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L il 2 2 TV IR N= (4= G AR ) -N= (1= FREEIRIGE —4- 3k ) N7 - (4- (2- RN ) - R
FEFIL ) R A IR AR I A L IR 5 32, 2t 2 T T 22 7R A i R AR E B AE 17T CHIR
AT, HISR 20 129) /¢,

i
Hap + CH; HO, o,
F o_ ,CH-CH;
N. _NH W )
CH; \,lcl:( \CHZ HO. C02
(6]
L. wd 2

(IV)

GRS

¥ IV B G ETE T R NI EE R, b R R R sk B R
[l —FPEk 2 A IR BEBCIAIE R IR IR « N IR e R RIR I C,—Cg Bl

i S RVE 3 I B B IR ZE R i AEAE 5 10 Y 1 R, FE TR BT
T B PTIR G 2

2. WIAURELSR 1 BTl (9 77323, e P 73 )2 T 2 S5

3. AIRCHIE SR 1 B 2 Pk (0771, P 7R ik &2 2 R Pz 55 5R IIR  2 30-100°C .

4. WBCRIEESR 1 B 2 Pk id v, Forh R A8 40-80°C I A2 N kAT 11

5. WIAUCRIEESK 1 8% 2 ik iy i, Ferniz it — P AFELL 0. 1-1°C /min FYIERAH]
R o

6. WIBCRIE K 1 8L 2 Pk ik 732, iz 4R 5735500 T 2k S JE 0, 170 T ik &7 2 IR
FHAZ IS R 2 30-100°C, AN 2 7E 40-80°C NGB R HEAT I, HAZ oy ik — B e ds Ll
0. 1-1°C /min [FJEEZA ENZ BT -
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N-(4- E3E ) -N-(1- FRELIRIE —4- 2 )N - (4-(2- B
ARE) FERE) REEBEAREAEMFET

[0001] A HH i J2 2005 4F 9 H 26 H 42 &2 1) @8 O “N-(4- i F 55 ) -N-(1- & IR
W —4- 28 ) -N" - (4-(2- FEENAEIE ) AREEFIE ) MR A A TR AR 1A o i i [E &
FI S 200580032650. 3 [14r Z& Hif

[0002]  REH 5

% R 4

[0003] AU BHW e iiAndb 2e ik, o8 BAARH, AR BHID o N-(4- R 3 ) N-(1- F%&
W%ﬂi%)N’M(2$%Wﬂ%)ﬂ%ﬁ%@ﬂ%ﬁ@ﬁ&ﬁﬂ%%@%uﬁﬁmm
GRS HIE.

[0004]  AHKALAA

[0005] WO 01/66521 #fiik T N- HAMEEdE N- J7beIRNUR R B, A T ReeH
RN HIELRE 5-HT2A 2R 5— F (g 52 AR N IR BRI 52 A0S 1 KR 540« WO 01/66521.
T] NI RS WD T IR A 1) S B 55  (H AN PR T 00 K A5 0 » Q1K i 73 ZR0E FHAH O
RV 5 PR A, SRR, 5 1S, MR AR R 15, B R RR NG, i S B 1, 4 B FAS  XUAH P K o it
B HA RS A RE AR AR LA S B B RR IR SR B k. H B s G 7 ] LU IRIT A3 S 1
K A R <0 2 o 1) BIAE R DL S A 22 3R AT PR 0 0 40k i FRDHRS A0 5 122 A 22 3B AT M o 187 2
B - o B BT LE BB, e L, A ST, LA R AR, SRy el i DL SR 22 ol LA TR 1
MRS HIWIAGIETT (primary treatment) Fl 2§ il (secondary prevention),iZIflL
T T G o R A B i o LS 26 | L A P 24 o Bl e L 2 2w R e A R o A ek i 7S A gk 2>
SN S I

[ooo6]  Jx BMEIK

[0007]  ASCA T — 5Lt 7 RAFEHI S TSI T
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"
N ?Ha
F 0 CH—CH
oy
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[0000]  ZTPVAGFERE I TT 1 (4- UWEE ) - (1- AEIRIE —4- 56 ) %
[0010]
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[oo11] 553 TTT ) 4-(2- FZENERIL ) 250k A AL 57 S IR IR b,

