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AR REE M

[0001] A5G HITE R AE X 5 H
AN HE R 2020481 A 29 H 5222 1 58 I I HH 3% 5:62/967, 17T9RI LS AL, H AT
a9l L 308 & EAT

BRARGUE
[0002]  ZRNTTHF K BEEBR AT AN EATHI & BT, Feh @ RAT A Ao R ik
PER .

BEREA

[0003] i 77 CRAT 2R E R 5K 70 17) 2 — S8 H B A0 R AT ey 8 B8 Y ) A2 1)
T35 o AL TN E TR T LS AN R A7 1 79 P 120 8 B8 P B 18 1 o B X B S
& HAT KAV E B K ™ ZE ARV PSR K 3™ B I W SR 1 43 X S84k S m] LA
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IAFAERIR T 7K 05 2 TE) 0 73 T A EL AR 5 K e 8 D 7K 23 AR T i 2 771 2 1) A 55 55
FRIAR AT o X SR AR 2R T 5K 0 9 ELE R AR 452 i

[0004] 7 /2 iR VR E T, T 75 T LA ol SR SR AR DL BR Sl K 1 2 T 2 ke T W P
7R o — R A () FE R AR AL AT, For 20 7 HE B AR , i g K JRE AR B A4 P9 S T 2K
P S BB AE SN LA SR Ak 7R AR LA o 45 5 R A 5 ek 3 T K 70 A1 P A HS R BSR4
FRIAR 2 PT LA A 2R T 1 70 PR 2 A

[0005] i 77 )2 FH T AN e i 751 280 8 S 47 B it 210400t it ¥ L ) P e b 2 P
o B RS VEE B AL S FIAE L 52 e i 70 T 770 T 7 AT 7R AN e 77 4
I, — B E A XA .

[0006] BRI , A A 45 4 ) B M LA TSI 45 5 (0 A 5 P 15 AT RT3 PR 5T, BE AN
Foow R 49 G TR B 20 g 2 L RIS B e /N R T K 0 AN/ BT R i 7K R/ B Y
RIIRE T, X LA AL AW 15K SO I 2R T 1 70 BT A 75 1) o 81, B s R
FAT A WA D9 3R A1 791 B4 A 36 R e B AR, L B 6 8 P IR e B R R I AN 2 EL LAY
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N 115279727 A W OB P 2/10 T
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T 5K F3 A0/ 85 e AR A SR 5K 77, I PR aT AR B AR VAR / 28 S/ B B ST AL o AR
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N GREANEE Dy W e XA IR AR /N 22 S (R RO R B0 T ARTE 407 AR 207 ] AN =2 fi
PIT iR AE 1) IE B A1 10%.
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[0018]  EF, RATFFbHEft 17 PL R R TTtL &9 -
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O
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FEGE W] DA SCHE B ELHE o e AR RT DA R SR IR I o e S B R AR B R A U B
S B | AR T R T MR IR R I — A B S UG Bk — 25 B N - A BT DA B2
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WEERIR T AL LA 2R ) Eh PR 2
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bt TR B BT 2 S AR A R - <7 F 00 2 d o P i e AR ) 0. B S
HR 4 55 U B R Sk sk 77 (v) -
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[0026]  FH T PRAL R IHVEPEFIPERE R B — NS EUE SRR I TR J7 . BIASR MK J12 5% T4F
S 3 THT B 7 TH] 45 8 TR 2R T 9K 718 o 78 LA I 10 3R T PR R R AR I 1 0 T 5 X AT REANF)
TV EE AR RN =4 2 J5 , R 5K 155 T 2 AR i R T 5k 77 W b BTid , 2 v 1 771 B
R T 7K 775 R, R 7K 77 R, B 21IE B P47 (8 - 14 30 P-4 Bt 75 (14 B 18] Bk 1 32 T 9 14
TR AT B 2 R B o 26
[0027]  JUFEBNASFRITK J700 — Fh o5 LA T-I0 R 5 J745 o 1215 2% 18 ik 6 40 7 I 5 0 R
HH R BRI SV 4 B R P R R 7 o S B0 97 75— R AR08 TR I 3R T 7K 77, B AV TR A%
FEUG B H I T 77 5 R AR TR 1] o 2 T 7K 77 X6 3 10 A7 0% P A4 12k T DA b o503 7o A Y ) Tl
R .
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[0028] & [V P AL A Wt o] LU JE ask e AT T e [ A 3 4 b TR B8 TR PEAG , e o B2 ik A
FT 00 2 1) o 240 VR -5 T AR 3 T 3 — P/ o1 (81 n 25 <) R AT, ZE A L S AR AN ] 44
Z [ TE B = AR ZR o /R T = A4 7R VAT A AR DT R THI 5K Ty SR R = SR T [R1 A
JEE A R R fid A o B i A (AR R TR A1) 2 R R [ A V12 1) S 7 58 A TR T 1
BN AR e 4 il R AE 44 B, 5 BBl A 0° 3B % 7E 1-100 X CMCHI IR & I & 45 2 1AL
B IRV S5 SR T 5 " AN A VA S A6 1 140 2 i R kb 35 e J 1) N0 T DA/ B vy BB
R BE S M .

