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L —FRAZEE / RE R A, HRHEAE T, R A2l 5 2K I 525 1 i, SRAZ S 2K
[i5] () B R BB A 1:0. 25 ~ 2,

2. MRYBBCRIELSK 1 Prik B2/ RIE B A1), HRHEAE T, SAZ BT 5 28 [ B 1 R 7K
A 1:0.33 ~ 1.

3. MRARBURE SR | ~ 2 PE— TR (R AZ i / RSB A4, JORFEAE T, BTk 25 [
T2 R R AR IS i B R AR [ AT A2 » JIT I () R AR 2 [ R i A= 3 8 EL I Ot A I R 8
AR 2D —Fh .

4. WRAEBCREER 3 Frik A2 / R IE 2 A1), FRRIELE T, P (8 R AR S i 3k 1
IR 27— O O ] 2 = [ e 7 58 T S0 (o] e [ 7 b [ e 7§56 I b g 22 /0
— s

5. MRABBCRIEER 1 ~ 2 PE— IR (A2 e / KR E A9, JHRHEE T, iRk 5 &
W& & A PR E o
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TP

a. FHEAZEE 5 R B T k2 LU R A, 0 NI B HLES T A, AT eI A B4
AR e 5

b. TEA1E B A A N HiHE, 2B A M, BRI

8. MRABBCRIELSK 7 PFrak (1)) 25 7715, JRFEAE T, /0 B a. ), 40 I BUEAZ i 5 25 ]
B, K AN [F A HUS R R, 2 S5 1RE .

9. WABBCRELK 7~ 8 PAE— IR K il & T ik, HARHEAE T, Irdk A WLl B =&
It LT I S 25 FRE S TR TR W1 DU S0k BT R 1 — ek 2 Ao
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B/ REBEESY

AR G
[0001] Ak I K — P& A2 IE / SR B i R ) S G 3 735, AR I BAZ R A 1
/ 2RI A 0 2 Jee = 2 Hh ) R Ak

EEHEA

[0002] EAZEE (paditaxel, Taxol) BEAT HE BT MR o 1, IR )32 H T 5P S5 A
FURRIE AR /N0 i S I A S 2 03697 . T HIL A T 7K (0. 006 1 g/ml), H AT
IR AL B 8 5 Taxol® K M Cremopher EL CGRE LB / LB (50
50, V/VORVR G dml %ff 30mg IEAZRERI . T 477 h &7 K& Cremopher EL,
Sy 5| AR N AR S EC™ E RSB Y ik, I PRAE I 55 347 R AU B v TT
BT 12 /BT OB ZE KRS 10mg, AT HT 6 /B FF ORI ZE K AR 10mg, Y37 T 30 ~ 60 438heh
TR I 20me FREVIRKES T 300mg B JEE T 50mg. BEUATUL, IR AT 5% ~
30% (R A ERAS [FIRE AL K O N o 6, BA Cremopher EL/ CBERGHS I 28 AZ B MRS T »
s RE S A7 AE W) BEASE T 1r] 0, G A8 3 P IR A B g v e (R b, 47wl et 2540, A7 AE%
xS

[0003] 15X SEAZ B S FRIAFAE I ), FSRAZ I BT JE 0 =R Ak, B N AR 255525 T
VEE IR T Tz HF BB 2 R A9, W S IR 7 SRS HMIRS 59 IR Uk R &)
[0004]  FRIKE LA ELREIE D SR AZ B A AL, (B T30S 2 KK 5 R 30" =N S &
Y, KRG 20 259, Rl 22 4R ReE NI IR .

[0005] i Jo R A7 AE AL B AR K A7 52 i I K B6 B J5 52 W HE 2D BB kA &
JERXE, AR T 20 SF RIS, (BB 2 IR R W= Bii e B PR (2004 4F B iDREHE
[FIEAZ BN TR 3 20 TRy B3 & 254 30mg, FIUKS i R A5 FH 5 i 5 i B 1) Ja
W SE A3 ST O B2 5 (BRI T rh (R B ER Y, ELIRIRE 75 R A I A AL 34, oK 1
DU H B B I AR

[0006] KT EAZE RSV A, B W AMIFFT R i BR, (H R 228 2% U0 5 i E AR
T s TR TIRAT, BRI T P A R & o AR, B A B 0 s 0 T R I, (615 8 G ol
(RIS R ARAT BIPIE R, (E K K R A0 5 SR A DA RS INAR P, LI R FH 251 22
AR D,

[0007]  SE[E ARl 7] 2005 43K FDA HEME TR ST H AR A S A LB B9k
Fi (X5 ABT — 007) J2Ie4A A (b Br & 52 ) 3R B Br &R AR 1 A2 BE B 7] »
HEAR T E RN A& AE R AW, B BAZ B % E 8 E 256 B g KokL, 40
B SRR VT S, A S A S T 100mg FH 1 B [ 900mg IVEST G TR . 5
S SR L, VRS B A B RS BE AN KR AR A R IR AE P A T T, 1D Ak R
AEr Cremopher EL, RV Bk T I 85 N, ik BT B A — R AN 7 282 ot 80 Ak B ) I
FHBVEAZBE B HIF) 520 b 25 1 PRAI S I 52 Pk 4 o, i R b 6 2 A P 3R ol 00 3 S 1
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1357 175mg/m’ $2 1 4% 260mg/m’, I R VA7 80 B SR TSR () S5 (BRI A
KA R A B K, ks B 5 R LE M ik 6200 70, FEIN_E A ) B IR R T4 o B
A%, BRI, BRI T R 2 A B R AL B AN KORL I PR S o

[0008]  7KA H S A L A2 R 250 1 i i T K 2 s 1A, LAORAR B IR 9 FLALT, 80
JEI LA R & 10 43 B P BRARAE 600nm UL N IRFLE . BT 2907 4E T W iliAH, B e S
IR B 23 S A, Bt v TR HE s 2 245 40 TRV fidf PS8 AR RH R o A 22 1T AN 1) S 80 A ot 371 1) ke
Fao SRR AEARAR L, WARTL R H oAb & AR # 5 A B 1 455 B A KR AR EL , TP
FL & A, AT R A 2 KR I PR _EnT BB AN S M 2 AT 7 (22 4. (R,
DAk FUAE R 3 R Jie A2 Bt il ) LA R A e o RV [l N b 2 38 XA B A 3Lk
1T T RELAR, (HEH T REEADERE TK, R0 L 3 IR (249 0. 25mg/ml), B
Bl & WAL 2 EAK T 0. 02mg/ml, H K BRI A7 i 72 70 25400 5) DI AHEE S 22K A0, 3L
ML A3 E B IR AR o S A AT I H s A AR IR PR, 22 4 B B bR BRI HE 2824 & it
PR KR AN A7 TR AR E (1R AZ B WA L7 o

[0009] A4 254 A0 A A s A BT L S TEAK M TR R AL T NV AL T AT R A, 3 AT
BEART “CEBZBEIRIUE &7 & “ LR LR A 0 b R Bk R 2 B AR 3L 54T T
T, FHHIE T IUR B T - HiE 54 200810168213, X [ “EAZRENR U A9 M HE S 4
200810168212 5 11 “ LIRS &4 4 v ()R IR 542 B P AL o

[0010]  200810168213. X 2 FF IR EAZRE NG B2 A4, PRIk I I BUb Bk R AR ER s O e T
K T R [ 1, A2 B AN I ROM R S R L9 101 ~ 19, B SR & ik
BAZEEN 1719 £ Lo DU NIR 0 T BUM B I, SR AZ B 5 I8 A B R R LB 2 1:1720 5 BA
IR T 2 A IR A LIS, SR AZ I 5 IR M LR R LE 2 102, 2742 5 LLIR R 28 4 IR B4 B I,
RAZIE SRR A R EE IR L) 24 1:2.1740), 1M 200810168212 5 23 FF (I ME AL FLFI, W) A2 LA
200810168213. X A FF RSB UE A0 0 Rk

[0011]  “EAZEL)G U G B (1), B 1EHE B R AL AR P SRS, O Ja B2 AL
A PR BB TP (AR o (2B ST R R, 200810168213, X Fl 200810168212. 5 & F
PERN IR T EAFAE LA TP

[0012] 1. LABENE A AR T B} il 28 52 6 0t , BN 25 s R B 8 ) s 8 3t (L K
A AT R 2mg/ml 2247, BE— DL m B i 5 AN BE 4k S48 R P A R s LUBEIR R A N
R TR A T 4 AL 8 2 B B KA AT i B 0. Smg/ml 2247, HUBUE 6 A H R ANER 8, Toid:
W IR IR IT 7K.