[0012]
HCx
/CH-—CHZ O“@‘CH{“—NCD

H,C
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[0013]  FER-MGsifi 7 Z2rh, W T Y m i 4- (2- RN ) 2R PR S E M, /1Y
0.9 2%y 1. 1 MEM - FFE) - (- FRERNE —4- 35 ) . FLesujfr £ a5 V5
R T EY) . ERLESTE T R, TR 2y B AR OV S NN BGER IR, SR FH 25 BRI ot
VE BRI 22 BRI SCEAT IUTE K 23 B8 T B &, 5 T 23 B8 40 6 N 25 7 WL TR AH i
MEKAHMPRAE R R o, DL MZA AL FIAE RS 21K T AW . E3ELe Sl 77 2, Zauh
B F AT R 1 — P el 2 PR - CALIR ORI sl —RIR IR . AF F- L8 sl 7 &, iZ%7KAH
(¥ pH KT 8. 50 fE—SZjli 7 S, Wi I A B4 J8 S8 A I /K P T A3 31 7% pHo fE R st
W7 e FENE MEE WU AT RN o £E R 88 St 7y b, Bk sk B i N i—
Flok 2 Fh JE A T R BRI G B IR s AR IR Cy—C o FESELES i R, %
SNAEZ] -30°CE 4 -60°C R AT,

[0014] A 3C A FF M 5 — S 5 R A FEN-U- R D) N-(1- A IR
g —4- 3 ) -N" = (4- (2- AW ) - ZRIEF L) IRV & E, RHZ R~ #3E (0SC) LA
10°C /min [ IFAGE 20 52 (%S TR IR 24004 124°C.

[0015] A 3C & FF M 55 — SE O R A FEN-(-H R D) -N-(1- O IR
e —4- 36 )N —(4- (2- FERNERE ) - FEFR) R & E, Z8 K R B X SR
fr o A B W R EE 0 1 2913.0A.2910.9A.2496.5A . 214.7A L4 3A 214 22A
FZI4.00A AE— 5207 27, 1% 0 T o HE R X5 2o A A 5T R A B A G )
(K06 :2913.0A.2910.9A .296.8A . 216.5A . £16.2A ZA5.2A 4. 7A L1454 ZL14.3A .2
4.22A #14.00A.293.53A . 2413.40A . £13.28A . £13.24A £13.19A £93.08A . £12.91 A M
22, 72A.

[0016] AL 57— St 7 A FE ) 4% i S I ik, 2o AR R T A S
%%?7J<EP :

[0017]
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[0018] [} iZ AR /KM A I — & B2 ISR X T LA rra HLaE 75
[0019] I8 I ANBRCHE 1% 26 7K VY pH (A B &2 /02 8.5
[0020] [ 2=/ A ALAE L35 5
[0021] KRR A NLAE IR EIENK T 16°C 5K
[0022] 73 BS BT G RATAR LIE
[0023]  FEMELLsiE T &b, A T AR A IR L. JELE Sl 7 RIE B AL
AT IR K W I AE B 25380 A WL ) TR A A WA . E— 37 £,
AN FE B U N —FEZ Bl 8 AR IR R B B B I PN 15 IR T I C,—C
il .
[0024]  ASCATFHI S — K7 REFEH TR T E AR N-(4- F5FE ) -N-(1- BRIk
WE —4- 25 ) -N" - (4-(2- FEWEE ) - FEFE) MIEE, E7iEasEE L 11 & e
WA T K
[0025]

@

[0026] [ ERFIKE P IMA—E ZERLEUIEHER TS RAENEER 75 ﬂlJJﬂ
NBRE 12 3R K pHAE T 2 22 /02 8. 5, A AL A BUZ /K SO F IR B A AL
HH, B R85 A VAR B, F R A HLAE BT P #1231 T 16°C, LA B I E
AT PTVE o

[0027] A XA FH K 5 — L 7 £ 8 IV N-(4- 5% &)-N-(1- F & Ik
WE —4- & ) -N" —(4-(2- FEENAE ) - AL L) IRl AR,

[0028]
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CHs 7]
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_CH=CHs
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N
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[0020] A ST A FF R YT — SEiE 7 R AR & N-(4- RN ) -N-(1- FO3E IR
e —4- 3 ) N~ (4- (2- FEENEIE ) - ZRFEFEE ) WA BRI 75, %7 e G IET &
B BRI T AW RAY, SONJE INTB AT BRI B BT T B 2l A R B . AE — 3K
S, BT o B ARSI A R 5 T2 B BT i P 1S B A BR £ o 7E—SEitE 7
BTk 7y B A R B e VA 41 L 2B 1) JJD)\EIEW?‘UZJX%E”P&Eﬁfﬂ/\ﬂ%{ﬂﬁﬁ#{ﬁﬁﬁﬁi“
[0030] A 3C A FF M5 — Lo o7 R OA FN-U- /R R D)-N-(- O IR
g —4- F% ) -N" - (4~ (2- FIENEIL ) - z&ﬁﬁﬁ)%#@m&ﬁmaa%,%a /JzTﬁE/JX
SRy AR AT S A B oA R TR BRI 0 < 2918.6A.2916.7A A10.2A 296.2A . £96.1A..
14 63A 214 49A 294 44 A F1LI3 96 A AE—SLHi Ty Zr, X STk ARATH B BA
IR 0 1 2918.6A2916.7A £910.2A LI8.2A 417 7A A7 4A 216.5A 216.2A 4
6.1A.2415.86A . 215.14A . 415.03A.2414.78A . 414.69A .£14.63A . Z14.49A . £94 447 .4
4.35A 294.10A L93.96 AFZI3.66A.

