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[0001] A BAPE KRG 7%, FARWS B — Tl (s) —4- [ (4- 55 k-5 2k A2t | -
3—FRIL—1, 4- R Pk sh R #h AR 1 7V o Je T B 25 BOR A .

BREA

[0002]  HA ETWiHGlanateciflR¥B, KA KK (s) —4- [ (4-FACST MR -5-5E) it
B ]-3-FE- 1, 4- TR B b s R HK &V, IR T R IR IR B LR G EIRe ST
ST BOR AN B ECE TR PR SO0 A AR ) o

[0003] A 4K (s) —4- [ (4-FU AR EMR -5 3) LAk ] -3 -1, 4- /UM Pk
o R 5 AT A D A 2 I L e DR T s I 0 A ek S5 A LR e £ TR AR T 7R S R
e A D 3 2 P 25 I I 2R 50 ) AR A R S iz S i sl anh -

o )

N
(S) \SO') F

[0004]

X
+ HCI
N
[0005]  H Hiil#% (s) —4- [ (A-3AC bR -5 %) R e 5k ] -3—HH -1, 4- — WU P h iR
AP EELRUR
[0006]
Cl

“so, F BocN/W HN’W
S SIN 59[4\
BocN/j _N 'S0, FANEEY ZERZ TR SO, F

SLNH S RS
=N ~N * HCl

[0007]  $5HEIZ M 45 779245 B B SR ER 26 77 it oh A — LA P R 1Y) 2% I, 3K A 2% Joi 2 T 1%
7 il R JE A P b B TR 5k B 145 1 K A R i, DRLIEE RR ERT (s) —4- [ (4- 3 AKX S e -
5—J) ML AL ] —3-F -1, 4- AR B ot Sh R Shdb AT 4G 1) LA 21 e 4 B2 1) 7= i o

[0008]  H Al (s) —4-[ (4- AR R IR-5-38) e 3L ] -3-H -1, 4- R A A P e 2R R 2R 11
Rl PARrNe S N

[0009] 5k —: B RICN10306881 8B 43 B 119 #h BR £k [l /4 75 UK K ¥ #1°F Zr #E A
3.6w.t. % M A SN, I 2R HREL, 20w . t . % AL AN TS B Ve & I A HLA, 2818
R RIS B T T H Y. 42 R 777245 2000 H 19058 — A 2l B 3w k2, 27 22
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15 2R R Hh O 75 EAEBL LA b e ik BR A R , b5 V2 R BB, R AT R o

(00101 J5i% =« LA HIEW099206 20K 15 21 fK) £k B2 s A i 017 - FHE =10 1 (PR AR L)
BEATFE R ARG ), BT VEAS BRI A 208298 . 296 , Wi A 58.6 % , 1 HAE & KRR
A

RARE

[0011] A B H 2 0 5e i B IR B HORM A L, 2Rl (s) —4- [ (4-5 A 7 e -
5-2) fig i dk | -3-F k-1, 4- R Pele sh MR BRI RS ) g 12 o

[0012]  JysEIl B3k H i, AR BRI N iR HoAR T & -

[0013]  (s) —4—[ (4-FUAR A MEMR-5-5E) M I ] -3-H k-1, 4- A3 Pl 56 R 6 A S
T3k, BB G2 R (s) —4- [ (-9 AT Rk —-5— %) fig i3 | -3 F -1, 4- R U3h B e dh
BR ERAH A NN B2 AN 20 Ji 2H RSEFR) TR 45 Y 7R o A B 28 5 4 VR, TR 7% AT o, T T
J RIASHS 1l s For ML 5 O SR PR AR AL 9 1g:5~5.2mL: 1~1. ImL, FTiR #h 42
SR AT
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S) N
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X
+ HCl
N