[0013] 2. DASIH & B 4 IR A Ak il £ 52 G W Ik, X 2450 e s 2k 508 R R B B0 T )T, 1E
FEL ] Tt R S [ B 2 T T, e R IR A R FE R 1Y) 119 3%, A7 AR 2 i dicam, (D A&
K A RE RN R [ i Y 8 N K 2 AE7E 300mg ™ 500mg (FHY T 172 MRS EE T &1
HEE B D, AL B IR B IR 25 2571 & 2 300mg, AR % 200810168213, X LA S 119 1H [& iz 52
H ) B ELHI TR, N B HE [ B AH 24T 300mg™5700mg, i i B CUAH 4 T 19 M, B B4R
s AFAEZ AR 5 (2) Hil& WA FLAHINICAE AT E S RS B 52 A6 0 Hh (R 2544
il 2 T AR LI N, AR e PR VA 7 71 B AR o2 R AZ R B, 6 R s i Rk 2 ey
WIS A4FL IS P s AR B B R AW B R 2 o 52 A I AH Y P RRURN I K 3 T PR PR A
A 55 1) 52 A0 ol 2 R o Y AR ek 7K 3 T AT 2% 4 ) PN DN, s R B A 43 2543 B B b
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AAH R AT T B 3 ZR PRI, HAT RIS AR LRI AT E . Z8X) 200810168212, 5 L4 fir
WAL FLIAT % 58, B RAL T 85%, 4 CIAF 6 A H i Ib Lh e ha e , (B A7 22 124> A i
HILEH S5 2%, bron & & T, 2R T BT 5 (3D & A & < JIR UM )
FH B a7 i) S R mp s ) P K 43T ) B 5 I TR, R B0 IE A =, AT B AT
=Yl

[0014] 4k, #F LRI & ) g SE Al b, 3RO M R B0 1R S, AR A It
PE IR R 245 12 A PE A RUCHER T v] s 1, AN FOE 20 K E R BT T, KRR A R &
HH BT T iR . AR A KRIL, TEAZ (0I5 b Rl A, 2 i CURRIS S
B A B AL IR UM k), BRI N S I I T R R AZ I 1) 26 B8 )ik, 500 i 2
] sz U ] K PR P 2 v 2D AE T P s A 5 o DA e B 5 81 B o 1 288 [ 1 524540 o ) 284
il 2 A BN AR FLF) R SR B R G4 B b, 095 0 AR LR AN 3 B sy, HLAG A
W AEAS GRS, W PR A 8 AL 2 R g AR T 200810168212, 5 BRI PR W AMFLFH . 4K
PSR BERERAZEE / RIE B S AW, R o S0 A L3RI i o ml sk R I PR FH 245 1 M 2
A B T RS A

RZIAAE

[0015]  AKREHE—A B IE TR B2 i / KBRS 59, H A2 IS 25 b R
TRV AT e AL S S B (K BE AR EE A 1:0. 274, 3% 1:0. 2572, FAR#E 1:0. 3371,
[0016] AR B FTIR KA / S [B I 524y, 2 [ 2 i BpA Ak DA AR SR [t Tt 42 o
HATAED R 2D — R Prad B AR W g (5 A e 7— ot SUH ] P COORR 7 SR H
B ) SR [ A B T L S S I 22 ] T 22 A ] e S8 ] e ey ] I 2t [ e by 5 T IR
(RIS [ AT AR A e 1 MEL PR O S PR R 3t AT PR o DI 20 PR 288 (] P A e DAy L[ e 7— Pl S
] 2 R 2 [ T, A 20 I [ e 2 o [ e o

[0017]  ARAIIEAZEE / REREE G, En] §HPUEMTRER . RIERPTE TR E
AR B AN A R B 4EAE 25 CLEDTA R Lk 4k 2% B AT b &b —Fl,
[o018]  AREHI 7 —A B BIAE TH A K I B2 B / R R 2 S il e& 77, ik
BAEE / REEEE SV DU N 773 1812 il &1

[o019] ik 1 KT 2K .

[0020]  a. ¥ EAZEE SIS BEIZ LLBNR G, N IE B HLE G, AL i APt e b A
SEF 5

[0021] b, {EETE R E AT T HHE, ZERAVUEH, a8 T .

[0022] Ui 2 KT K -

[0023]  a. M EEAZEE S RLE I, 23 S D0 NG B AN [R] A AL R A 4 TR & (T n
ANPUEA AR ER 5

[0024] b, TEGIE IREE A T P4, G0 i e e 7 R BT 2516 25 B A WL R, B0 0
HIFS

[0025]  FEAK BT & 77, Brid A AL Rk B A e QB P R PR N
Wi 18 L B8 VU S AT B R i — el 2 A s, mI ik B SBE AR S8 SR ATDY
APRI T —FheZ A Ik H 2 M VLRI, R RR I m LSRR S .
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[0026]  7EASJ B Il 26 T30, A LIS TR 25 ik o 3 ik e 28 e Bl 25 SR o
[0027]  FEA R B & ik, “H LR G ¥t A il FIR gy tH B2 g 5 2K ]
B (1) LU AR A, R SRAZ B 5 S8 [ B (1) R /R LG R 1:0. 274, f03% 1:0. 2572, BEARIE 1:0. 3371 ;
“IE B HLER R CIE R R R AT AR S 4 R R R e T AR R AL
5 R RR S &, ton, SAZEE 528 [ B A WE T I EE LU A B4R, W B
A 0.5716mg/ml, ik 1. 078. Omg/ml 5 “ & il [RHR & 45117 R IRIRE W] LAAE 25°C -70°C, fiik
35-55°C, 4l 25°C35°C . 45°C \55°CEX 70°C »

[0028]  ZEAS & BRI il 4% 77 V2, e 5 R PR B [0 R B 25 45 140 B T) 375 m] DA R AR STk R
N G 3 RS R A 5 » B A P s 8 (R B TR) TT LA 0. 5-3. 0 /NESF, 481 41 0. 5 /MBS L 1. 0 /]y
I 1.5 /NIFER 2.0 /N, FLA5 R ) AT DU 8 /NI 22 48 /NI, 40 8 /NI (12 /8L 16
/INBFEK, 24 N o

[0020]  7EAS & BH (1) il 4% 77 2, W LA BRI NI = Pt A A AR e ), B AR e I H &
ST AT AE H) 25 I8 U A4 h 18 R A I = — AN R AZ B 5 ] e 7 2 o i A
H 1% (.

[0030] AR HIETR LA K B IR AZ B / SR 1 B 526 ) 10 ) 45 /K B ol B A L) T 3L
7 BB FR G s ORI R A R o A 7R e S Ak L s R0 BT L) A 1 ek AN B
RITEAZRE /S0 W52 A W0Es T AR £ 453 B, R385 A 25 F T o B PR
I7 1% B 2 AR ML, IR HAR T AN E Cremopher EL, 22 4 A F T &5 v 41571
B FL R G IR AN R B PR SR AZ B/ R (8 B 2 G 0 T ImAH, NI 238 s P57
CRLAETRD B 2 T 375 1 751 (B LA 0D 28 45 30 1, STl b v 5 R I Bk 1 e 25, A T g
(I IRIATT o TR 45 ) 2 ] A o) 5] Lt 2 P B 8y 910 5, A 0 ok A O BH I O (1) SR AZ
/ KRS S, IMAZ570)5% EARVER 25 IO 215 20 5, HonT i 0 fkes 25 H T
JE IR G YT B S S i AE R RS

[0031] AU BHIESE A e BB AZ I / 28 ] B 52 6 0 A8 il 25 B 2590 B L Pk 1)
Jei 12 19 OF S FUME AR /N0 it SO E Bk SR o 1 mT DU B e s AR

[0032]  {EAC K B, 4n AR M EE Y, A ST FH R 2E AR AR RS DL 2 AR B A
52 B B AT T8 R RN S R A R R s L i SR R A b T LA B
K o Je Fe 5 BBl LA S B ANt Tl 2 A5 A S5 2 AR AR AR N 52 B 38 R i) L
FRPE A B IR nT A3 501

[0033] AR BHERAERIEAZEE / S B 2 AR i M B R LA -

[0034] 1D JIRJSUH BHH &/ il £ AR 258 5 8 BUM KL 26 58 45 A 290 A i s i R
33N B KUGE R R AT EE . SAYUR O AR E &9), BiE L4 200810168213, X /1
Hil 2 A3 BN I EAZ R E A WAR LG, A B 25405 JIg b Rl IS [ Bt () R R B A 1:0. 274, Pk
1:0.25 ~ 2, B4k 1:0. 3371,

[0035] A% BH P it B () 2R [ B i M) B o TR AE 384.6 ~ 414. 7, HILUIF L FEZ 5
K[ B E IR LA 1:0. 2 I, 6 R EE L A 1:0.0971:0. 097 s BEJR H Ay 124 5 BV 1)
Eb ok 1:1.8071. 94, B 244 15 25 [ B () BE JR ELAE 1:0. 274 FOARIE G I P, X B2 1) 22 = B A
1:0.0971. 94 AHNHE, 4 259) 5 S BE R BE /R EUALE 1:0. 2572 1, AL 1:0. 1170. 97 5
25 5 K [ WL PR B R B SE AR 1:0. 3371 IS, AW R E R L R 1:0. 1570. 49,
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[0036] 5 200810168213. X 7~ FF 11 N 28 AH Ll , A BH SR FH 2 [ 12 0 JIg STt L, 2990 5 i
A R B VS 1119 FE R 3 1:0.0971. 94 (kML A 1:0. 1170, 97), FRAK
THREAM B &, 45/ T HEGHE, &5 T EA W SB35 & (H 5% 50% 4 = 2
35% 91. 7%), HAThRERA PR EEAZBEYE 58 42 G, A I Th s A FEAS B e KRR B I i, DA AL S5
SENVAFLRIC £ o HE IR PR L B AN e 4R S5 = 25D E b IR AR