[0031]  FE—SEji 7 &b, i MR BIR R IE KX VAL GG T o O S
ﬁﬁmm%m%¢

CHa ]
Ha i+ SHy HO, .CO;
- Q O\ ~CH=CHy I
L.
[0032] _N___NH a Sco, K RVS FBK T4
cHy ¢ CH, 2
0
- — 2
vy

20°C, 2R )5 7 B AR B AT DL€ B A4 o 70— S 7 S, 2 i D b iR R £ 55°C 2
2190°C. fE—3Lh e, ZA PR R EIEE N2 0. 1°C /min 225 3°C /min,
[0033]  ASCA T ) — S 7 SRR I W 7 v AR N- (4= iR ) -N=(1- IR
WE —4- 2 ) -N" - (4- (2- AR ) - FRERE) N4 SIE, 5 EAREEL 55°C
2290 CHIRE T, ¥ X IVHAEWE T LR O 5 7 NIRRT

[0034]
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CHg ]
H...,!ﬁ- CHs HO COx

F O\ P CH =~ CH;

U -
N. _NH \ -
CH; \ﬁ/ ~ CH, HO CO,
L o]
wd 2
' av)

[0035]  DLZy0. 1C/m1n£é’]30/m1n (I SIS FN 2T 2 20°C, IF43 B 5 21 1
AT YT [l 44

[0036] A L A JF M 5 — SEHE T R P A REN-4- /R E)-N-(1- F IR
e —4— 3% ) N = (4- (2~ LR EEL ) - FKEFE) RIEARELNRIE, %8 SR H I X 5
by RATS LS A R IR BRI <2917.4A 2410.2A 495.91A 414.50A £14.37A
L3 .87A . — 3Ll 7 Z B H 1) X I 2ok AR AT 5 B & B W B IR ER A 1004 <2917 .4A.,
£910.2A .218.8A . 216.4A 41591 A . £15.46A . £14.99A 214 90A .414.62A £14.50A .4
4.37A 214.20A 23 87A 413, 73A £13.58A A3.42AFZ12 90A.

[0037] A C A FF W o S 7 R A R N-U- R OF D) N-(- O DR
e —4— % ) -N" = (4- (2~ FFLNESL ) - KR ) IR AR MR, 1% SR i X 5
S ARATIH L B BT TR BRAR 08 2912.0A 2910.7A .45.86A 214 .84A Z14.70A .
294 5TARA3.TTA T XK C B — Sl 7 &2 W I X S 2ok RATS BB R s
[ BE AR (0 :£912.0A .£910.7A 417 .4A 296 .9A £16.6A . £16.2A .£15.86A 415,534 .4
5.28A.215.16A 414 .84A £14.70A 214 .57A £14.38A . £14.09A £13.94A £13.77A 4
3.71A 413.49A 413.46A £13.25A ZI3.08AFZ2.934A.,

[0038] AL N 57— St 7 S8 A A ) 4% L3 b A 1k %0 TR R R A R X X
v W\%%@aﬁl&)ﬁ% A

iy

Han* CHg HO coy

F Q O\CH,CH CHy
2 Y M, NI NaraNs = —
[0039] L /@ o SRR ST¥SSER | SITiliN]

CH; \ﬁ’ \CHz HO GOy

o}
L - 2

(V)

IIAASCHTRIR) C S TE R e 76— S0 T7 P, xR SR A R N 21 30°C 24
100°C o 7E— S 77 Z8 0, AR T30 B A0 T B —FhEk 2 P« JI5 e Ik SO Ik 2 IR TG Y
Bis Bl MR R CoCq il s fE—SEHE T B, FE40 40°C £ 2 80°C FRTHF (seeding) o
SEE T RIBAFELLZ 0. 1°C /min £45 1°C /min FEERAHIZEIF R £ L5 7 29, %
%i??&?@%ﬂié@%?ﬂ%o

[0040] A ﬁﬁﬁ%*iﬁﬁﬁ%@%ﬁﬂ%iﬁ%ﬁﬁﬁﬁ% EZTIFEAFEIEL 30C R Y
T0°CR, B N-(4- J0FREE ) -N-(1- FEEDRIE —4- 55 ) N - (4- (2- RS ) - REFR)

7
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FIRIP A R 6 1) B B N= (4= G 3E ) -N=- (1 FREEWRIE —4- 26 ) -N" - (4- (2- R ) - &
FEFIL ) MR AT R AR (W AN [H) S T IR A W) BT T AR R HE Ay R, Hip 122 8077 8 R] IR
ANASCHTIR I C b T B m A, FF AZ TR 70 5 45 it [ 1o