[0015]  ARIEL) , BEFEHT & B ] 2~ 37N

[0016]  fRIEM) , BTk 4R35 ~40 C Yk T4 -

[0017]  FridHH 10 1) 2% J7 V2 « ARSI T 5 Al 4mo 1/ LEML A AR B (L N4 'S
NANEMWE/ LR T8 W FEVKOKA ER T INAE LR B HR I (s) —fU T 224-[ (45
AR S W -5 k) R T L ] -3 k-1, 4- R AR B e - LR R IR , UKZK VA B0 4% A S B4
IS, SN 25 RS I TR RIS o, S AT LR A BRI () —BUT 24— [ (4-FAR 0
WR—5—2%) MR L ] —3-F B 1, 4- R AR IR B e - 1R BRI I i = Lk 910.4~10.5: 1

[0018]  AfRIE (1), HH i il 4 Ik A2 HR R 308 b s SR [] R 27N

[0019]  FIRidk 1) , HHL &t 1) % L R Hh 1 05 35~ 40 C I 452

[0020]  Fj A 4% HE L FCN10306881 8B % [ 77 V4 il % 15 21 £R B £ AH & » VAR AS I /5
B, p= i B AR50 Bh 2 A5 , FE 393 Bl e A5 Z 500 b 2 [AAFAE— B8 K0 1 % Y 24 AR Ak
Bk 25, A58 FH S0 I S5 I /0N 110 5 7R AR MGG 1) B 25 0K 6 0% ol Jot IR T R A X A o J M M 4t
K o [R5 8 A PN 1 5 R IR A SRR A TR o

[0021]  Z& DL B35 fe i F B A S IR A 1E 77, B B A RUR R Bk 251X 86 24 i, DA
PR A .

[0022]  HIE AT T — RIAE 2K (R R D -

[0023] (1) K ib 20 ) F B O O BR B S ) =i R Pk, 7= i i i 28 U L
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AH 32 AR BEAR o
[0024]  (2) K AH & T bk e — 3 55 rp A3 A A R, B RE TH 2AR S AR AN Be s LA i

AN Fit S I B AR E 4 ol L (R MRS AR ) 25 SR R DA HH DL 45 - e FH R I B 2 I 7
A 1l B AR B 2 3~ 50 Bh 2 11 1 2% 5, AEL & X6k T i T AR 1k 8 K 4% o L-F- e R8R , l T
FR 2 8 T 58 SRR, B N e A P 2O s {5 FH 2 IS ¥ 70K 1 e B I BB 25 30 B 22 3 53
B2 T AR5, AE RS T S T A 2% S TE R 20 R, DR R sz o 20 FH B L A /NS s o
IS SARK I 2 iR B B AE SRR EELL N s i H AR A6, ARG IR O BR S Bt i
FHZEAN K AR 250 A H 1 HR 2% R A0 AE F 2 52 AN E IR, R g% 26 U LT 3% B R
AR S R AT R SRR HEAS R R I 2 A I rE— R 2, A BT AR AR RIR B A R T
IR Z AT R 25, KORIE AN 1R 18 7] 126 3 1) M

[0025]  (3) fF F 751k (2) WP ) B — VA TR AS e S NG i, Wi N\ 25 R R VR & v 7 it
ITER LW ATR TS/ NG B2/ R T8/ NG~ B2/ IR =P D o il 350 2% 4k
RI AL R B8/ LI RA TR EE RN ASIAGE A A OB/ LR 4
B/ £ W5 TR G Vs TR N ARBE A8 7= b T A ¥4 20T o BT A 380 140 7= b 2% B PRI, (R IR A B
KF0. 1% 17 H IR EAR s 8 FH B/ 25 TR A ¥ 7N AR5 BE A6 77 S AR TP IR0 9 i, PR A 00
T HH B 77 i BE A R B 2 LR BT B I 2% 0 HPLCAS I 246 299 .85 % A |, B 2 3 /N T
0.1%,62241599.9 % ee, 1M1 HUCR & , K 5 R AR HLAR

