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L. —Ph BRI R A S S I ) 2 7%, HRREAE T« 4G DU 2P 3R

(1) FEENIE R, W E A S0 -5 UL AL A WA AL AR F3EAT I R, 5 224k
B, 15 2l A 58 )

@) FEAEHIE A B G h 204 5 S B AR R R & WA BRI AE T 34T 8L, fa
GRAbIE 19 B B AR E R

2 MR AR EE R 1T A B S5 DhRe Ak S8 A 38 07 1 il 4 5 1, HURRAiEAE T 2P 3R (1)
FriR AL FIAN N - IR iR 3 i /N2 L B3R B IV 4810 44 & , EDC. HC1/NHS{# {6 44
Z.DCC/4- T FZEFEMEE L 1-FR R IF =0k L 0- 2R = 200k~ DY R L IR 7S U IR 2k 30— I
RN, N, NN =Y FR R Y SR

I (1) th TR XU AN 2 e 1, 3-TR e 1, 4-TT 1, 5- IR L 1, 6-C
it 73 ey 11 S

3R AR E SR 1T A B UL DhRR A S A 38 07 1 il 2 5 15, HURRAiRAE T 2P 3R (2)
FriR AL AN N - R R 3 % /N-2 L B3 B IV 1840 44 & , EDC. HC1 /NHS{# {6 44
F.DCC/4- FZEFEMEIE | 1 -FR R IF =0k 0- 2K = 200k~ DY R L IR 7S U IR 2k 30— I
RN, NN N = FR R Y SRR

IR (2) W TR B SRR B BV R B BN R R 55 UL IR IR L 65 UL O IR R
3- (4-BHE KAL) WEH —FhL Eo.

4 FRPEAUR ZE R 1 FTAR B 08 Dy Re A A S8 03 1 ) & 7 32:, AR EAE T P R (1)
Frid St 5 58 BE R N: 1-5) : 15

A IR (1) R FTIA SN IR N0 ~40°C , SRR ) A 1~ 24h 5 52 87 A 38 S o

5. MR AR E SR 1T IA B Uk D Re A S8 A 38 0 1 i 24 5 1, LR AiRAE T 2D 3R (2)
ik & B ERRU A S A BEM et (1-5) : 15

IR (2) R FTIA SN IR N0 ~40°C 5 SRR 7) A 1~ 24h 5 S5 87 A 386 S

6 . MR PEAUHNEE SR L Bk 8 U DR Ak 8 A A AR 1 1 46 0 v, HURREAE T

AR (1) H BT A HLVE ) N, N- 2 FR S R e DU S0k ipg  — R B P A El, — SR e R —
FLL b

IR (D) Bk S A A B AE A LA A R E R : 0. 5mg/m1-10mg/m1 ; BT ik {46715
AMNAEE R A 2-10) :1;

AR (2) Hh BT A WLV RN, N- 2 FR S R e DU Sk iRg  — R A ER SR e —
FEL b5

A U8 (2) T P A S50 75 A HILVE 7R A B 9 Tmg /mL~10mg /mLL s B #4075 5 e Ak
T SR ) TR EE M (2-10) 1 1,

TR AU E SR 1T IA B Uk D Re Ak S8 A 55 0 1 i 45 5 1, HUFRARAE T 2P 3R (1)
FITid J5 B b P2 22 45 IR 5E Ja R R AA FR B, A LA TR 5

A BR (2) T I i AR A R R TR S B 5 R R S RIAR FRE O, A LI R K AS B ik B
B8 E TR SE G IMNK , B SR D Re A S8 A 35 DA 25 BOK IS M T 20 AR A7 BT
H.

8. — i EH AR EE SR L~ THE — Uk i) £ 71543 B 1) S B A D se AL A A 854

9. W AR R8Tk & A A ThRe (L A A S8R I B, HRRIEAE T« Frid S A L Th R
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—MEBREDRUCANAEREEFIEREE

B GuE
[0001] A B & T AW AR SR S, 3 e — RS AL AT 884 (1 DR Ak e e T %
HARY Jo— P B w2 D Re AL B A AT S8 B L 1l 26 T

BREA

[0002]  “fy =R JASe Rl B T RA OL A W AL 22 AR Re b, 3220 1 0T 3 AR 3 a5
T A SR R SRR 0 DR AT AR, LB R SRR R AR — 50, J O I Y 4 A
IREEH, AT BRI R 5 A7 2 P S AL I, e 2 BRSO SE , B AR A7 AE
A A Sk B A B O PR RE -