[0041]  AXSCATFI o — S 7 RAFE T & IR S E 5%, ST IEAREELA 0C R Y
T0°CR, B N-(4- EHE ) -N-(1- FIFEDRIE —4- 55 ) -N"— (4- (2- L4 ) - RIS )
WR B A R Eh s TV F 1, /E4) 50°C R4y 70°C N B Pk T 5% RN C d T G4 Fh, LA
BN 5°CEZ) 15°C IRV HIHE R FT 1S B BIF A HI 24 -20C 24 %H, IFNEZE
TR Ay B 2 b AR fE—SEHE T b, IR ) DU SR o 6 s St s S b, BT s
Bk B R —FERZ R AE LB AR AR, 4 R 2

[0042]  ASSCATF I I —SEil 7 SRR @ W U7 VAR AR N- (4= 338 ) -N=-(1- FRZEDR
g —4— % ) -N" = (4- (2- FEE 4L ) - FEE L) MR A TR ER 10 & 71, 127 VA BLRAEZ 30°C
FLT0°CT, 4 N-(4- ORI ) -N-(1- FIEIRIE —4- 55 ) -N” - (4- (2~ FIEENEIE ) - K5
FRIE ) IR A0 R 26 ) v T B N= (4= 52 ) -N—(1— FIEEIRIE —4- 3L ) -N" - (4— (2—- FIEETN 4
FE) - SRFEFIL ) BRI AR R AN [F] SR T TR A MR TR AR SR s, BB R
RIS N C B A B ST, BT 43 B8 45 it 1k

[0043]  ASSCA T I —SEil 7 S FEIE L W R U7 VA AR N- (4= 338 ) -N=-(1- FRZEDR
g —4- J% ) -N"— (4~ (2- FIEEWNEIL ) - LTI ) R4 RN I, Z 7B EL 0C
B T0C T, N-(4- RIS ) -N-(1- FIENRIE —4- 55 ) -N” - (4- (2- FEEREAIEL ) - F5E
RS ) IR TP A 2 5 T DU Sk e BRI 5 7244 50°C 2224 T0°C R B HE PS5, [RIINEn
N C b h, LRI 5°C 49 15°C A HIE S A R R WA I 24 -20C &
35 T EBTFIR A 43 B 4 b Ak

[0044]  ASCAFFI 5 — ST RAREEHL 0% 24 6% 55 A Bk S FE 1) N-(4- 51iF
55 ) -N-(1- FEEURIE —4- 55 ) N - (4- (2- FEENAEE ) - REFE) IR A IR &Y, %
i T SR HH XS Rk AR AT O B B R TR B A 0 - 2917.2A . 2916.0A . 2496.1A 4
4.64A 14 .54ATNL4 37 A 5Lt Z 8o IR XS 2ok AR AT 5 A& oA o T TR) R
g 2017.2A 2916.0A.24110.7A 2419 .8A 216.6A 24161 A .£16.00A L95.73A £15.33A .
£95.17A Z£94.91A 214.64A £14.54A £14.37A . 214.10A £93.91A .£93.84A . £93.67A.
293.55A A13.42A ZA13.32A AI3.13AFI4I3.06A.

[0045] A SCAFFI T — Ll 7 RARE S A A5 % BT 5 T B N-(4- R
5 ) -N= (1= FIIEWRIE —4- 3% ) -N" - (4- (2- FEENAIE ) - 2RI ) IR A BRER K T, 1%
fa T S H A XS ok R A B A 2 Eo 0 R TRV BR AR - 4017.3A.24016.2A 4110.6A .
279.8A.218.1A.417.5A.2496.6A . 416.0A.415.28A.495.09A.2414.90A . £94.72A . &)
4.51A 214 39A A14.26A £14.04A £13.86A 213.70A £13.54A £93.48 AFIZI3.02A.
[0046]  ASSCATF I I —SEil /7 SR FE B A 20 3% PUEIRIR K N- (4- 30528 ) -N-(1- 36
WRIE —4- 3% ) -N" = (4- (2- FEENESE ) - AR ) IR BR R ST, 5 T W U X
SR AT B A & A W R TR BE AR :£919.0A . 2916.0A.4913.0A.407.8A £16.4A .
296.2A 215, 74A £95.29A £15.04A 214 .83A 414 624 . A14.50A . 414 34A .44 24A .
294.05A £13.89A £13.76A L3 .58AFI£13.27A.