[0037]  2) JIRJFARAN &b ARG KA HERFIREE 24 300mg V154, B RN 1 I i 15 e ol 4
HIZE 27mg~580mg, L I K 33mg~290mg, 5 200810168213, X EH|H A K] 300mg™~5700mg 41
LE , S AT BE) B IR 5 N B R OR BTG, gkl 1 BRI T B K A N T AT e 5 | R ) 22 A Pk e Ao
[0038] 3 F T4 WAL LA i F AR e M AR BB AL = A1 A 28 [ B 1 ok
FBA R BB 1. 94 1%, RIEI A 0. 97 £, 3 Huw T HE 3 v i £ 7K A o S0 3 L 77
B, P AR R R G B B D, A T E A R I A A AR e M e 2
FeEtE. GBI, LLAS R B I 526 4 A v 1A) 28014 ) 48 B Al L), A B 28 19 78 90 %6 LA
b, 4TI AT 124 H ERRE, 110 200810168212. 5 L A1 Firads i sk L A3 - 7F 65%-85 %,
4°CIAE 12 S H I B2 EI%, 2B 5.

[0039]  4) ZAPEiRE 5T @y AR L, LA R B R A2 I / 2R [ i 2 A4 A
B 28 A i 26 I ARFLR, b 77 AN F Cremopher EL, % T Cremopher EL 517 /™ B L HUx
N, BRAR T et 385 1 I 52 5 & .

[0040] "~ T H4 2 L A P 0 P R St 9]k — 20 TR 4 o iR AR e B 5 (B AR STt R AR N B Y
PR, AHAS R BH AN PR T3 S8 S i) LA S AT il 46 0735 o 1 HL, ARSI AR N R T A8 &%
BH IR AT LIS A R BHEAT A FE AT S R e AL A o R BRAE A, (IR LE H0 (0 R FE A K
B ITE P

B =135 RH

[0041] 1 RE 3 AN R EE IR LUK 52 G- A B 50 1% DSC il 2k ]
[0042] P& 2 AR5 6 (1) X— GTERATH K

[0043] & 3 AR5 M 7 BILLAM IS

[0044] K 4 [ 4-1 AREH] 8 KR HMEIE K

[0045] & 4-2 X444 8 1) HPLC (g bb i (U 1 A AZED

BiExiA N

[0046] 4% S jffs

[0047]  SIjifs] | SKAZ I NEE 9 254

[0048]  HUEAZEE 9. 0g, JH[E I 0. 81g B T EHE 78 A, AT 3000m1 K H s ik, 18
A0C IR FBERE 1 /NI, B R R HE 78 IO, e 28 R R B, 28 40 C Ul LS T8
12 /IR

[0040]  Sify] 2 SKAZ I NEE B 2 54

[0050]  HUEAZHE 9. Og, HHIE [ 0. 99g B T HEHe 28 A A, I DY SRR 3000m 1 45 Fo s i,
1E 25°C IR N HEHE 1 /NI, B 22 e 28 R A0, g 28 B R R an]» 42 25°C o JL 51
e 12 /N RIS
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[0051]  Sjitifh] 3 2EAZRENH A BE SR A4

[0052]  HUEAZEE 8. bg, IH[EEE 1. 275g B T = MM, I A VU SRR 3000m] 44 HL#sfR , 76
A5 CHR LA T HERE 1. 5 /NI, B 2 BEAE 28 A, B 28 RIE R, 28 45 CIj s A
T 16 /N RITS

[0053]  SEJtafhl 4 A2 REH [ B A )

[0054]  HUZEAZEE 8. Og, JH[EEE 1. 84g B T =AM+, IATIE 1000m] K¢ Hows i, 76 35°C
TR AAE T L /NS, B 2 e i 7 R A, e 75 R R BR s ) 48 35 C R FL A3 14 10
/INEFRIAS

[0055]  SEjitifhl] 5 A2 REH [E B SR A

[0056]  HUEEAZIE 7. Og, HEEEE 3. 15g B T = MM+, A TAE 32500m1 ¥ H5 &, 78 50°C
TSR T BHE 2 /N, B 2 e i 2 R AN, e 2 A R BRI ) 48 50 C R FL A4 15
/INEFRIAS

[0057]  sEjitifhl] 6 SEAZRENH [E B R A

[0058]  HUEAZEE 7. 0g, HH[E EE 4. 2 B+ =AM+, A 5000ml (] £ B4 LR, 76
55 CIR L4 T HiHE 1 /NI, B R 28 R AN, e 28 RIE R, 48 40 CIUR LA T
B 15 /NP RITS .

[0059]  SEjitifh] 7 EAZRENH [E B R A

[0060]  HUEAZIE 5. 2g, HH[EEE 4. 73g, B T HeFe 25 AL, I 3000m1 (1) — 5 et Hos
fift, 75 60 CULRESAF T B 2. 5 /NI, B 2 e i 28 R AN, T8 5 28 IRV BB 1), 48 55°C I
B T4 15 /MRS

[oo61]  SEJfs] 8 SEAZWENH [H BE 2 A4

[0062]  HUZEAZEE 5. 2g, IH[E I 4. 85g, 4 E 0. 05g, B T HEH 7 R OCH, A 4000m] (1)
VUSRI A HEVE AR, 78 A0 CIEL B 4/F T HERE | /NI, W858 05k 15 /N 25 B 711, 48 55°C I
JEEAS T 15 /MR,

[0063]  SEjtifhl] 9 SEAZRENH [ B SR A

[0064]  HUEAZEE 5. 1g, MH[E B 4. 95, B T HEHZ R ACH, I 5200ml (1] £ BEFI ST
(KR A WA HoVE iR, 48 A5 CIRE 4 FHEE | /NI, B ERES 28 R, BedE 28 R 2w
7], 48 65 C Yl H B2 T 15 /N RIS

[0065]  SEjitifsl] 10 SKAZEENHE R A4

[0066]  HUEAZEE 5. 0g, H[EEE 7. 51g, B T HEEZ R AU, I 5200m] [ L BEFIARLU T
(TR A YK L i, 48 45 CIRE 4 R PERE 1 /NI, B e 28 R AP, etk 258 J i 2 B v
7], 48 65 C ki B2 T 15 /N RIS

[0067]  sEjtifsl] 11 SKAZEENHE R A4

[o068]  HUEAZEE 5. 0g, H[E EE 9. 10g, B T HEHE 2 R CH, I 5200m] [ ZBEFISUT
(TR A s SLvs iR, 48 45 CIRE 4 R PERE 1 /NI, B e sE 25 i A, etk 25 e i 2 B v
7], 28 65°C ke B2 T8 16 /N RIS

[0069]  SEjitifhl] 12 SEAZEE /7- Wi SR LE B 2 459

[0070]  HUZEAZEE 5g, I 7 Bl H [E B 0. 55g, BT BeFE 25 & A, i 500m1 1 TR fi 4
LR, 76 A5 CIRE A T HLRE 1 /NI, B R e i 725 A, T e 758 IRV 22 R oml, 48 65°C

8
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PR LA T 15 /M RIES

[0071]  Sjitifhl] 13 SAZEE /7- WL EURLE B 2 59

[0072]  HUZEAZEE 5g, M 7 Wi IH [E B 4. 85¢, BT BEFE 25 & A, i 500m1 1 TA] fi 44
LR 78 A5 CULE A AF T HLRE 1 /NI, B 2 e i 25 R AN, T 75 IV 2 RS 3R, 42 65°C
P LS T 15 /N RIS

[0073]  SEjtifhl] 14 SEAZEE /7- WEEUNRE B2 A9

[0074]  HUEAZEE 5g, A 7- B NH[E EE 9. 70g, B T e 28 & A, i\ 500m1 T4 i 4%
SR AE A5 CIRE AT T HLEE 1 /NE, B e 78 R AU, L 75 RV BRI, 2 65°C
TR I T4 16 /M RITS .