[0003] Wy T LT BRI RO 2 45 1, e AR R 2 TRR TS A A& | 2 BLA - v ) 2
H11% (CN1061766204) 22T ) — Py S IR 23 DGR Sk S FL ] 46 T3 95 A B A SRR AR R
] 5 3R DOXAEPBSYA Y B8 75 2 AL » 28 JE i B A ERAT B B0 29 WD SR A S8 IR M e o o [ 2 ) v
15 (CN106810854A) 23 [ — P A A AT S84 0 B BERL B L il 3% VA MR T S 50 260 70 K
FRUAN B AR P SCHR AT 55 th AL 3G IR L B L 3R 1S B I 5T A A SRR oh [ R A
(CN104407117A) A FFHI FIT INTAR U ) S AL AT SR L 2 AR WA IR A 0 11 & D5 02, K A
S 5 N A AR TNTRUR ) 22 IR AE AT VR P A8 S 19 B S S AR A% s

[0004] B AREAMA B AEMR 22 TR A E M N A, H2 AV 7 TR,
] BRI AT 88080, A7 — LERRL 5 580A0 S 0 A A AR TRRE , A SR I 70
PEFEAGF, IR Eeb RS A A A BRI & 10 A MR R S PR A ARYE , MR PR RE R T2V
BRI O T ¥ AT BRI R, S ok A B 2 MR PR BEAN R AR BRIt T —Fh B
AR ANA BN, BRACAAT B8 A8 W5 48 R A0 SR IO AR 1, i In 48 A6 1 28
Hiiox s £ 29K BT RE 7 5 T ELER AT O ME AR MA R o

ZARE

[0005] AU I B 75 T340 —Fh S R Dh AR A S S8 J Ll 46 TV o AR R I ) 44
A S8 M AT T B o 5 AR AR B e A 38 07 2 T ) 87 e g A A A B8 0 (10 3R T A .
5, 3 A A AT SR ) ML VROAE 25 1 o 1T L3 B A AR FE , AR BR 0 e M SR A T AR A R
AL AL 2 B A AR A A R R, AP RL AT o

[0006] A BHI¥) B S AL h BB AL A AT B 0 m] F TR A ki e

[0007] A B B R iEI PA N H AR T 5

[0008]  —FhS I TR LA AL AT SR MG il % 7, AR DL DR

[00091 (1) 7EA LA R K S8 A S50 5 0UTG Ak B AR AL 7RI A FHIEAT JORE, Ji5 42
AbER 13 B S 5 2D R (D) TR ORI JE N0 ~40°C 5 5L B TR) A 1~ 24h 5 v
N B 5

[0010]  (2) fEAGHLIAEFIF b f BG5S B L R A W AE AL TR RO /R R 3-T
N, JE B3, 19 3 S H L TR L A T BB
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[0011]  Frid A A B IE N B = EE 2 2, E42N0. 5um~500um, J& &40, bnm~
8nm.,

[0012] IR (1) H Bl AR AN, N - 3R O R filk — Wiz (DCC) /N—F2 L 5% F L P i (NHS)
AR 2, EDC.HCL/NHSHE AL A 22\ DCC/4-— R Z L IE g (DMAP) | 1-F2 L8 JF =18 (HOBT) .0~
2RI = - F 3 IR S U R £ (HBTU) BRO-28 7 = %(ME-N,N,N” N’ - Y H 36 fig Y 4 B 7%
(TBTU) »

[0013] IR () F Frk AL AN & e 1, 3-TH e 1,4-T 21,5 i 1
6-C frh — DL b o I B X AL A T

[0014] BB (1) *F Frid A LA TN, N- 2 FF 2 Pz DY S kg . — FF AR E &R It
H—FhEL b s LA AT K G AHIE

[0015]  BHR (1) v ik A ARG HLE R B E A : 0. 5mg /m1-10mg/m1 5 32 5% (1)
W BT UG AL S S8R S8 0& I &L A s (1-5) « s iR AL ) 5 58 A B8 0 1Y) i &
Eboh (2-10) : 1,

[0016] IR (2) H Frid AL AN, N - 38 O Bk filk — WP iz (DCC) /N—F2 5L 5% L W i (NHS)
AR Z, EDC.HCL/NHSHE LA 22\ DCC/4-— R 2 JEIE g (DMAP) | 1-F2 L% JF =18 (HOBT) .0-
IR I = - F 3 IR S U R £ (HBTU) BRO-28 3 = %(ME-N N, N N’ - Y H 36 fifg Y 4 B 7%
(TBTU) »

[0017] DR (2) iR B B R ER A YN S BN R R 5B 5L IR . 6- B A A O
FRE 3 (4-B SRS TN —FPLA |

[0018]  AER (2) vh irad S BLFTIR JE A0 ~40°C , [ S I TR] 91~ 24h s OR8N 5
[0019]  ZBIR (2) *h Frid A HLYA TN, N- 2 FF 2 P e DY S kg . — FF S AR B, — & 06e
H—Fh L E s A HLIE R TSR A LA

[0020] AR (2) h ik fe A 308 A2 A AILIE K B2 Img /mL~ 10mg /mL s 25 8% (2) v iy
BB RIER B A5 R A B0 PR LL A (1-5) « 15 i b7 5 Fe A S804 1) i &
tbm (2-10) : 1.