[0047]  ASSCATFHY T — S0 77 ARG S A 3 IV AL SR 254 m #2532 T2 R sliohs e 57 1

8
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[0048]
B CHs 7
Hedr (i“,H;, HO cos
F —~Ck
a oY
CHz N“c’NH\CHZ HO' (oo %y
i
| el 2
vy ]
[0049] AN ST IR H e S it 5 2 A 45 A0 8 Ll A 2 i TS R0 240 ] 482 52 1 3 A sl A B 571
25
[0050] AN FFRY S — 5l 7 BEFH R T ALS W EfE FENE R vk, E TR R
IV AL B IR ARLE 2
[0051]
B CHy 7
H cl:H:; HO, coy
F\Q Q o\CH ;CH‘“"CHa \[
CHy N\g’NH\CH’z : HO' CCy
L © .
) .
[0052] AN SC 28 1 HL e St g e A G H ) B e A2 AR PR 1 7 v o TR B R A TV 4b
G IRLE Y
[0053]
_ " .
Hwn? %Hs HO co,
F o_ _CH~CH
GH;N\%I"NH\CHZ HO' coy
L © ds
av) .
[0054] A ST TS St 7 S B RS 1R IT AR RS AR 1 7 vk i R FEE A TV b
YR
[0055]



N 102153505 B OB B 8/41 Tt

B CHs ]
Ha (“}Ha HO cor

3 o_ CH-CHy

/©/ -
W .
e N‘ﬁ’NH\cng HO  CO;
o
. — 2
{Iw)

[0056]  {ERELLSTfl 77 Z2 i, I b 22K 00T X 0 10 RG o r 2R0E | 73 SR S G Ao
SRR BRATAE R AR Pk FAISRE o 155 S B A« R A 6 FEEE | AR B 0« B AR B A5 L UURH T K o
B 15 ey I s 06 i FRU A 005 R S IR I 7 e 28 0 R 1L 0 ) Ml 8 RE B RS s Bl 1
IRGE BB R UL R A M

[0057] AR SCAFF Y 75— St 7 AR VR TT MR IR AT It e IR 7 v i ARG K TV
AR LS 2 o TERLES Ty S8, Tl s SR AT MR 18 B A8 2% T « 7 A5
T ~ BT B o B /N 2R 40 B R IC SR G Ik IR LA A JL R R B & 2 - 4
Fa ~ 5 2 PR R Lok T RS EAT MR AZ T IR R A T R o

[0058]  ANSC o HFH T — Sty RAFRRTT 5 2 MK IEA KPS BErG 10 /7%, %07
AT IV AL SR ARG 2

[0059]  ANSC I 3 — S EAFRIRTT 5 2 MUK R V2A K BIILTK ) b JULRE 2R )
FE B 7, T EAEERG S IV AL SRS 2

[0060] AL TR 55— S 7 AR IR T AR 2 B PR R S B v, S VR HRE X
IVAL B WIRIANRLE 2 o 1E T RE S 5 28 TP, 2R T2 M TR A 28 o LA 2E L if A2 T %
P R T A AR A LA e T/ N AR 2> e B R L 7 R LA 0 R A P o

[00611 Bt I (1% 13 22 13t

[0062] 1A T W90 B aAL S0 Y ST X Sk RATET K.

[0063] 2 &30 VLAY A S TEIG X B2k R AT ot I,

[o064] & 3 j22 IVALAYIN B S EIG X 5 2ok R AT 8 I

[o065] &4 & IV LGN C EIER X B 2k RATH K

[ooe6] & 5 A2 IVALAYIN D ST X 5 2oy R AT 8 K

[o067] & 6 22 IVALAYIN E S0 X 5 2oy RAT 8 K

[oo6s] & 7 i IVALAYIN F SR X 5 2y RAT K

[0069] DLk St /7 4 T 48 1 B

[0070]  —FPf I N- B Fe 2 —N= D7 e BE IR 30 1 131 N- (4- 30 R 5E ) -N-(1- AR
WE —4- ZE ) -N" —(4-(2- MIERSEE ) - LT ) IR -

[0071]

10
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%
N ?Ha
0 _CH~CH,
CH2

C

Il

0O

@
[0072] N-(4— FFEIED-N-(0- FIEIRRE —4- )N -(4-- RN ) - EXHEFR)

BREA & 1k
[0073]  — STy 2 E A (D WEWR T, SIiE s 1T aY (- 3,7
5 ) - (- FEEIRE —4- 255 ) %)

[0074]
e

[0075] S 11T &Y (4- Q- FENES ) KEFIEFER )&F
[0076]

HC
AN
CH——CH;—0 7N CH;—NCO

HC

(I .
[0077] Sty % EF' TR E (4-2- BN RS ) Xﬁ%ﬁﬂ% fﬁ@?ﬁ@‘é),ﬁﬁﬁé@
0.9 L 1. 1 K& (4= REE) - (1= FEENRIE —4- 28 ) . (EREEST S, MPTid