[0029]  FE—Fh ik rh, aT LAAS FH ' 2242 A A7 0 A7 ASCR DN B2 Ml £ < 12 150 4% A8 A AR AL
VR A 38 3 3 i 2R T 8] 5 P A R T 2 R T PR SR B B A i A

[0030] AN TF I 3R THI TG 1 AL A 0 () 38 76 N P36 R AR W R 711 B R TR 5] k& A7) TE Bt
SO EVE VI MR H BRI v 77 TR S B i iE v 1) L T AR AR 3 B0 R ) T4
VAR 00 Bl 700 R0 00 R 3% P R ) P i 55

[0031] AT AN GBI, Ab B P02 18] (1) /0 22 57t 0T DS 0K AN R 1 22 T 9 1 77 12
Ji  AF A AN R A A 0 e AAEAS ) (1) 8 R S A [R] i 280 — e H

[0032]  $2 (DL T PR il 12 St 77 & LA BH A [5] 2 T v 14 751 e A [R] 12 5

[0033]  fb &9 AR R TS VEFR , o] FH T IR B R 20 BT S FL A RN %57
KB

[0034]  ANFFHIAL A W] F T L3 S AN — S8k — 25 i R Bk 2 (9] 2 2 T A B, 451 4
ANNBRIEF= ) B, 3 Bk ar BT = AEB KR

[0035] A SCAFFHIAL A WA Sl I E TR 2290, 001 E &%, £90. 05 E &%, £0. 1
HE% L0 5HEEY A1 HEY A2HEEWLA5EEYSY, N mELSEEY AI0EEYS. 415
% 220 H %5 225 H 5% , BUE TEAT A AN BR B 2 18] By 2 AT AR e P9 o

St 5
[0036]  fEBruker 500 MHz &I b ib47 #% Wi 3L4R (NMR) J6i o FHEC 2Pt - TrdRk B 5K 734X
(DCAT 11, DataPhysics Instruments GmbH) ZE23°C N Wilhelmy My E Il AL Rk
J# (CMC) - 7E23°C N FHfs B 5K 714X (Krtiss BP100, Kriiss GmbH) #i5E ZhAS R M 7K /1. HEC %
B AR ML G e fh f I 14X (OCA 15 Pro, DataPhysics GmbH) fifi g /it f .
[0037]  SEjitfl -

6- (- —headk) -6- A AR b - 1 - FAEL B Rk

FERL % Dean Starks; 7K a5 (1) B EHIEH , K6- 2 MR (5.0 g, 38.11 mmol) ¥
R TH 2K (50 mL) T Bl JE N —%elE (6.41g, 38.11 mmol) Fl— /K& %) F AEH# S (PTSA)
(7.24 g, 38.11 mmol) . IN# S B LA B 24/ Nt , BB #EDean StarkZy /K28 A FHER
IR AEFLAE TN BRI, FF4 A5 1) [ 4 FH O o e ik o 44 [l 4 v e AE — & e (200 mL) HJf:
FHUL AR BRAN D % LAAR 21 e 6 - 2 L R B, 7™ 3 940%
[0038] K+ kidt6- &I CERE (100 mg, 0.363 mmol) ¥ AELE/KH (10 mL) ARG I
Wedn) £h2 (13.23 mg, 0.363 mmol) .
[0039]  Sjitifsl2:

i 5B AR JEE (CMC) F it <
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Il S R AR (CMC) o H 3% T 9 1y B 7K Hh R B AR 4k, i 2 CMC Y 29075
mmo 1 o 1% 3 [ 14 771 P LA Ik 21 (1) fe /N 2R 10 7k J1 0~ PR {E 82923 mN/m, B23 mN/m + 2.3
mN/mo ] 1A aX L 25 B ], 7 Hh R TR 5K A T o 1 45 SR I S ZECMC AL ) 3 T ok
192323 wN/m, HAEO. 7 mmol BGFE KA EE T , R 5K /155 T 8/ §23.2 mN/m.

[0040] i f51)3 -

T E BRI 7K )

RV M52 35 7 A 0 2 S0 7K A T ) 28 T g i P 1) AR ) 9 s 5 9 A 8 shas 2R T
5K 7o B 275 H AR D9 3 T 5K AR TN TR] (1) 45 SR B R AE R 291580 I, A &4 58 A 1 AT
R HEIE W fER TR J93185 msELFE KN, BAK M 7K /)55 T8/ 128.5 mN/m.
[0041]  sLjitif54 -

TEI 1 Joi 1) i

bR 7R IGK SR I3 )5, 746 & FhaR i A S P e T 14 5T ) 4, i 7K
FEMF (B0 58 2.0 -HD) 2RI HH 16 .67 F =1 A A 2 ik 1 2 T IR o 76 5 1 PR R /K e A4
(s s e b, Bl & i) B fnd Az /N T /K R ik A1, 093937 GRD) o
[0042] %1

Fbt FTHEIEMEFIICA ) |IKE JKIICA (©)
Fea e 39.3 10x CMC 119

B2 -HD 16.6 10x CMC 93.6

Je k. 18.2 10x CMC 50
BXHE W EERE |15.3 10x CMC 65.3

SE it 515 <

FH T35 657 ) il 51

FEIZ S, Bk P B & 700 B3 o 2% 550 AT TR B R R A v N 24 % Rk
B o WIFIAI L 0 7 T R 22290 . A4, #70) A DLALHE e R AR AN R 4y, UL S F T3 2 W 5
SgEE R, e/ T1EEY.

[0043] 2
oy Thie HE%
% T 4 7 F M PET 0.1-10
T R IR R R 10-25
TR P T i P kit S 5 B 2 TV P 7 0.1-5
MBI B — 2 W i TR 2 7 1-4
T 5 R B N A R R L SR A AR 7R /A i 7 0-5
IR pHAR & 71 0.1-0.3
G 0.02-0.1
K 49.5-89
SE it 5116 -
T B R H170

TEAZSE A, B4 A AE B & R 771 0 #1550 o 1 il 770 ] DA AT 8 AR B e 2 6 2
TE-10. = -7/ —H1dih (dimethicone oil) , [E 4R B A& R B HE AL 25 A7 B M
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[0044]  HilFR T T3,
[0045] %3
oy hie HE%
% T 4 7] P 0.1-10
il i T PR M K Bl 1-3
T S R P 0.1-6
JF A e 5 T - 3 e P 0.1-6
MR EE % — 2 W% RIF 0.5-2
PEG-55 A B JH R g AL 0.01-1
G 0.02-0.1
K 61.9-97.2
SE it 4517 -
FH T DA THI 25 B IR B 25 140 35 25 30 3% 5510 4D i 55
FEAZ ST, $2 4 B AR T AR T 25 B PR HE BRE 553 110 3 2 0 8% 591 4D 55D
[0046]  HilFlR T T4,
[0047] %4
oy hie HE%
% T 4 7] v 1 0.1-10
T R IR IR BT e R R R/ FE 7 5-14
2R O NGE = LG pHAS & 71 0.5
MBI B — 2 B i T ARRRE 0.1-2
7S bl 0.05-1.6
G 0.02-0.1
E=gl 0-0.1
K 71.6-95.0
SE it 518 -
F T T B e e Bl M VR 5
TEAZ S, PR AL TC B A B e Bl T BRI VR B 7 o 7E S E BRI 2 5, AT LR
TN N 2 2 B 44 b
[0048]  HilFl~ T T3R5,
[0049] %5
oy hie HE%
T PR T & PR 0.001-2
K 98-99.999
SE 5119 -
HFii F (heavy -duty) HiEETE V& 774 1) 771
TEAZSE a5 A, $2 Ak B T FH B0 ¥ 750 1 11 37 o 2235 v A2 VLR R TSV A o
[0050]  HilFl~ T T R6H .
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[0051] 36
Hor it HE%
2 137 A 77 2 T P 7 1-15
b e R AR R IR B e FE R R/ E5 7 0.001-10
it I T R Y I BhF 0.001-3
BTN\ LB L pHAS & 5] 0.01-1
7K 74.95-99
S5 10 :
FH T FH 2 10 37 ¥4 7510 F) i) 5
FEAZSE A7), A B T FH 26 V8 3 70 1 7R o 238 s R AT DL T 8hakl 3 3
KBRS
[0052] iR T F T,
[0053] K7
Hor ife 5%
137 A 77 NG V) 0.001-25
b e R R R IR B e FE R KL/ E5 7 0.001-10
Fil A A TR A K B 0.5
Sy SR 0.01-5
K 59.5-99.99
S 11