[0021]  JBER (1) H Brid J5 B AR BRI 48 I B 56 5 49 s AR FR 0 0 AT ALV S 35%

[0022]  Ffpad 500 Ay R A S L, O PR A5 38R : 8000 pm—12000rpm s BTk Be 35 I A LA 514
N, N—— FF 5t R e i DU el . — FR R AR S R B L B b — DL b LA R AL 2
A A HLIA

[0023] 3548 (2) T ikt Jm 2 b PR 48 O 5E S5 R IRORL AR B O, A LI R 7K A B
B Wk 58 fa TR BRI S ST MK, B S8R D Re AL S A A 380 DA ] 25 BRI I T AR
FEUTH .

[0024]  Ffrad B35k (K A0 ML A DA, N- 2 R R R e g DY S0 R L — FR RPN SR el
Bt — LA b A WLV R A A 2L B A LI ) o

[0025] AR B & AL A A A S0 (B Uk Dh R AL A S5 ) AT DARR AR A S8 4 1
B P RO S B ) VRO 25 1, 3 A A e SRA 1 B2 VG )

[0026] A% BH Sl i e AR SR A AT Ak, e A i) A S0 mT DUR U R B 0
(100 M VR AH 25 2, D7 A A A AR A SR ) R AR 1 O e AE AL B A B 0 R RIN T B
FEF, BINE B A v B AT e AR R R 1
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[0027]  HBUABARAMEL , A% W HAT QN L SAT e ROA -

[0028] (1) A AT A AAT S BEAT 1 R O TE , SR A A Bl ) i W o i 2R A2 AL, 12
R AT SR ) TR 7

[0029]  (2) A WS Ak Ja IR A AT SR EAT 1 B 60k B O P DA IR A Ay S804
AR AT TR R H » 42 Ry ST S AR I R TR AT T TE

Bfit (=] 35% B

[0030] &1 Ay St 1 i £ 1 2 B A S i (B AL D Re Ak A A 32 0A) (XS 20t i+ &8
T s

[0031] || 2 9 58 Ak S5 I 0 STt A7) 1 i 2% () B A A 2B 0 (B R DhRe (LA i A 220 18
pH="T7H} ¥ Ze tar A7 MR B

[0032]  [&]3 958 Ak A S5 I PN STt A1) 1 i 24 1) B B A 20 (B R DR A A 220w 19
ZLAMR O IEE

BREHES

[0033] [ 25 A L AR S it 9] AP IR AR R B AR i3 — 2D PEAB B REIA , {H 4% R AR 1 2t 77 X
AR T I

[0034]  sjifafs1

[0035] (1) ¥ 100mg (148 A0 A 38 08 75 B0 T 100m 1 — FF 2 Ak, (FE/K %), kA
200mg DCC,200mg NHSHI100mgZ, —fi&, Z| T, W 73+t , 6 I B2 12h 5, 1 s NLAE
8000rpm ¥ =y 38 250 , F - FF AN oK 40) Pk Uil , AR PR B O =k Ja , B Uie 115
B0 A A A 58 4 5

[0036]  (2) K5 100mg e tb A7 B8 R 5 40 BUAE 100m] — FR AR (FEaK 20 oF , 4 I\ 200mg
DCC,200mg NHSHI100mg & B K IR, | T, B I HEFE , W6 R N1 2h J& , 1 S MR 7T
8000rpm N s B0y, F - F I AN (P22 21) /K AS B e gyl , o R T8, 19 31 B LR
15 (B RAE R AN A B .

[0037] ] 1M STt 9] 1 ol 46 1 B AR 524 (B R Dh e A A 380 ROXST 26 HL R
R WE AT DUE HH, B 800 3805 T NIG 2 RIS , 1% 3R I AR S A A 38 ) BRI
FINT BREH .