MIREW B E R TG, £y &, Efir“}:bu)\ﬁ}zi“@& EIBGRVS
FEBREE R UTVE  BRD 22 B 0 XOEAT UTTE A 7 8 H T T B 16 &, B s 7R ME & /K 41T
Hhw TR R R A LTI BEHGK TG, Az A VSR s E A T S
Yo Eﬁﬂﬁi;&ﬁﬁﬁmqj RN E (4-Q- FENSAR) KREFERERE ), FH 1.0
MEMN 4R ) - (1- FREIRRE —4- 2% ) & &R N R IEVE AT IR % 2 IR I A7 1
T, WE%E:E&@MH@EEEJZE%@%EF%&%ﬂﬁ%o FEAE Sz 7 MgCl,+ FeCl, FeCl,.
FeBr,. Fe (S0,) ,« NiCl,+ BC1,. A1C1,.BBr,., TiCl,. TiBr,. ZrCl,. BC1,. Al (0-C,—C,~ %t ), H
Ti (0-C,=C,= HEdE ) 5o AHXTT3X IT AW, AT L2 0. 0001 % 222 5% E At L,
RIEL 0.01% £4) 3% HE L.

[0078]  JITik Jx AR EAE P A LS FIAAAE T 3T, &AWL H G ig e BE (= L7k,
AR TATE T MK £ B — K DU M sl e ) IR IR AR s (0 LR
(¥ C,=C, BEFEME ) I BE (Al Ee ) AR (I =& sk =S ke IRl 258 ) BRI
Co—Cq B (LN R AR SE TR ZE W — W sl A28 S T J e sl AR 0 T 260 ) &

[0079]  FITiK VR EEARIE L —30°C E4 60°C, HELIELA 5°CE 4 30°C. ML= 11
AW TIT A0S PR TEFE KA i BT i e B IR 8], B i i i 1 2 73 A sl i (R o
B M RE SR S
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[0080] W] id ATAR A3 1 5 VESE K T ALA Y0023 B8 5 12 07 V20 0 ok 9 F AN AR VRL P
AR IR RNV AR PR F BRI ) 12 B W R =2 100°C, ik i R4 80°C o i W] it
DLR 55 2R SR A B <3800 25 BRESRI AR Ik A2, i s i l ik i — B IR 4 s A 3EHE 51
Feytve 2 T I AR A Y, ZAEE R iR D gk (0 an ekt Ot Babt bt B okt
SEMCREBOK ) 5 I A AR g o T I 7R TR B A AR A N B VR AL T 43 B
KX THED.

[0081] R IRAEJIT IR 73 B 1iF ok 25 0 40 T8 1 IR ) 7P ) S5 % RS 7= A s A I BT ik X T &
PRI R IR AT 3 R IIAE Tk T IR 1 30 m 0 ek ik 4iAbe i 3wl VR 8 45 AL S ot
VEFE I E GG W DARR 2o 4 0. AR5 8 R K NI A AL R A
RO R T I B IR« W] 75 ZEM8I8 2% S 2 BT, AR e 708 R 2508 2 BT, FHAK a4k
BRI DR Z A NS AT Ik Y B BE S A P AR R R P K R, ZEIE 7 v
PR 4. A AT EE T B Tl ik ik ak 000k 4 B, W HEAT A B A ML
HIAHEE . B R R AR I 0 A 1 R AR T A L7, anda s AR Ik
Wi RREEATN G S UL BA 20 3 ANk R T .

[0082] i EhPR W] L HOEALEA MR, anehliR (HC1.HBr HI\H,S0,) « AR e — & m (F
B2 BRI T IR oK IR R IR HIIR I A R ) BRERR (FRRERR ) o RIS TR R LA
IREEHRE SN R 1) & e LU B AR B @ UTiE . A T3 LG, 1% EW 84 0.5
2L 2 A, X EBEWE T TR R E f LA T 56 IR PUE I sk i il &
[0083]  WKf ATIA BRI FOK RS F AT A T A& AE K EA AL, DAME Y
TN s R T 15K T B o B0 R B R AEAS B T 6 S8 S5 A6 4, 40 LiOH,
NaOH B, KOH. 7E—SEili 75 &b, Ik ZKAHI pH K T4 8. 50 TEEL -0 2 1 /NP ik Je v
2k PR RNVALIESE 5 2 30 B0 515 1. SRR TR A ALAH 23 25, AT 1 K R0 R 7K 2k
G/ B g . TR & BRI, sl i AR FID O I I TR A R R A
BT 3B A AR T LAY

[0084] WL A KNIFI SN 7R RIG T Lk s N AR dE A R B, B AR 4
JBEMAFAETT, N- FIEIRIE —4- B 4- SRR 00 N 3RAF 2 1T AL A9, w4 an ~
T

[0085]