[0026] 1. ¥Aifideid 7%
[0027]
G 7 INPTERENG DL | RSB | RSRL IR | RS HIRSOR
LT (B8 97.4% 86.0% RERF K3~ 570 B Ak 2% i
i s 96.8% 87.3% RERE A3 70 B 2 B A% o
LR O s 95.6% 89.5% JLF AN
LIRS/ LR 86 97.6% 82.4% AE P& MIR3 90 Bl Z i 2%
LI/ LR/ LG | & 99.7% 75.6% A, B B K T0.1%
LR/ LI e 99.9% 96.2% HoRI/NT0.19%
[0028] 44K, 5% (3) H L W%/ £ G 1R & W 7 BEAT G il 0 BAR D7 VE I HE— Bl st i), £ 1%

A ZIEAF TR A LGNS A 5 DU A AR RS B BCR BANAHIR] , Z 8%/ LS I A FRLE i

VeI FE WAR2 AN S o Ty A, 28T 75 0k 5 BULAE 8 771 [ A g [a] 76 e e » s PRI BOR B

[0029]  3R2. ZWEAN Z AR RREL DL S A il P2 i i o A
[0030]

CWE/ CEERFALL | InPaA RIS oL | FEllsaiBE | RS | KHIER

1:1 T T 98.6% 96.1% FANRIKT0.1%
2:1 T 98.9% 95.9% A3INHEIKT0.1%
3:1 K53 Vs i 99.2% 95.6% F2NHRIKT0.1%
4:1 Vs fi 99.6% 95.8% HINHEIKT0.1%
5:1 s il 99.8% 96.2% BLRP/NT0.1%

6:1 g 99.7% 95.3% HINHEIKT0.1%
[0031]  fhER2HF T LAE 78 L/ LG RFRLL N5 - LI ik A RACR B U, 75 21 R0 il dh B 4

BIINT0.1% , 1 HISCR AV
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[0032] &3 5t [a] 0 Hie FR Y 5 i

[0033]
BPET ] 0.5/ ] L/ 2/ 3/ 4/
iz = 90.4% 93.6% 95.5% 96.2% 95.0%

[0034]  Hy 3P AT LA H , BEHEHT it 2~ 3/ NI IS FR I, S AT i I T8 e 7 AsE AT 6 T s e
5 35 B SR LA A i I 8] 3o 36 7% 5 3 BT i AN 78 20 A it B T 3 K4l #4820 M HH ) o A0
R BOBCR B

[0035] A I AT it SACR «

[0036] 7 B IE I A £ 87/ £ TR 5 ¥ 770 FoIn TR g R et » 22 PR TR AT ot » AT A 3K
B 257 il o KD 24k S AN T2 s 7 st FRDVROARI 22 S AT 280 o0 5 B o AE L DT T il B — 20 A
WLl 208 = BRI L LA B A5 AT b S 18] 5 AT S0 2 588 77 il ) YRR 200 5 AT s
i, RS 1) Al A 5109985 % DL b, B IS/INTF0. 1% o AR KR B A AE T S R4 A
77 AT A AR

S JUNSY)/ S

[0037] "~ i &5 £ S i S A R It AT R — 2D I IR, Az A IR A2 R IR AR N T
FPREA R, FFE AN e N R REAT IR E

[0038] A BAP JL & TR U R

[0039]
0
>f I f’\ HN[’\
O0—C—N N
ug(N\so . Mgr S50,  F
N X
+ HCI
zN N

[0040] A BHPE R ) (s) —BUT ZE4- [ (45 A eIk —5—J5) fRafpb Bk ] -3 F k-1, 4- &%
PR B fie— 1R IR Fis % 2 8 b [ 6 FICN 1030688 1 8BS it 71 1 v i) J5 1L 1l 45 1534

[0041]  Sijitafs1 «

[0042]  FEGESERY T, M517g ANRAE/ LR LBEH FEVKKA H T INTES9 . 0g TR 4
Be s A R 49 . 5g (s) =BT 84— [ (A-F AR EIR-5-2) e 28 ] -3-F -1, 4- &R B
Fi-1-R RS , FEUK/K A E R i RE2/Ne , i 38, 35 Cyf kT B E A F (s) -4-[ - AR
W IHR—5-E) MR I ] -3- 1 -1, 4- R AR B ke £ i 542 . 0g