[0075]  sEjtfhl] 156 KAZHEE / 2 MEEER G Y)

[0076]  HUEAZEE g, 22 MBI EE 0. 54g, — [FI'E T HEHZE R0, I\ 500ml (1) 74 BiK HAs
fift, 76 A5 CHLEE AT T HUHE 1 /NIy, B8 e 3 2 AN, e 28 LR BRI, 8 65 C bl
BTG 15 /RIS

[0077]  sEjtifhl] 16 KAZHE / M EER GV

[0078]  HUEAZNE bg, 72 MGl BT 4. 83g, B T HEH 28 AT, NN 500ml (1A B4 o i, 76
A5 CHR LM T HERE 1 /NI, B R IE R 28 AN, e 28 RIE L REE ), 48 65 CIUR LA T
15 /NP RITS

[0079]  SEJtifhl] 17 AZHE / ZMAEEER G Y)

[0080]  HUSAZHE g, 22 G 9. 10g, B T HEFL A5 R ACH, I 500m1 (1A B A i i
A5 CHR LA T HERE 1 /NI, B BRI 28 AT, T 28 KL BRI, 28 65 C I A
e 15 /N RITS

[0081]  sEjfifs] 18 KA HEE E AW

[0082]  HHUERALEE 4g 35 43, 2 BIIIAJEES 0. 5g.2. 0g.3. 0g. 4. 6g I 7. 70g, & T ek 7%
KA, &N 1000m1 F 75 B4 LV fil, 76 45 °CHR 4 R IERE 1 /NI, B & e dE 28 R AL
o, e 7R R R, 45 65 CHUEELS T4 16 /M EITE .

[0083]  SEJtifhl 19 : LIRAZEE / SS1E B 52 A4 g v [ AR (1) AR FL 7

[0084]  HUH it 25g ¥ T4 720ml 35 /K A, InFA A 40-60°C, InAKE HI K &2 URBENE 158
FyAIE VU (188) 30g, B 20 LA WML A AL 3L, A8 B35 51 K AR TR FRAE LI T 5 9 70 B U SE
) 1 22 S As) 18 W A I / 2R B i B A DI i (R S A2 B 500me), I 200m] K&
T, AR 40 ~ 60°C, HIRGHAH « FEBEFESAE TR KARGE I 23 AH , P18 i &)
WIFL o HAIFLIRGE S 2 i R B L ¥ R, A 0. Imol/L ¥ #hER 115 pH 2 4. 0-6. 0,
H 7K 2 1000m1, B4 HBFLIEL, 115°C KR 30 380, RIFF225 80 0. 5Smg/ml IEACELF .
HOERL I 2 S0 5 , SEHRIAE N 125nm” 150nm.

[0085]  Sjitifh] 20 :LARAZEE / SSIE B 52 A4 A v (R AR 1) AR FL T

[0086]  HU H iH 12. 5g ¥ T4 300ml 3 5 I 7K v, I#A AR 24 50°C, in A kS il 5 1% O 2% T
7. 5g AV VLU (188) 15g, B A LN AL EE, A 3 S KAH, (RFFAE AT 5 sk
A5 51316 [ ZRAZ IR / 8 [ B 52 A 0 B GRS T =42 15 500mg ), AN 1256ml HH K &2 7R
rh R Y 25 R R A R TR AT, INFAEI 2 50°C, il B « ZEPEEE S TS KA ZE S N
F A, R T I AW BRI FLIRGE RS RS & RIS LR 8 R EUK, A 0. 1mol/
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CN 102811706 B OB B 8/22 i

L IR B2 pH 2 4. 0-6. 0, IFIN/K & 500m1, W S4B SR, 115°C KB 30 734h, RI#3452
FOA 1. Omg/ml FOERICALT o SOk FEIN 52 A0 52 , “P-35Ri 4224 230nm™ 250nm.,

[0087]  SEiifs) 21 « LASEAZ Fi 288 W] Wt 52 5400 oAy A 1) 2304 R ST A L)

[o088]  HH ¥ 12. 5g ¥ T°49 300ml yH 5 7K Hr, InFhze 55°C, ARG Hil K T ONEAR 7. g
FyAIE VLA (188) 16g, B R FGFFNUAL B, A 3 S AKAH, IR FFAE LI E T 5 55 B o) 1
2 S 18 H R AZEE / SR R A IE B FH A T8 A2 600mg), I 125m1 K3,
INFAEN 55°C, HI AR . TEBLFESAT NG AKAHGZ S M 2 A, R R A8 TR 38 5101 5L o
AR FLIRTE RS 42 = PR ML ¥ R EUR, B 0. Imol /L IR BV pH & 4. 0-6. 0, FF 7K
% 500ml, AR A FLI, 115°C KB 30 4380, BIfF4 25 =24 1. 2mg/ml FIEALFLF . BWOLK
FEE I 52 A 5 , SR A2 125nm” 133nm.

[0089]  SEiiifs] 22 : LSRAZ IS B Wt 52 5400 Ay AP TR) 2304 (1) S A L)

[0090]  HWHH 12. 5g % T2y 300ml yEGT HI K, ik 60°C, MAXEHI K 0N/ 7. bg
FIVRIR VDU (188) 16g, B A 2B WENLAL I, s i A8 i 38 51 KA, IR IR E T s 70
AESE a1 2 s afe) 18 rh R AZ IR / R RE B A id i B TR A2 EE 1000mg), i
150ml K&, AR 60°C, Hil e AH . EBFES M TR KA S22 NN 22 A, S e
TR I SIHIFL . KSR R 22 v s 28 Bl b ) Bk, H 0. Imol /L ()R BRI pH
£ 4. 0-6. 0, 7K 2 500ml, A4 FBFLIE, 115°C KB 30 708, BIFF4 25 &8 2. Omg/ml [
EARFLT o ORI 2 G 52 , P3R4 128nm™ 14 1nm.

[0091]  SEifs) 23 « UEEAZ e 28 8 Wt 525400 oAy A TR) 28044 ) = L)

[0092]  HXSEHER] 20™ SLif) 22 44 (AR 4 K AL BRI WA FLAE =, I 3% (W/VOH
T B 2 0. 22 TOK LB I T iR I U8, ¥R TR RIS

[0093]  SEJitifhl] 24  LASEAZ RS B B 52540 0 Hh TR A4 1) B AL )

[0094] 73l S tifsl) 1-18 W SRAZEE / S IR G ik & OF 4 T8 A2 100mg), A
el 5ml, BEREE AR, NN 1. 6ml PEG400.0. 5ml 38 80, Pidki 4y, Ri4534505% B i B
FLRS

[0095]  HY b3k BTUFL R 4L 10ml, AN 5% 545 BH 5 22 50ml, RIZITE bk 3L, kide/h T
100nm,

[0096]  SEiifs) 25 : UEEAZ EE IS B W 5250 A A0 TR) 804 (1) IR 3571

[0097] A3 HNSEJfe] 1-18 W AZEE / SR R R G W)id /i OHH Y T A2 BE 250mg), e 2
Shf S, 1T,

[0098]  SEJiifh] 26 : LLEEAZEE S B W 5250 A A TR) 80 A4 (1) 7 771

[0099] 3B SK ] 1-18 A2 iR / R E G WiE & 2 TR AZEE 500mg), AU
bm £T 4 2 500mg, FLHE 500mg, fifl Ji5 FREAIE &, TR-A TR A, B, He RS 4 100-250mg [
Jr il

[o100] X E 451

[o101] 564 1 -

[0102]  "P[E L HIE 200810168213, X LR A F HIH A T REAIE

[0103]  $% 1 [E &R HiiE 200810168213, X &Rk (NG B4 Bk B H &, 4371 LK 5261
fike e AR 2 A g S Bk, 2590 5 R SR R B B LU S AR 1:1.85718. 5, il (S EA
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W), 2K S M SR (CLREFAD, 15 KRG E A1 S S BT i,
[0104] 3 1 200810168213. X LHIAHE S WRATES R

SAYAR SR/ NE SRR KSR
FEIREL C3 dad (mg/m1)
1:2 1:1.85, 0.68
£ 47 0 1:4 1:3.70 0.75
1:6 1:5.55 2.12
1:10 1:9.23 2.32
[0105] 1:20 1:18.46 2.25
ERE/ B R 1:4 1:1.82 9.04
1:6 1:2.73 8.87
1:10 1:4.53 9.15
1:20 1:9.06 8.75
1:40 1:18.12 8. 69
AR / / 0.27

[oto6] &5 R Box, s BB KA E &1 5. 55 5 IV, W TP, A8
2.1272. 32mg/m1 ;1 I [ e FH & £E 48 A2 T ¥ & 19 1. 82718, 12 % 90 [l 3, ¥ At FE A 52 £
8.7579. 15mg/ml, 47~ LUNH [F] B A JIg JBbA Rk ok 24 47 el o 3 ik P58 1 e A SR BH 20 T W I
LR ] e ) FH Ak — 2 PR A 1 2 1)

[o107]1 LG4 2

[0108] AR BHFIEAZEE / 2K [0 HE S A W)LE I i i B2 1 52 e (R 2= 2 A

[0109]  SEAZTE 5 S IR0k} EL 5]

[0110]  FREUERAZ B 4g, 1% F 3% 2 WO BCRLEL 1, 43 590 o N JE ) L 7— it &0 1 ] s ofn 22
1 T, — [FE T HEE 28 R AT, &N 500ml ¥ T8 B FL s AR, 76 45 CHR B & F T B
1 ANEE, B R R A, e A R TE R BRI, 4 65 C iR B TR 15 /B R
BE5Y. WEAWIER, 7 ml A E S H KT 208,60 C /K% N 1h FF4R 4, 15 2
0 R 5 R, BRIk v, R I 2 908 VR B, UK S E AR S N 20 1 Ly NGB B A, L
Kromasil-C18(250mmX 4. 6mm, 5 b m) 4 EL i AL, L - 7K (54 :46) A FLshAH, W& 1. OmL/
min, KO AS 230nm, {HIZEME , THE A RECAEY) M PSR, SRR