NaBH(Z# L), ,
H,C— 0 + F- CHz—NH, F—t CHyY N—CH,

[oose] L dn b IriEMIE I TIT AL &), K 4- Aok PR 55 1 s ey (B, 5+ 1
B ) RN AR 4= 5 TGRSR e, n ADRMOR 1% 4- 57 | A AL Bl i X

H.C
\ ,_ NOH
[0087] HC“‘“""’C:O \ , T PR A 3004 20 1

WEA AR A= S5 T 52 R 1, nllE S50 R RO, Hi% 4- 57 TR IR BRI T
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1) 7 RS o
[0088] N—-(4- L RIE)-N-(1- FIREIRRE -4-FE)-N —(4-- FRFEIL ) -ZEFETFHE)
EEKE\ EE!Eﬂi/ (Y Vil )

[0089] KA bk Jrik, nIE W 3RS IR LR EE AN R T4 &Y, YRS
D ERETEIR G . A NBFHURIR I TE— 8 250 TR ISCH Pl By, m s > A R £
SR A PRI ST o %45 S VE A ] T R i A R I AR R B B
S R AL o

[0090] o, 7 — szl 7 & oh, &R T N-U- R BN F ORIk
W —4- 28 ) -N"—(4- (2- FEWEE ) - REFE) IRIRIE, 1Z5E 2R 4 124°C FIRHE
M T CUEEIRAE ), N aChoE Y I, 0 R T ZE n R G (DSC) LA 10°C /min 1
INAGEZRIE [ Y BUFEALIS 2 99]/ g0

[0001] [ 1 iR T Y BURY X S8 RATH Bl B ARk, 12 X 5 S R ATH ¥ 2o
a1 LA R A (A) 2 75 B AR I 213, 0 (vs) < 10. 9 (vs) 6. 8 (vw) +6. 5 (s) 6. 2 (W) \5. 2 (w)
4.7(m)  4.5(w) 4.3 (s)4.22(vs) . 4.00(m).3.53(vw).3.40(vw) .3.28(w) .3. 24 (w) .
3.19(w) 3. 08 (w) 2. 91 (w) M1 2.72(w) o ALPTHIIFESNWHIGERLAWTE XL : (vs) =
HFERE. () =m5RE. (m) =i, (v) =59 (vw) =48 95 E . EL2 s
W77 2, Y BLLR D2 50%.70% .80% .90 % 95 % 5% 98 % (& LA T 4S9 AT X,
{PAE, BRI E EY (KGR FILY) ) 1/ 800E BIER.

[0092] Y AU TALEWIHT EAE R R B FoR X S EATi Al DSC R B Y Y 1) &5
an A, HoTRARS TG THE. L1 MEEY BlafmREA1eal,

[0093] I I AEWFIE T 2 B ML IR A SR AR ME. AR, X T &
KRB TR XL T Tl T Y B, B, R Y AL —Fhoy vt
¥

[0094] &) 7EHEFE MK T BB S Tk IR A IR 2

[0095]  b) B & 1A HLAE B35 DME i i e ) = T a4

[0096]  c) b I A BCES 12 3R K VR ) pH E 1T B &2/ 8.5 5

[0097]  d) fEIEHE A WL IR BUZ KA B ITA A AL

[0098] ) [ EMAMEFIFHBHRRMANEBAHRILT 15°C ;

[0099] ) PREFTEILIEAE T, FINEE D s L&

[0100]  g) JEHVLVE, PEGR[E AR R AL T4

[0101]  WIAE REVE R MR 48 5 ¥4 21 AR m e . bR mT ik B EHLECA WLER, Wi e HLER
(HC1. HBr. HI\ H,S0,+ H;PO,) « FLRERE IR ( AR\ BH IR HIR A IR B A IR L SR IR
WG VIRIR ) iR (B, PR ) AR A PRI TR R R SR R IR B LS -1,
2— TR .

[0102]  AIEEEFIAIE, 1R, KRR, W — & ek — S e DU S & IR e e A
TE R EE ( SBRI CmCy e lR ) R (G R ) JIBE (= S LT JEmE BT 266 AR Rk
TR K ) (IR C-C B (SR TNEE L T S B R AR S T AR M B R AT ) .
B0 o) PR pH A AR IE A A B 2/ 0. 5. A3 IR FE (AR Th8 4 8 S A sk
i <5 JB A A R KBS, G LiOH, NaOH. KOH £} Ca (OH) 5.
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[0103]  [R2<fBor v 3 2 B TR 4 ik A LS LME 57 204 5% 24 30% &
HHHR TS, FrRAHRERLES -10°CEL 10°C, HEMEL 0°CEZ4 10C. T
BEPCRE N, fEMELEE N AF R TR IE L) 30 73822 12 /M. R B AEME PE R EH
HAAE T LU R R 2R R ) o