[0043]  #542.0g (s) —4- [ (4- AR bk —5— %) R 6 ] -3 FF Bk -1, 4- R AR I B e 2R 1R
S IIA210nL A BE S5 42nL g AR E PR PR AR BiFE A MRS , AT 52
/NS, S, 35 C Ul TR B HEAF 2 () ~4- [ -5 ARk -5-J8) IR L ] -3-F k-1, 4~
TR P AR R SR )5 40 . 3, R 196 % , 411 1 99.93% , B4 I/NT0.1%,>99.9%
ee (HPLC)

[0044]  Sjifafs)2:
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[0045]  FEESIRY T, [672g ANRMNWE/ LR LT EVKKA EI N MAELLS . Tg LR 4
Be 7 A R64 . Ag (s) —HU T 364~ [ (4-FUAR e bk —5-3i%) TR 36 | -3-FH -1, 4~ R 4 3A B
bi-1-FRIREG , FEVK/K A J R Rk 2/, 1 8, 40 C ol TR B EA R (s) -4-[ - F
W bk —5—3) Rl 3L ] -3 -1, 4- R A B ke iR iR 254 . 6g s

[0046]  #454.6g (s) —4- [ (4-F AT EEMR-5-3%) BEFELIE] -3- 1 JE-1, 4- R IR B le th iR
ERH A NN 284mL 2, BE 5 60mL £ i, INEE [ B PR VA R PR H 2 IR 5 HERENT G 3
AN I8 40 CHUE TR A EAF B (s) —4- [ -5 AR T mh—5-28) ML ] -3-FH -1 ,4-
TRZRFR P SR ER SR 51 .87 Wt Z 1 95% , 4 . 99.86 % , FAARIN/NT0.1%,>99.9%
ee (HPLC)

[0047]  SEjids)3:

[0048]  FEGSRY N, 6. 76kg ANFAE/ LR LR AEVKIKA E NI INTEL . 16kg L TR
LR AR0. 65kg (s) —BU T H:4-[ (A-F AR M bk —5— k) e 0k ] —3-F k-1, 4- U3
Bt —1-JRERES , 7E VKK YA E R HiPE2/N, 1k 38, 38 C s T 2 H A5 2 (s) -4-[ 4-5AR
SRR -5-25) RTEL ] -3-H 3k -1, 4- R AR Pk EhER 250 . 56ke ;

[0049]  40.56kg (s) —4-[ (4-5 AR M Ibk—5—3) Rk 3L ] —3-HH -1, 4- — R 24 3R P b 3R
A2 . BLABE50.62LLIEH, I E Rl i P va i, A AR =l 5 Sl 3
AN S I8, 38 CHRE TR A EAF B (s) —4- [ (-5 AR T mh—5-28) MmE L ] -3-FH 1,4~
TR Pt R R RS ) 0. 54ke, UL :95.8% , 4 )F:99.90% , /N TF0.1% ,>
99.9%ee (HPLC) »

[0050]  sijifafsil4 :

[0051]  FEGESMRY N, 17133.8kg ANSFALE/ LR L e EVK /KA E1 R INTES . 8kg 412
LR AR 3 . 25kg (s) —BU T H:4-[ (A- AR T e bk —5— k) e 0k ] —3-FR k-1, 4- U 3h
Bt —1-JRBRES , 7E VKK YA E R SR 2/, 1 38, 35 ColE T 2 H 15 2 (s) -4-[ 4-5AR
SRR -5-5) REEL ] -3-H 3k -1, 4- R AR Pk EhER 252 . 81ke s