[0111] 3R 2 JAZEE 55 [ BBk} HU AT T 525 ) e 2k 4] 52 Wi
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CN 102811706 B OB B 10/22 T

K [ERERE AR ARG/ BERL KPR
IR HhtEE (mg/ml1)
i 5:1 (1:0.2) 1:0. 091 7. 66
4:1 (1:0.25) | 1:0.112 8.25
3:1 (1:0.33) | 1:0.151 8. 56
2:1 (1:0.5) 1:0.225 9.14
1:1 1:0.453 9.49
1:2 1:0. 906 9. 06
1:4 1:1.813 9. 04
7 R 5:1 (1:0.2) 1:0. 090 7.47
4:1 (1:0.25) 1:0.113 7.93
0112] 3:1 (1:0.33) 1:0. 150 R. 77
2:1 (1:0.5) 1:0.225 9.21
1:1 1:0.450 8. 85
1:2 1:0.901 8.69
1:4 1:1.802 9. 12
AR 5:1 (1:0.2) 1:0.093 7.23
4:1 (1:0.25) | 1:0.116 8. 50
3:1 (1:0.33) | 1:0. 155 9. 26
2:1 (1:0.5) 1:0.232 8.78
1:1 1:0. 465 8.59
1:2 1:0.929 9. 11
1:4 1:1. 858 8.73
FRREN / / 0.27

[01138] &5 R B, 2 5RAZ B AN A [ B 1 B K LU AE 1:0. 274, R 2A ] e 1y e K ) 24 ) AE 4R
2B PE IR B 4 A5 LAE , 259010 i s A R A9 31 s KRR LA o

[0114]  HAZEEIR AL

[o115]  DATA Al A S i 711), SR AZ I 5 L ] e (X 50 R BE R LA 101, RNV FE A 35°C, R W
FIA] 4 0. 5ho ZELRAZERIRE N 16. 0.8, 0.4. 0.2. 0. 1. 0 F1 0. 5mg/mL X & &Y 44 45 R 11
SOl g5 LR, BAZEE KK FEAT B S WA i s A s A B L, DL R 3R

[0116] 3K 3 ZEAZEEAR KX JIH [i] et 53 5 40 e s 1k (4] 52 Wi
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CN 102811706 B OB B 11/22 B

SRR (mg/ml) KPR (mg/ml)
16.0 8. 89
8.0 9.21
[0117] 4,0 9. 58
2.0 9. 47
1.0 9.39
0.5 8.44

[o118] RIS 3 SAZEENAE LR S0 DSC 2Rk

[o119]  REGAEM -

[0120] @EKCRE ;

[0121] OHHIEIE%

[0122] BAEE / SRS 59 GRIG] 2 BT 38 2 Pl & 269, BE/RE A 4:1, 311,
2:1,1:1,1.2,1.4>,

[0123] @ FAZEE / H[EEE W PIRG V) (% B -5V AHFEIR R R k), 4 0 & B R A B
13, H X0 5

[0124]  RIETTVE R R ZFH R IE (DSC) %2 DSC ZRISE, W F 25 ~ 300°C, FHE.
M 10°C /min, Z/SAIE 60ml/min ;DSC #h £k WL 1.

[0125] RIS EE R BN TN RS Oy 225, 7°C, JIH & IR AT 150. 9°C o 42 AN [A] L 15
T2 BRI AP VRS0 5 T ST ) R AR AR S8 AR R AR U, R FE 4TS R 149-150°C s B A2
[RIR FE B R A T /D B A, (R B REAE TS ARAT AR, $R7R P R T SR BIR & IR G
V)R RS T e e A AR S TR LR B 2 I T AT T A B P 5 s, 24 [ i
a5, RPN 43 BOR A 7 A — 8 5, Ao A2 B () B R iE i A2 1 T2

[0126] & AN [F] LU A3 il 45 () 52 G40 vh, JE ] et ) R SRR AR 38 R A2 T BH R, SR A2 T X
PR R RmNE TR E S

[0127] RIS 4 SAZIENA S L5 -G WIAEAS RO A0 (R e =5 52

[o128]  HUIRE M 2 I F 3R 2 A2 EE / N B 2S00 &, 43 N E S R S L o
e (MCT) RSl /MCT (1 1) JREH, MR 60°C, BiHEAT 7870 1R-5 AR, 60°C /KN
A Lh, T AR , il e VA, BORE I 98, PREX S80S =, oK SR Ja K
FH HPLC VAN 2 , tH R S P AR A s N HURE S &, RIS SR . B E AW
55 OB 25 IR 1 P AT B, 5 SRR I, AR B A 5 TR AN ) bG48 PR AR [ 2 525 ) 35 mT 4 v
AR PR, WK -

[0129] 3% 4 fEYh b 25Vt FE U 2 25 R (mg/mL)

[0130]

#i%) / PETE 5:1 41 3:1 2:1 1:1 1:2 1:4 A

KEH 7.66 8.25 8. 56 9. 14 9. 49 9. 06 9.04 0.27

13
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HH B 20.25 26.21 ] 26.47| 26.45( 23.54| 27.69| 27.69| 2.37

TR * 15. 01 13.87 | 14.02] 16.56| 15.50| 16.89( 16.89 | 1.36

[0131] & VRA W * A K&/ heEm (AR 101D BFREY.

[0132] RIS 5 SAZWENA A B 5 G WIAE 1 B P IR A R 2% ¢

[0133] MWK 2 P RSAZ I / IHIE e 2 A& &, B T 50mL HE M, N IE=FRZ 10 10g,
B 25 CIEEIRG 25, ¥R 24h, 13 B BRI . HURE BmL, A 0. 45 u m JEME IS I8, B8
WIS R, FTC/K SRR, $ FER AN 0 Y66 BEVERAR TR 52 , VR BEIR S ) FE [ i R 54
TEIEF I A R R L, M 45 R 5B AZRE LI, 55 AR, AS[R] L A5 R [ B 52 & ) 38 w]
PE R YAE IESF B, W R

[0134] 35 \ESFEE P UM IE S R (mg/mL, 25°C )

[0135]

Zi%) / PEE S 4 :1 3:1 2:1 1:1 1:2 1:4 LA

RIS 23.59 24. 28 20.70 25.83 28. 32 32.41 8. 86

[0136] A4 6 SEAZRENR[E LS A X— STERATHS 73 B (XRD)D

[0137] U2 < SRAZ T, JIE o] 2, 50 A2 T L 0 52 6 4 CSE A1) B RO D » SR AZ T A [
T ERIR A BEIREE A 1: 1),

[0138] A4 < Cu—K 8B, Il e 40kV, 3L 200MA, fTHIYERIN 3° <20 <60° .
[0139] I & L X— 5 S AiT S0 o2 45 SR LB IR 2.

[0140] &5 JL 3% B, 2 A2 B 1V 'Re 1iE AT S0 06 7F 2,4, 7 5, TS M1 (2 0 ) 7 5. 480, 8. 840,
12. 180, W§EBRE Ay 23567, 11319, 13277 s {H[F B ¥ S S AT S V2 7E 1 5, T4 M 7E 5. 160, I
5P R 35506 VA W) B RE A KRR AT SN U AR BETE 2 G B, 2 RS B S I
T () TR B N 5 10 A AT S B I e A2 T AR AR, BRI [ 5 1 (R I A 5 0 ik
KRR TS B o, T AEAT ST A R 15. 240,16, 759,17, 160 FI 17. 960 &b HU IR T 57 IR EAT
U5, 7T SR I i O 4492, 3588, 2604 T 3186, % T 4842 I AT IH [ % 4% [ (160 5 A oy 5o 0
o RFEMEAER GV USRS BTG 2 RS2 5L

[0141] A4 7 AL REH A B2 2 A LM REME (IR 4047

[0142] A BEUCERAZ B B G A2 B IE I R A (St 5 Fp R EE R 10 1 HIAE AR,
SN2 5 I o (K A PR S BEAR B R 1 1), SR BRALA R Y, 75 400 ~ 4000cm—1 Y5 [ Y
FIGLL AN, 45 58 WK 3.

