FH I
HIN400mWAT 785nm Invictusiytas F15FD SIS (], 10 s h B el AER AT, B
dem 5 PRI 1850 ~200cm ¥ 6T o Y A AE 1Y) S RLRE B FE AR R 20 &= dem RIVE LAY
Uk, a0 IR AE 1645em A IR B7 2 W FEARAE SR AF R IE K 2 50hr B e A Bl I AE 1641~
1649cm ' 2 [i] . B8 R B A& F5402, 2, 2- =R O B IAFIS A E b & %3  FroR ot
HEFHOPUS 7.0 CRHEBruker Optik GmbH) , F| M H rubberband /7%, #AT AR IE, B fF
15 IEARFIOAN T LR il TRt T AHM 1513

¥ V&3 b2 /4

[l:m'll Icm"] [cm"l
[0227] 1645 1075 681
1587 1047 578
1501 1022 560
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1472 999 521
1436 978 415
1400 955 375
1343 919 322

[0228] 1328 902 293
1294 886 258
1252 862 218
1211 802
1159 711

[0229]  R6: A KM R T2, 2, 2- =5 L BEIE A WO 47 2 06 B 3% 5 I B0 S 7RG
P AE = dem YU

[0230] ZERAMEHGE

[0231]  FHDSCMEZELL RA&FH2,2, 2- = LB FEW), 1ZDSCHEMe t tler Polymer DSC
RAX A& 34T B FE i (2.95mg) 7R A % FLAR TR M A0T T8 8A Hh , LA 10K /min 33 & 25 °C
INFAEN400°C o5 A (R F38 B2 950mL/min) FE IR S4E .

[0232]  2,2,2- =5 L BEIE G YIIDSCHE 28 27 B8 (1) W #g , FL 4R iR JE 29 9104 °C L, IF
HVEAR IR FE 22N 138°C , Bl Ji5 A2 /N R W A, FL AR 461 FE 292155 C 9 G AE IR FE 20 162
C. ARG 5 HE T 2 A/ K F2 , BTl 8fd 4% A Ak BB T2 20T T DSCl 42 1) 4
o HA R RS EaCsa 1 A ST TR AH R A7 9, A4 HH AR 28 AT T 51 i
g, HR 4R FE2108315°C , I HIE(E IR FE£08322°C (2 WL SCH K 10) .

[0233] #hEEHSHT

[0234]  HTGAMLEZLL RAS 2,2, 2- = LB FIE W 1% 7 ik EMet tler TGA/DSC 14X
2 AT KRR N (9. 5Tmg) 7E FIAR 15 B P A 100 T 4540 dh hn b o B T 4R sk [ 3 2 25
T B ARE S LL1OK /min it 33 M 25 °C AN E1300°C o A B (W38 B 950mL/min) VE AR
Ak

[0235]  TGARNZE W7 : 7E R IA K Z9160°C IR T, ik K215, 8 & % , FAHMN Tk
£50.9mol 2,2,2- =4 L1/ mol bt A4S H (& WA LK 12) o

[0236] st fs3: & b RAK H AT/ Bl fhs /B v 48 =5 R Wi & SR Eh 1 X
=3l

B mg/ i |
[0237] %—E Ay
phFA4F Na B K I D5
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B f i 200
HiERFXETEYE D 28%*
BR 3
etk 246.3 113.2
[0238] LIER T L E 4 19.4 30.2
R g B4R 4.9 =i
EE¥ 323 377
LB & 3 700
Opadry I1 21
MBARA A ok

[0239]  *ZT-50mglt %+

[0240] k% T-25mg B v 48 5 iy i

[0241]  bb-RA&FPIERTT/ B bR/ B v a5 R et & SR A A = /a3 07
E NI BT R

[0242] 1 fL A& TN T TS FORi [ R VR &, TR A R R B E Ik (slugging) HHEE,
5 R AMRIEFNE G, CAUAEF= RS FE R T R A RKIEEY)

[0243] 2 ¥ B b ARy AN v AR 5 S Wy b\ SR 2h 5 UL (R R VR &, T R
S , I 5 RORL MR TE IR & LA 2 B A/ B v AR 15 LR e & SR M RIS
[0244] 3. % Fv, PAF=AEXUZ Fits

[0245] 4. Fy A AR, DA AR IR0 AR 1Y) 7 s A

[0246] 5. fudk

[0247]  "ROCKVEAN A4 P2 s A 25 I AR P2 N TP 3R

[0248]  LbR&FERIIHL M RKIREY):

[0249] 1. FRELL R TN T TR 77 (Gih 21 4k 22 A R FH AR A 4 30 ARTEZY
e EN T RIEL -RASFMER TR EE, FN DS A 4R HE,

[0250] 2 H43Ukilal o R IR IR BB N IR B R G 4 R G .