[0052]  42.81kg (s) —4-[ (4- 5 AR bk —5—3L) Rk 3L ] —3-H -1 | 4- — R 243 Pk 3R
M IINAL4LAEE S3. ILAIEF I A B PR R Bl H 2 =R 05 HiPE b in 3
AN I8, 38 CHRUE TR B AE EAF B (s) —4- [ (-5 AR T mh—5-28) ML ] -3-FH -1 ,4-
TR IR b LR T RS 2. TO0ke , I 196, 1% , 4l H:99.91% , A H/NTF0.1% >
99.9%ee (HPLC) »

[0053]  sEjifsl5:

[0054]  FEG LRI T, M517g ANFAE/ LR L EEHAEVKKA E TR INAER9. 0g LR 4
e P A R49 . 5g (s) —HU T 364~ [ (A-FUAR e bk —5-3i%) TR 36 | -3-FH -1, 4- R 430 B
B 1-RIRIEE , 7E VKK A EN R B R 2/, i 38, 37 CUd kT S AR F (s) —4-[ -0
W P —5—3) R 3 ] -3 FF -1, 4- R IR P bt 2h 8 £h42 . 6 s

[0055]  #£42.6g (s) —4-[ (4~ ARTEMEMR-5-2%) BEIE L ] -3-H -1, 4- R Bl 2h R
EHL A NN 222mL 2, BE 543mL £ INEE RIS PR A R SR H 2 =R 5 BERENT G 2
AN I8 3T CHUE TR A EAF B (s) —4- [ -5 AR T mh—5-28) ML ] -3-FH -1, 4~
TR LRI Pt B R E RS )40 . 73, U :95.6% , 415 :99.89% , AL /NTF0.1% ,>
99.9%ee (HPLC) »
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[0056] St f516 -

[0057]  ZEG/SARY R, H672g ANFALE/ 212 LB rh AR VKK A E R M INFEL15. Tg LR 2,
Be 7 A R64 . Ag (s) — U T 364~ [ (A-FAR e bk —5-3i%) TR 36 | -3-FH -1, 4~ R 4 3A B
B 1-RIRIEE , 7E VKK A E R B Rk 2/, i 38, 35 Cyf kT S AR F (s) —4-[ -0
W PR -5 ) Rl 3 ] -3 -1, 4- R MR B ke iR R 2655 . 2g 5

[0058]  ¥555.2g (s) —4—[ (4— ARSI -5-3%) TR 3L | -3 FF -1, 4- R 2930 B e 2h R
E I 278nL 4B 56 1mL L IEH , I E Rl i P ia i, A AR =l 5 Sl 3
AN I8 3T CHUE TR A EAF B (s) —4- [ -5 AR T mh—5-28) MmE L ] -3-F -1 ,4-
TR TR R 53 . 1, IR :96.2% , AJE:99.90% , /N TF0.1%,0
99.9%ee (HPLC) »

[0059]  SLjitifs7 -

[0060]  FEG LRI N, M13.5kg ANGAME/ LR LT AE VKK A E N INTE2 . 31kg L TR
LR ARIL . 29kg (s) =80T H4- [ (4-380 AR ek —5—JiL) TR P 5 ] -3 FF k-1, 4- —ZURER
Bt -1 - R R ES , 7E VKK YA E R SRk 2/N, 1k 3, 38 C s T 2 A5 2 (s) -4-[ 4-5AR
SRRk -5-55) PR L ] -3-H 21, 4- SRR FR Bk iR ER 1 . 1kg;

[0061]  #41.1kg (s) —4-[ (4-F AT MR-5-3%) BEFERIE] -3-H JE-1, 4- R IR Ba e 2h R
SIS BLAEE S 1. ILAIEH, A ZE RIS R AR, SR A H 2 =00 5 , BT a3
AN I8 40 CHUE TR A EAF B (s) —4- [ -5 AR T mh-5-28) ML ] -3-F -1 ,4-
TR IR b LR T RS S 1. 05ke , N F :95.6% , 4l /H:99.89% , LA H/NTF0.1% >
99.9%ee (HPLC) »