[0143] 2T 4MEITE TR, A2 S BURRAE R IS0 06 4y 65 C = 0 4F 1733, 8em ' FH 1714. 4em
PR P A2 0, BRI SEAE 1646, dem ' AL FIFRFEIE, DL AE 3300 — 3500cm ' %L
AbF2FE O-H [ e a2 W Vg 5 JIE ] 2 21 A/ ' i = SRRy FiE IR UG 2 2933, Tem ', 2901, Ocm
F112866. 4cm ' PELAL LR C-H B IH 4 4R 3 DL R AE 3402. 3em ' AL 72 ZE A 45 4 3 Wt
W UEE ) BEIR S D IR 214 D1 DR A g L[] Tt 5 3R B 5 MR WSOV 1) 28 I 17 26 A PR R AE IR
WU T e 2 T AR Ak 5 SRR TR A e 5 R I e 2 P R IR WA W T R A 1 A Ak Bl e 25 v R A~ 24
WA, 1724, Tem b — RSO B 55 K (1)l , I I 2k R S5 V6 E 1646, dem ' P AR AL g 7Y

14
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P AL R P PR JEAE 3432, 9em ' IBAIA W SO0 Fy Ve R AR 5, WROKCSR E 3G N . LR B, 48
2 T 1) T B 2 ] 5 ] et (PR 2 (R RT RE R AR T 4 FIRIAR AR TR T — R 259
[0144] 5045 8 IF[E B 52 G4 SMRIBO LIS (UV) J HPLC (505 5%

[0145]  HUEAZEE X CRAZ R NA (BB 5554 (SEife) 5 TP /REE A 101 AR, 43 il T 0
KB, LLTE/K LB 25 [, 48 200 ~ 400nm J5 B P 3T R AMAHE, 45 T LI 4-1, 453
K, B S R R A G RS AW RN IE— 30 R E S A2 R 1) R 2k
RARANR, B @i oy 7 AVE R DA BL45 5 TR 2 A5 FERTE BUB AL 225 .
[0146] 5 HU iR SEAZEE R AZ B NA [ B 52 A W ) SRS 20 v Ly AN VRRH B4, LA
Kromasil-C18(250mmX 4. 6mm, 5 b m) A (154, & fE— 7K (54 :46) R HishAH, i 1. OmL/
min, KIS 230nm, fKIEIN E , 10 S EL i OR B I TR), 45 58 WP ] 4-20 S5 R 8, AZRE
R A2 B I [ B 2 A 0 1 R R B e 1) 58 4 — 30, SRIAAE R P S R, B &
B SRR R

[0147] RIS 9 SEAZEE / NHIEERE AV R A e 175 %2

[o148]  HYSEfife] 1-18 il 2% (K1 254 / R [ BE 525 W [ 148 R, 78 25°C 441 N A7, 52
WIEURE, 5822 AW AR Ak o N Je 7K T il 6 3 W B RS VR, 2 X 20 1 Ly N HPLC A, LA
Kromasil-C18(250mm X 4. 6mm, 5 b m) A %A, LI — /K (54 :46) A HLshAH, W& 1. OmL/
min, K AS 230nm, WE & & A, S5 REM, SHIAAHEE, S8 & B R it e
AL, FTEASE -

[0149] 3K 6 ‘FHAZEE / RIHFEEE R S YK AFAs e T

i BE /1t 1) S HR(%) BEEfR =4 (%)
25°C 0H SEVIFN 98. 057102. 10 ND
IBE SRR I 98. 257102. 23 £0. 2
(0150] 3H H kK 97. 787101. 74 0.3
6H SHy/iF N 98.907102. 36 <0. 3
9H EjviF N 98.557101. 76 <0. 2
124 ERERAP S 98.367101. 87 €0.2
24 A I E AR 98.717101. 88 <0. 2

[o151] X564 10

[0152] RIS 10-1 B ERFEEE S5

[0153]  SEEE AW 1T LR E G 6 AR BRI HE ALK, % FIH & 7- S [E
Wi R 27 £ [, )45 S8 A2 / SRIE BE R OR EE A 101 2 1 A AW, BAREI& b8
BE AN B — R B T = Ah, IONTAER 2000m L K H5Ad, 76 40 CHLEE &4 T Hide 1/,
% BT 2 RAN T, T 28 AL R BRI, 4 40 CI A T8 24 /DINFEIAS .,

[0154] ZLE AW 1 ~SLR AW 4 :3% 200810168212. 5 LRI R AW ARLER, &
FH S8 I R0 IE [ 9 A I SR ), % Bl AR IR 7 i 4 4 DS L B AW T AL, Horp
SR NGBS EEREL A 1:6 F1 1 <10, SAZHE / 0 [ B 525 I BEJREL Ry 1:10 A
1:20. HUTFEK,

15
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[0155] R 7 KAZIE / HHIE EF 2 G WA K

[0156]
s /R AR BMEE | BRI E BN/ IR TA B
okt £t ) FER L

LR E AP IR 8.0 g 3.6 g 1:1

L HEY2/ IR 8.0g [7.2¢ 1:2

S A3/ T- AR R 3.0 g 1. 36g 1:1
SIS A WA/ T- TS 3.0 g |[5.406g 1:4

SIS A5/ 2 AR 3. 0g 1. 40g 1:1

SRR A6/ F AR 3. 0g 5. 58g 1:4
ZEEM/ wHiE 3.0 g 16. 65¢ 1:6
ZWEaw2/ Bk 3.0g |6.78¢ 1:10

SWE A3/ IRERE 3.0g 13. 5¢ 1:10

BICE Y4/ PR 3.0g 27. 18g 1:20

[0157]  RKEGHI A5 10-2 : LUK AZ I RA [ | 2 -5 oA HP TR B AR 11 58 AZ N A 7L 57
[0158] [ Ab7 4% ]

01501 457 WAL WAL WRRELAS R4
SCEE A 145mg 290mg 580mg 1160mg
e v 2 2. 4¢ 3g 3g
TSP (188)  1g 2g 4g 6g

0160] Hrh bg be bg bg
KEM 40m] 40ml 50m] 50m1
FERHACIE  200ml 200ml 200ml 200m1
<8 o 200m1 200ml 200m1 200m1

[0161]  * SZIGEE AW 1 ASLHEH] 1 h &S B EAZEE / IR BEE R LN 1 0 0. 45 15K
BEEY 1.

[o162] [ il 751k ]

[0163]  JHUiF ST /K2y 130-140ml, #4077 &I SE B OB e vavs b4 (188) FIH M, &
LR 73 B il 38 5 KA, InFAZ 40°C, £/

[0164]  ZALTy EEHUKE M, IR 40°C, FRECE I 1 il iR A2 BB R 59 1,
W PR G b, BN 2 U R A

[0165]  JAEHiHESRME T, B AKAHGE S I 2 iAH, LL 10000 % /min B Y] 5min, ¥ %%

SIRIFL, IR 2 m RIS AL, 5T 6 4k, WS A R ELEL A 0. Imol /L EhIERZ I pH &2

4.040.5, FF 7K ZE 200ml, #£45], /0%, 115°C K EH 30 708, B115 .

[o166]  WEGAFL 1- ATl 4, FLALTH CERE SRBE AR H & 23 0l o WA 3L B 1 1. 0% (g/
16
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ml) 1. 2%(g/ml) \ 1. 5% (g/m1) FI 1. 5% (g/ml) , By FLALTTR WS v (188) A &4 WAk L 71
1 0. 5%(g/ml) 1. 0% (g/ml) 2. 0% (g/ml) F1 3. 0% (g/ml) , SAZHE )8 25 & 43 1 4 0. 5mg/
ml, 1. Omg/ml, 2. Omg/ml, 4. Omg/m1 o JOEHL I 2 A & , 4 A FLFNF-IRi42 73 51k 2250m,
233nm, 245nm, 230nm.,

[0167]  E A5 10-3 « LLERAZ R IR [ B 55 45 400 oA A TR) B AR 1K) S8 AZ B T Al L 371

[o168] [ AbJ74HAY ]

Py WELHs  WELAe WA TR
[0169] SRS A2 190mg 380mg 760mg 1520mg
gt 2g 2.4g 3g 3g
TRV (188) 2.4g 4g 4g 6g
Hith bg 5g 5g 5g
01701 HHERE / / / 40mg
Kl 40m] 40ml 50m1 50m1
R 200m1 200m] 200m1 200m1
A 200m1 200m1 200m1 200m1

[0171]  * LI AV 2 AL | Pl &322 / RS BEEEL A 1 0 0. 90 ISE
BEAEW 2,
[o172] [l T757% ]
[0173]  JHIE S K 130-140ml, 42 4L 77 B I0AVEI& VP48 (188) AIH i, B H 2/ HL
WA A ST K AR, InFAE 80°C, AR
[0174] %Ak T7 & EBUKE M, TR 80°C, AL 7 B IR &4 2. BE A U IR S 4 A2 3R
E, 02 P ok St B2 2R A AL D 2 SO A il s 5 50 02 B KA
[0175]  JAEHEFESAE TN, KK AHZE S N 223 AH A, BL 20000 % /min BIY) 10min, ff 7 i
P55, IR E RS 22 i R 3B LA, 2205 6 Ik, WA A FL, FH 0. Imol/L #hR1A Y pH 22
5.540. 5, I IN7K & 200ml, #2457, 432358, 115°C K 30 4047, BI15,
[o176] VP4l 5 WAL 8, AL (ERTCONEENG ) H & Ao WAL F S = 1. 0% (g/
ml)1.2% (g/ml) \1.5% (g/ml) 1 1.5% (g/ml), BhFLALFIA3& 0 (188) H & b WAFL
FIMEN 1.2% (g/ml1) 2. 0% (g/ml) .2.0% (g/ml) F13.0% (g/ml) , BEAEEIK 224 &5 Hil
4 0. 5mg/ml, 1. Omg/ml, 2. Omg/m1, 4. Omg/m1 o WOEHL LI & A 5E , 4 ALFLFFHBIRi42 75 5]
A1 246nm, 262nm, 23 1nm, 242nm,
[0177] RIS 10-4 : DLERAZ I H [ B 52440 A v IR) 800K 1R 28 A2 B Ak 3L
[o178] [ b7 4k ]
#5r Wslo  WeEio  WeFLn W2
SEEEAWIx 145mg 290mg 580mg 1450mg

[0179]
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KW 2. 4g 2. 4g 2.4g 3. 0g
HE W (188) 4g 4g 4g g
H- i 5g 5g 5g 5g
[0180] Y #E / / / 40mg
SRk 40ml 40ml 50m1 50m1
GESHHK NS 200ml 200m] 200m} 200m1
PSE 200m1 200m1 200m} 200m1
[0181] SIS AW | St 1 il & AR B AL EE / R [ B o B L 4y 1:0. 45 FISEE

TEW 1.