[0251] 3. R H¥R R SLHLEA5 2R -G ) FiE Rk, BOKA5 2IRTR GV E R FF 0 .
[0252] 4. AW NFSORL A M b £F 4 2= A TR IR BRI IR & o

[0253] Rt/ & v Ae 5 LR i B BIRE A KIR A -

[0254] 5. FRE SR Ath vie A v AR 5 SR it SR AR AR 7 (B 4 4 3R AR R
LAk 20 80) o AR AE R 1) 25900 2 & DR, D SRt Ath 2 AN B o 4 = S e ' SR L
() &, A R R A e = B

[0255] 6. {4 S gt Ath v A v A 5 S0 B i P ' S R INE Tl 41 4 21 A R R A 4 3
MmERE R G RIS .

[0256] 7 A4 35UkLIA) 4 B IR IR BB N IR B R G 2 R G .

[0257] 8. fdfF HVR a1 1K SEH LK 15 VR S Wik kL, B0K RIS IR G B R FF 0 .
[0258] 9. VR &MUk AN 43 (1) A R R B

[0259] & h:
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[0260] 10 ¥ E R TR RLH RKIBAEDIERINE — 2 B B/ B i wm T+
Y Hi et s SRR S 2o RIRA RTINS 2, & A 3R 60 77, DLl B A fil
FE17kP (JE ] : 14~20kP) o ff F700mg ) H #5 7 7l S &, F de & Bk RIR G4 il 8 323mg
P H AR EE R,

[0261]  fEAA .

[0262]  11. ] Opadry®II [ 7R B - X F O HEAT i BEE0 K , A H Ax F 771 55 & 386 03 %
(EH2-4%) o EA ENAHEH 2 /0, TR AR F .

[0263]  sijffsil4 : A L ARAS T AATE AT A A 71

[0264] B4y mg/ -
bR FENaE a1 52. 5%
Mim AR 246.3
A HRSR F AT-2E R 19.4
filf /T IR B 4.9
FrothE 323
Opadry II 10
A 7] 333

[0265]  *%%F-50mgll A% F

[0266] MLt RASFHAE AT IR AE 7= /287755 U G 2

[0267] 1 fbb A% T8I 2T TS Fowi () I T VR &, VR 8 R R B R B B8, I 5 ks 4
RIS LAAE =L RAS A U T B &k RIR &9

[0268] 2. F, LAr=E Fids

[0269] 3. Fy R4 , DA 7= A S0 A 1) 771 5 A

[0270] 4. %

[0271]  FOCTEAEN A P A A I AR PR N TP B

[0272] LRI FAVERTTER LR RIEED

[0273] 1. FRELE-RAEFAVE T TRIIE 7 (it 2 4 22 A8 B0 P L 4 4 30 ) AR PR 24
Ve &N TR IE R BRI R T o, [F R R 4F e R

[0274] 2 K5k (Al 0  FIAE R R B IR N IR I VR G 8 R IR & s

[0275] 3. | ¥ & I SEM LK A5 B FR &9 T2 AL, B A5 BV A V) R RS
[0276] 4. i NFIURL A b 4T 4 25 AR AR IR BRI R & o

[0277]  JEJFr:

[0278] 5. FI& M0 R 77, # b RS F AR T TR s 2o RIBE W 6], DLSEELH Ax
Tl FZ17KP (JE [l : 14~20kP) o 5 2 BRI A W R 1| B 323mg 1) H by f S HL &

[0279]  JRALAK:

[0280] 6. ffill & Opadry®II ¥y 2 % b ot BEAT SR LA, LA B A% Fr 7 E SR 3 n3 % (U
I N2-4%) FEA HIFIHEH 2 A0, TR A .

[0281]  ZFESafs]1:WO 2015/196116 ALEL-F#& 44N THIHI#%

[0282] —HM#AET0°C, KLt -RH& 5 (100mg, F WFRFEWO 2014/100323 ALfR) SL it 5142
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HW) T WF (3.9mL) H . 18] BT SR, INAANaOHZK ¥ W (IM, 220uL) , B A RS H R =
I, PR AR OB 1S B VR B =R T B2/ AR ST, dE e I S AR AR 2 BT, TR
BV AE2-8C i BT - R 77 i F S Wk, IR AE IR N B S T2 /N, 15 3B R A B4
(98mg, L) -
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