i

[0054]
[0055]

[0056]
[0057]

PR A 1) T 8 25 B e 70 B A 71

FEZ S, SR P IR A P T 8 25 B ek U FD 1) 79 o % ) A AP v e R

HllF~ T RS .

%8

Hoy e HEY
FThE M4 T P 0.001-15
il e ik I M K% BhF) 0.001-3
7S ) 0.01-5
K 67-99.99
SEhtfE12:

JH T st 55 5] A 14 3 2 75 1 ) 751

FEZ S, SR A I RS 5 751 m (10 3 28 1) B0 70 ) 1 751 o 0 PR 55 751 T
LU Tt 0 3% SRR B E AR DR 3770 o B B2 A1 A4 1750 B 01 £ 3 e U S 10 3 6 PR AR CMC
SR LS AF IR PERE , 9D o8k BRI AIEY) ORI op SR i PE AL A P o ) B G FE2-5% 2 [8])
DAL L 2 L B & E ) e 4%

HlFR T R RIF .
%9

Hoy

HEY
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T PR ey B ) 0.001-2
A% HUFAAN /B = AR OR 57 0.1-10

K 88-99.899
St fF 13

FH S BB R 8 I ) 157

FEZ S, SR 7K I T FR s sk £ 28 7 ) i 750 o ) 700 H ) 2 T
Tt FHIR 2 2 B i (4 T FRE R 1) B S P Sl A » DAL I 1 e 3 A2 Jl T V) A L e B
Y i)
[0058] il T R &10

[0059] 10
oy hie %
% T 4 7] MEPT S Vi B VY= P E et | 0.001-5
SRHERE T ) 5-30
KL FLIR Ho 0.1-25
Tamol 731A pan-i &l 1-4
SETAEE (97-99% 40 ) S IIVE KL 7-15
Efka SI20228(ST 2723 TH LT 0.001-2
K 19-86.9
JiTH
Jr s P EY:

S

HHHM
yN N T W S T W

HrpXoyik B B T IR T A T T
[0060] 72 5 i 1R AL &4, Ferb B b 50086 - (F —heal3) -6- N - 1-
Ak, BA T

S
n 0
H\hi}/\/\)\ i
- T s s o Mo
H (]

[0061]  J5 (i3 5 18 7 2Rk b &4, R E/KFO0.75 mmol 1l 5T IR ARk
(CMC)

[0062]  JHI4A& 7 H 1 -3HAE—TTIR AL &4, B 2923 mN/mff) 7K A B /N R T K SI1)
FRafE.

[0063] IS 7 H -4 AF—T TR AL &40, 7E0.7 mmol B BE KA E T, R T
BUNT23.2 mN/mff KA R Tk 7.

[0064]  J5THI62 A THIL-4F /T — TR AL &9, 7E3185 msl B KFI R ER T, LA L
Fai/NF28.5 mN/mA /K E K 1.

[0065] 5 [HI 72 & Al JE IR 2R T v E 9 B vk, & IR FE R 2R T VE ME A B v & D IR

11
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