[o182] [ il 7% ]

[o183]  [AiREe il & 44 10-3, Horp pHAE AT 4 5. 040. 5,

[0184]  WEAFL 9 WAL 12, FUALT ORS8O H & 20 54 WAL AL &1 1. 2% (g/ml) |
1. 2% (g/ml) < 1. 2% (g/m1) F1 1. 5% (g/ml) , ByFLALFIAIS LW (188) FHEII N WAL FE =
B 2. 0%(g/ml) , B EEHIZLZ5 5B 5k 0. 5mg/ml, 1. Omg/ml, 2. Omg/ml A1 5. Omg/ml . G
0I5 S 2, 4 AL FLF 4042 23 5 24 165nm, 153nm, 127nm, 138nm.

[0185] AL #5451 10-5 : DLEEAZ et i ] 1 524500 by o TR) 800K R S8 A2 B Ak 3L 711

[o186]1 [ AbJ74Hpk |

il WF13  WE4  WEs WElie

SERE AY1x 290mg 435mg 580mg 1450mg

KW 2.4g 2.4g 2. 4g 4. 0g
01871 ISV (188) 3¢ 3g 4g 4g

Hat 5g bg bg bg

THYE & Pk 40m1 40ml 40ml 50ml

EH RIS 200ml 200ml 200ml1 200m1

oS 4 200m1 200ml 200ml 200m1
[o188]  * SLEST-HH 1 ALt 1 thifil A BRI B R / N E BT LE R 1:0. 45 [ SE5
S5 1.

[0189] = JHVREAYI N KT / HHakm (AR 1: 1) KEAEY.

[0190] [ Hil#& /5% ]

[o191]  [A)sEjtafs] 3. HiAh pHAEIHAT A 4. 54+0. 5,

[0192] WA FL 13- ATl 16, FLALF CR G AR & & 2 5 8 WA FLF) B &1 1. 2% (g/
ml) 1. 2%(g/ml) < 1. 2% (g/m1) 1 2. 0% (g/ml) , Wy FLALFTRVS v (188) FH & 24 WAk L)
1 1. 5% (g/ml) 1. 5% (g/ml) 2. 0% (g/ml) FH 2. 0% (g/ml) , AL )2k 25 & 43 5 M 1. Omg/
ml, 1. 5mg/ml, 2. Omg/ml 1 5. Omg/ml . AL B I 22 A 7& , 4 4 3150~ ¥R A2 73 70l Ky
145nm, 138nm, 133nm, 146nm.

[0193] RIS 10-6  DUZEAZ B H [ 5 52440 A v [R) 2300 () 2842 Bt Ak L 71
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[o194] [ AbJ74H Ak ]
44y WiF17 WFlis Wl W20
S G 2%  190mg 380mg 760mg 1520mg
gyl 3.0g 3. 0g 4.0g 6. 0g
R VLUE (188)  4g 4g 6g 6g
[0195]
Hih 5g 5g 5g 5g
MRSk 30m1 40m1 50m1 60m1
EAHAKINZE  200ml 200m1 200m1 200m1
B 200m1 200ml 200m! 200m1
[0196]  * SZE ST 54 2 ALt | thifil & A5 BRI EE / IO R S E LE A 1:0. 90 [SE5K
TE5W 2.
[0197] ek JHVR-GW ARG / aEm (AR 10D BIRE.
[o198] [ il /i ]
[0199]  [A)sEjtafs] 2. b pHAEIAHT 4 5. 540. 5,
[0200]  PAFL 17— WAFL 20, LA (BREa ORI & & 43 oA LR 21 1. 5% (g/

ml) 1. 5% (g/ml) \2. 0% (g/m1) F 3. 0% (g/ml), By FLAL VA& ¥ 4 (188) A & A I Fsk L )
T 2.0%(g/ml) (2. 0% (g/m1) 3. 0% (g/m1) A1 3. 0% (g/ml), FIZEAZ B i) 20 24 & 73 0l My
0. 5mg/ml, 1. Omg/m1, 2. Omg/m1 1 5. Omg/m1 o OEHL LI & G 52 , 4 B FLF P32k 425 ]
A1 255nm, 263nm, 285nm, 232nm,

[0201]  RE A5 10-7 « LASEAZ B R B 52 400 oAy v (R B8R PR 28 A2 I M AL )

[0202] [ AbT74HR% ]
iy sl WEle2  WMHes W4
SR H AW * 145mg 290mg 580mg 1160mg
NEW R HhEE  3.0g 4.0g / /
RE LKA/ / 4.0g 6. 0g
BT g 1y BR s

[0203] IS YbUE(188) 3¢ 4g 4g 6g
Him 5g 5g bg 5g
i 0. 2¢g 0.2¢g 0.2¢g 0.2¢g
TR & ek 30ml 40ml 50ml 50ml
A S 200m1 200m1 200m] 200m]
S 200m1 200m1 200m1 200ml

[0204] =+ SEEST-EH 1 ALt 1 bl & AR BRI N / I B B LE R 1:0. 45 S5

2EW 1.

[0205] sk JHVR-GW KM / B (AR 1:1) KIREW.

[0206] [ il 7572 ]
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[0207]  [A] S5 3.

[0208]  MEAFL 21 22 A, AR T v s LA R 9 B R AR LR B Y L. 5% (g/m1) Hi
2. 0% (g/ml) , AL 23 F1 24 1 F 5848 &M SR K L AL R 7 R I A LA 910 A S A L 1)
SV 2.0%(g/ml) F1 3. 0% (g/ml) o WARFL 21— WALHL 24 H, ByFUALFAIE V4 (188) 1
FH & WAL R 1. 5% (g/m1) < 2. 0% (g/m1) 2. 0% (g/m1) F1 3. 0% (g/ml) , EL 42 W 1 4%
580 4 0. 5mg/ml, 1. Omg/m1, 2. Omg/m1 F1 4. Omg/m1 . &R LI 2 G 52 » 4 4HFLFF
Yrkife 4y 71 4 145nm, 133nm, 126nm, 158nm.

[0209] RS il #5451 10-8 +7— SUALNH B B B A 153 W 5250 A A R AR 1) I A AL

[0210] [ &b77 410k ]

Moy WFLes  WMTLee  WMTLeT  WikTLes
SRR A3 290mg / / /
SEE R A4 / 5604mg / 7
L4 H A Y5+ / / 292mg /
LG A Pex / / / 5720mg
[0211] K e 2.4g 2.4¢g 2.4g 4, 0g
TR b (188) 3¢ 3g 4g g
Hl 5g 5g 5g 5g
IR AP 40m1 40m1 40m1 50m1
ESTHAKIE 200ml 200m} 200m} 200ml
B 200mi 200m1 200m}l 200m1

[0212]  *SEEGE G 37 SLIR AW 6 Stif) 1 il & 15 B B2 /7- AR S
GUREZEE | ZMEEE 5.

[0213] sk SRS AN KE M / HBEm (RRRLE 1:1) FRE.

[0214] [ 47512 ]

[0215]  [AISEHEM] 5.

[0216]  WPPAFL 25— WAL 28 1, B ER 25 B2 h 1. Omg/m1 . ke B I 52 1300 52
4 AFLFHN BRI 4 %k 143nm, 138nm, 141nm, 132nm.

[0217] AL 45 10-9 : LA LU S W4 IR 22 B 3L )

[o218]  HUiAS &M | T FHl& S EEY - ZHEEY 4, S8 RS L
T £ T w2 EARELT) 297 WARFLFI 32, 225 & 4370 0. 5. 1. 04 1. 0 F1 2. Omg/m1,
FXF EEAFST .

[0219]  EAKMETT il 775 LN AR RS R .