[0062]  XFEL 451

[0063]  UKZKAHIR , 45044 & St 4512 77 v 43 19 () —4- [ (4384 S e bk —5- 3% ) fidd
Fe]-3-H -1, 4- R IR P SR BR SR M I N50g 3. 6w. t. % S AN IR, BEHE v
fift - FHA0kg B R FRHN 2K - FI50g 20w. t. % & AEN/KIEIE & H A NLE , 28185 2515 57
BRNFEOTEY G BIRREE ((s) —4- [ @-F AR MEmh-5-55) flE AL ] 3 2-1,4-—
B PESE) MAS00g ANFAE/ 1R LT+t , A [T, BEREHT 88 3/, 198, 37°C
PE T 2 A 2 (s) —4- [ (-SSR —5-3%) BRI IE ] -3-F gL -1, 4- R A Bl b
R TG 44 . 2¢  UF :88.3% , 4% :99.8% , LA /N F0.1%.

[0064]  JEIEXF L AF LT DL HY 5 o 51145 6 3R TR SRR o S A sl Bl 5 3R AT A 1, 8 5 PR R4k R
SRAEPESE m  (H AR FE BB, I B T W8 N, BRAK T IE

[0065] X Eb 45112

[0066]  ¥450g4% M St (5112 77 v S (s) —4- [ (A-5UAR SR e Ibk—5—2) BT 2k ] -3 - F 21,
4= TR A P SR SR ML NN 150mL . /R 2. 16 5 100mL 2 5 v, IR [l RE 43 B [ 4R R R
FERVEAR , AR S INFE100°C Il 2 AN RE VAR  FE A H B =I5, BFET &L 3/, T g,
40CHWUE TR EEEFE] (s) ~4- [ U-FAR T MEmR-5-J8) Mt L] -3-FF 51, 4- W A h B
BEEh R EFE #1411 . 2g, 00K :82.4% , 4lifF . 97.66% , H =AM HAKT0.1%.

[0067]  xfEb 248 ] T 5 Z AR ME AL I 2.8 2 BE B AR O, (i H 5 2 B 4 IR & 1R 5
I SIS R I, INFN A AR R AT AN Re AR [ R 58 AV AR, T BT I PR A A, A
BTG B R, ORI
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[0068]  SFEK {513 :

[0069]  H450g4% HE SZ 41275 2 A5 (s) —4— [ (A—FAR S bk —5— ik ) ik e ] —3-H -1,
4= TR IR PEE BR R ER KT NN 250mL 2 R 2 B8 5 50mL 2 i H L Tin 2 (a1 B [ AR AN R

SEAVEAR , 9k B2 N PGE R 4 Bl IR M P RS AV IR S, BT S 3 /N, 1L 3, 38°C IR

ETE R EER R (s) —4- [ @-m AT Mk -5—J8) Rtk ] -3 -1, 4- R IR PEbi 2R

ARG W40, 2, UH :80.4% , 4l :97.82% , 5 = N4 KTF0.1%.

[0070]  XJLbI3H A b 5 2R T8 K £ WS R R AR AR EE J91g: Sml s Il , 8 i 5250 A B

ATHAS G A [ 4 58 AV A, A HE 0 77 S S BEAR TH AN =3, 15 = AR 44 51, WCR BRI

[0071]  XfEL 454

[0072]  $450g4% HR SZ 41275 2 A5 (s) —4— [ (A—F AR M bk —5— k) ik e ] —3-H -1,

4= BRI B e Bh R R S N N 150mL 2, % L 50mL 2. R 2. TiE 5 50mL 2 JiE T, N 2 B 4

AR, BRI B =S BERET & 3/, i 8, 40 CUE TR 2 E HA ) (s) ~4-[ (-5

SRR -5 k) BRI AR ] -3 - -1, 4- R R B SRR B R )i 37 . 8, I 1 75.6 %, 4l

F$:99.72%, AR T0.1%,
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