[0038] ] 2 9 4 Ao Ay 28 445 ARSI il 491 1 ) 6 1) B A B i (B U DR AL Ak A SR ) 1E
pH="TI} ) Ze tati A7 PKEL s MBI FTLUE S A A S8 Jd AE e e i, 3L A L P s
[0039] &I 39 5 A Ay 28 475 ARSItk 497 1 1) 6 1) 2B A A B e (B U D Re A S A SR ) 1Y
ZLAMR OIS

[0040]  Sjifif]2

[0041] (1) % 100mg (1) 58 A A7 28 8 75 40 B T-80m1 N, N- - FR BE R Bk fie (TEK40) 5 ik
BIA200mg DCC,200mg DMAPFI100mg 1,3-FA &, 20°C R,k fudwt , MEG M 14h )5 , 4
R AEIO00rpm T fRy i 25 40, AN, N- 2 R FR B Jie (7K 4R ek il » B eIk B 0 =K
J& > WG UTTE TR R A S84 5

[0042]  (2) ¥ 100mg i Ak A7 A 47 68 A5 4 BRUAESOm] N, N- - FR EEFR [k e (B 7K Z%) 5 4 0 m

6
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A200mg DCC,200mgDMAPFH160mg 2 %] 2K {2, 20°C T , i 3t H , 6 OB 14h 5 , 4 = i
YRAEI000rpm T 573 25 0 » FHN, N- 2 FF S FR i (b2 48) /K AS B i Uive , R s O 5, 1
SRS E A BG EEERIVENE B .

[0043]  Sijiffs]3

[0044] (1) ¥4100mg )48 A A7 B 478 5 43 B T-200m] & F 4 (T K Zk) , B 48U L ki
MIN200mg HOBT,200mg 1,4-71 —f%&,20°CF, BE 38+, B R B 16h 5 , 4 I B IRAE
10000rpm R E B O, Fl & Bt CEK 90 iRk Uie , B P B0 =R G , B Uiie T4 8l
NG B M 5

[0045]  (2) ¥ 100mg i Ak 77 B8 45 88 75 0 Bl AE 100m] — &0 4% (FE 7K 28 o, Ik N 200mg
HOBTHH150mg 5-B %A KHR, 15°CF , Bl 39+, B S BL16h & 5 1 ROMAE10000rpm T
O, AR e (P24l KA B BRI DLTE , B B O Ja , T, B RIS 5 R B (B
AR A IR

[0046]  Sijifafsi4

[0047] (1) % 100mg 1) 5 Ak A 28 M 8 75 43 B T-50m 1 VU &Mk oK 20 , 88 75 435U, #kik
MN300mgHBTU, 150mg 1,5-% &, 10°CN, Bk /3t dk , G R BL16h 5, 1 e BERAE
8000rpm I /&1 38 250, FH Y AWK (B 7K 2%) Pl , B Pk B8O =3k Jia » B Ui 1 Ep
NG AT B M 5

[0048]  (2) ¥ 100mg ik Ak f7 55 45 88 75 4 BUAESOm L YA W mg Bk 40) 1, MR A
300mgHBTURI200mg 6-F &AL CR, 10°C T, W /1 + , B [ B2 16h 5 , 1 S MR AE8000rpm
N Oy, FINO N F B RG (P22 KA BB TTE , il 0 5, T 15 BB
W B (EEEDR AT 2 .

[0049]  Sjiffs]5

[0050] (1) #% 100mg [ 44k A 348 45 7 i T-40m1 N, N- B R fie e K4 8 5
BUS RN L00mg TBTU, 100mg 1,6-C% %, 15°C T, B ke , B e B 16h 5, 44 [ B
AT 11000rpm | =7 B O, N, N- R Bt e (2K 40) e diie , R P &0 =k )a,
WOTVE TEERD A AL B

[0051]  (2) #5 100mg i Ab A7 S8 475 88 75 40 BUAE40m ] N, N-— FR S FR Bk fie (T K 2%) b, 8 75 49
UG KN 100mg TBTU, 100mg & X KR, 15°C T, Wi J3iiE, @t e Bi16h )i , 44
L VRAE11000rpm | #8325 0, YL E FIN, N- —FR 3 R Bk g (fk 22480 /K38 B e ik, o 30 5
J& TR 1R BB B A B (B E R SR B

[0052]  sEjiifsl6

[0053] (1) %5 100mg () A AL A7 SR HE 75 2 BT 25m]l &0 b (EKE0) L 8 9 8UE » ikik
A 300mg HOBT,100mg 1,4-7T —Ji&,20°CF, Mk J34i 4 , @O e B 18h T , 4 R SLLAE
10000rpm = E B O, F S Bt CE/K 90 PR Uie , B Pk B0 =R G , B Uiie T4 A1
A B 5

[0054]  (2) ¥ 100mg e Ak 77 58 475 88 75 4 Bl AE 26m 1 &0 B8 (EK20) o, Mk In N 300mg
HOBT, 300mg3- (4-F % K5 AR, 15°C T, ll 30k, BEG I B2 18h JiF , 4 & RERAE 100001 pm
T O, AR B (2 KA B DI, RO S S, T SR S AR B
(SRR E T ) -
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[0055] S ] 1 ~ 6 X S8 A0 A0 SR M BEAT I RS E » SEA T SRR I D PEAR R O B AR
1115 EL AR S 970 R A i P B A AT SR AT T B R ek, A A TR A S A A
Wt U L H o
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