[0220] [ &b774Hpk ]
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45y W29 W30 W3l s
ZUEEYIx  655mg / / /
S APk / 1023mg / /
S A3 / / 1100mg  /
LS G / / / 4024mg
[0221] TR 3g 3g 3g 3g
TR 188 3g 3g 3g 3g
i 5g bg 5g 5g
K 40m1 40m1 50m1 50m1
HEHAZKINE  200ml 200ml 200ml 200m1
R 200m1 200m] 200ml 200m]

[0222]  * ZLLE G 1.2 73 5 8RB H &5 1 Db il 32K B2 RE / SR EELL R
1:5.55 fIE B A 1:9. 23 A S E W,

[0223]  * ZLUE G 3.4 3 A REE Hl ) 1 Wrh 215 2 IR FE R AR / R E
b oh 1:4.50 1 1:9. 06 A S LLE S

[0224] [ #4772 ]

[0225]  Hid 56 K £ 130-140m1, 24k 77 & 0N S o ON BT Ris v b 4 (188) At v, &
H R TFEHL 535 H8IE 5 KA, InFiz 40-80°C, fRif

[0226]  Fickb 5 E B B G, T 40-80°C, BREUSZHif] 1 il 4% f 2 A2 B H [ B2 55 &)
L, %5 T PR R 230 v B 2 R L 23 B R 38 S0 v A 5

[0227]  FEFEFESAF T B KAHGE S M 22 3 AH A7, 10000-20000 %5 /min BY4J) 5-10min, {§
T RE SR, TR e B 22 i R 3 BHL A, 2805 6 I, B A L, 0. Imol /L SRR 1Y
pH & 4.5+0. 5, /KA 200ml, #2457, 4335, 115°C 25 KB 30 704, RifE,

[0228] b IR 6 il 2461 mp il £ 1 A L) R e 1k 25 22 5 L

[0220] iR il 444 10-2 2350 il #5141 10-8 il & 1) 28 4LV A LA R 58 il #5451 10-9 il
W 4 LLWAFLF, 73 5 T 4CTHEAFE FIAE 120 H, F 0.6 124 FEGEE, B4R 5 2% 224k
MR S AR AL

[0230]  PHRAR  HALIZ, % SEY AR WAL G B, SR AR 2 A i B E IS .
[0231] iR HUWEAELF, S MASTER SIZER 2000 Y806 FE I 72 {3 (MALVERN) ) 52 it
o

[0232] & & M A KW - ok % B B A2 B W p 3L 0 38 =, g K & B AL,
10 & A 18 W AR X i . RS % B U W 20w L vE N 845 1, B HPLC 2%, B
Kromasil-C18 (300mmX 4. 6mm, 5 b m) 4 i, LIF— /K (54 :46) A FLaIAH, W& 1. OmL/
min, BT 230nm, A7 A ER VAN 2 , 0 60 B, AR B 0 i B A bR E T EL LA R
A e R, AT RS =

[0233]  JMEgh R W TR

[0234] 3% 8 WAL AA & MR Lh A 45 1
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[0235]
Al /B it Gl ls—Rple) 4CIA47 12 ™A
SR | RAE | ER [ RE (B8R (R &R AR

FLA 1/0.5 mg/ml | 9593, |, 1100.2% | 0. 33% | BAFL | 22Inm | 99.T% | 0.67%
(FUR2/L Ong/ml | BSTTL |y | 97.6% | 0.31% | BAIFL | 246nm | 97.36 | 0.62%
LA 3/2. Omg/ml | SR |, | 98.5% | 0.31% | B, 236nm | 98.2% | 0.64%
FL774/3. Omg/ml | 5T o30my | 97-6% | 0.37% [ 533 23Tnm | 97.0% | 0. 93%
FL5/0.6mg/ml | KSR |, | 99-5% | 0.35% | B5IHL 228nm | 98.8% | 0.52%
SURI6/1. Omg/ml | 35930 | 5, | 100.3% [0.30% | By535L | 2550m | 99.5% | 0.61%
AR T/2. Ong/ml | 3G [0, |98 1% [0.36% | AF | 2400m | 98.6% | 0.57%
FUI8/4. Omg/ml | RSP |, 0 [ 99.6% | 0.42% [ BT 251nm | 97.3% | 1.01%
FURT9/0. 5me/ml | 357 | oo | 98.8% [ 0.35h | FAE 126nm | 99.2% | 0. 56%
FUAIL10/1. Omg/ml | 9595, |\, | 10L.6% 10.30% | A3 133nm | 100. 7% | 0. 52%

[0236]
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Ao oA 11| WaIg, 197 102. 2% 1 0.32% | %55 131nm | 100. 9% | 0. 55%
/2. Omg/ml nm

LA 12/5. Omg/ml | 3575 {38nm 99.8% | 0.45% | 50, 155nm | 99.4% | 1.24%
H13/1. Omg/ml | 2515 {45 97.4% |0.31% | 5 138nm | 98.0% | 0.57%
L7 14/1. bmg/ml | 5L 1agey | 100-3% 10.35% [H55L [ 136nm [98.7% | 0.65%
o7 15 | Y515 s 99.2% |0.31% | 5% 137nm | 98.5% | 0.63%
/2. Omg/ml i

F16/5, Omg/ml | 55 A 98.5% | 0.43% | B553. 173mm | 97.2% | 1.68%
A A 17 %535, | 255nm | 97.8% | 0.32% | B3 244nm | 97.6% | 0. 57%
/0. Bmg/ml

H118/1. Omg/ml | B95F, | 263nm | 99.2% | 0.36% | HSH 259nm | 99.5% | 0.53%
Hi19/2. Omg/ml | ByAJFL | 285nm | 100.4% | 0.33% | B5I5. 272nm | 98.8% | 0.61%
H5120/5. Omg/ml | B3, | 232nm | 101. 4% | 0.48% | ¥515L 258nm | 97. 8% | 1. 76%
F21/0. 5mg/ml | 2555, | 145nm | 98.7% | 0.36% | BAIE 136nm | 99. 1% | 0.5%
T 221 BWAIFL | 133mm [ 98.2% | 0.32% | B 127nm | 97.6% | 0.57%
/1. Omg/ml
. 3#123/2. Omg/ml | ¥957%, | 126nm | 101. 1% | 0.38% | 5% 134nm | 99.5% | 0.56%
FLA124/4. Omg/ml | Y9515, | 1580m | 98.8% | 0.41% | 55 163nm | 97.9% | 1.25%
H525/1. Omg/ml | B, | 143nm | 99.5% | 0.33% | ¥55L 128nm | 98.9% | 0.56%
HA126/1. Omg/ml | F2)FL | 138nm | 97.8% | 0.35% | B85 132nm | 97.4% | 0.58%
AA27/1. omg/ml | BA0F0 | 141nm | 99.4% | 0.30% | B5H 145nm | 99. 1% | 0.61%
HA28/1. Omg/ml | ¥9518. | 132nm | 98.6% | 0.36% | 395 126nm | 98.2% | 0.54%
PL5129/0. 5mg/ml | 2597, | 253nm | 97.5% |0.92% | 4rEaEyh | 323nm | 90.8% | 7.63%
FLU30/1. Omg/ml | 775, | 5220m | 93.2% | 6.27% | wKsrEs | kol | gl | kil
AHU31/1. Omg/ml | B/5I5L | 247nm | 98.6% | 0.62% | B/5I5. 263nm | 94. % | 3. 58%
FLA32/2. Omg/ml | By5IFL | 266nm | 98.9% | 0.78% | BPrEE | 3linm | 92.8% | 4. 64%
[0237] DI BH B S [T 2 52 A0 o A TR 280 1Al 24 IR AL 1 ~ kL 28, £ 0K4H (4°C)H
W AE 12/ A G, SHIMEAEL, 1) 20258 K 5. Omg/ml [FIFLF 30 ki 424 B i %, (5 2R W4y
2, AN &3 e B AL, Z SR A B BRI 2. 0% 52) 25 &N 4. Omg/m] [FFLF
KUy, Ride MUAT & 8350 B WA, 290 A B IE A E I 1. 3% 53) 225 & 3mg/ml
PIFLFIAR DAY 2, Ride A8 & &30 B B84k, 24 A E I 1. 0% ;4)225 & 4 2mg/ml 8L
DL, 8RR A R 2 38 e B B A4k, 2% BUK AR T 0. 7%,

[0238]  DAZLULRISEAZEE / WG 52640 0 TR AR 2 AL A, 1) 24382580 0. Smg/ml
B R Al 38 S FL5R QEARCELTR 29D, HUE 2 6 A H B AW R 4232 TG B B AR 4L, 2% i hn 22
3. 0%, HHE R 12 M HJGRZEEH R, 240K ol 7% UL E, 28 TR, BT
ST EFEEMING 520 YA EIE ME 1. Omg/ml I, ANRETE B35 S FLF) QLA 30D, #ILh
I B B8 %% 1) 25 4 2 e A I A7 AE

[0239]  DAZLUWIRAZEE / NEIE B SR A9 o0 P IR 200k, 242025 &4 1. Omg/ml 1 2. Omg/m1
I 0] FE R34 A FL5R CFE L 31732), DIRCE R 6 N H I, FLANFLAMNI  Rif2 & B T 5.4
1k, Ze i B A T B AR 1. 5% ;2072 124 B G, FLARiRR K, & & R, 22050
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I ETFE) 3. 58% T 4. 649, Herp 82y 04 2. Omg/ml (Y FL5HIE B Z A
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