[0104] N—(4— FFEF)-N-(1- FENRIE —4- FH)-N" —(4-(2- FILHHEIL ) - FFRL AR )
HIR = YA TR 6 F 7 Bl

[0105] X T AL BWLEK P AR . Rk, 5 R Le szl 77 S rh, 324K S M W B
BAE Y, HR AL &4 HAA B 5 6 A4 F RIS T 25 416 Wi il o8 R 47 it edeadk
PN THRRE . ARIR N- (4= 50RZE ) -N-(1- FEEIRIE —4- 25 ) N —(4-(2- FENARE ) - &
FEFRIL) MR A R E 2R AE A . B, — 257 R4 T 2 1V i N-(4- R
) -N=-(1- FEEOREE ~4- 3L ) N —(4-(2- FFINEIE ) - HRILFE) PRFEAIRE: -
[0106]

|
H-n? ?Ha HO co;
/J::::r’ -
N NH N
CHy \ﬁ’ ~ch, HO  COy
0
- — 2 Iv)

[0107] w3 i 45 FH ¥ A R A T j BRI D0 I T i 3 X T AL S DI 5 VA B B 54
il VAL SR, B, Il B S TS5 AT R S AR G LI AT IR 5 o
[0108]  #E — S& Jli U7 % b, WA W R Oy KB SON-(- R 3 ) N-(- §T 3R IR
WE —4- 5k ) N —(4-(2- FINEEE ) - FREEFIL ) IR AR -

[0109] &) 425 0.9 24y 1.1 1@ IT A (4- U ) - (1- FEEIRNE —4- 25 ) fiz

[0110]

(01111 51 H{ER 111 /) 4- Q- PREFER ) FERPESEmE LV

[0112]
HiCy
/GHWCH;——«O——QCHZ—WNCO

H,C (HE)
[0113]  b) MIAWAE, DL

[0114]  ¢) MPT1RRIRETFE T 7 B rid X T G HE AR .

[0115] LTIV H1L K BRI IN AR 80X 2807 v 4L & ol YLl /3 2 A
TREL . fE—SZHE T o, fE0 3R b) A N2 2 0 A TR #h FA (A AR e 1 — Fh sk 2 Py
), VB U LR S S EE W (AR ER 2- Tl ) R/ sl VUSRI . PR b) IR Lk
2115 CRL 30°C o 1% A R ERYTUE I B VR, P AE M ITIR S VR A 400 38 HE [ Ak 2
BT FZ B R 2 3 R BRI EE 4 MUk AT BR[OV o R [ AR RDVESR

14



N 102153505 B OB B 13/41 B

AR % 50°C T8, WUR T, A T .
[o116]  FR1F mRCR AN S 2l B (X IV R A BR h e mlA A B 7 o BRI T 0 3 e
Z I IV BRI A R ER o JE P T A 0 ik =X T 03l B el 70 B B v v, A8 i
BNV AT B T3 PRI B ) s VB T PR 0 0 A R R R — P iz i A R 2
[0117]  N-(4— FFEFH ) -N-(1- FEORIE —4- FH)-N" —(4-(2- FILFHFIL ) - FFRL AR )
HR = YA PR R f R . (A-C )
[o118] A NiFh R I n[ 15 B Z RS BT R VAL E Y. B Bl 737 A —Fhix
FER S SR VA TE 2R SCRRON A R o A T8 3 — 28K, UAE S FT 44l 2 A 45 A 1
PE R HEAT INFAEGE T Kar] Fischer EIESL TiX— M. KBRS A 2% &
2 3% F L, I8 X R 2K A AR, K LR A A, RO AR = UL BT UG
REIAEL 150 CHRRE S A n T HTRASRNKR R (452 20 /M) Ak
ShK, I H A BUA A AR TE AR A T A7 - DSC 28 W ZK (9 A 2R (R0 55 2 24 133-135°C (Ui
{HHRE ), LRIBALIA L) h 70] /g0 MR TS, JUHE M 75 S AHXT R E I, A BYZR IR
HAH M R K YE o ARG FE B A2 50 % BRI, B H %K . TUAT XS T 2 Wi 1
AR R . A BT VARG i T P KBS AKRE A LS. %
IV AL S e AU R AR AR . R EdR 7w 35 0, A SRS AR
2 CFIRK)C g,
[o119] & 2 AR T A B X S Sy RATH o HARRL, 1% X 5 Zok RATHT B B oR
40 R LT PR AR (A) 2% 75 1 55 4E 06 <18, 6 (s) 1 16. 7 (vs) <10, 2(s) +8. 2(m) 7. 7 (W) < 7. 4 (w)
6.5(w)\6.2(m).6.1(vs).5.86(w).5.14(m).5.03(m) 4. 78 (m) 4. 69 (m) . 4. 63 (s) -
4. 49 (s) 4. 44 (vs) 4. 35 (m) 4. 10 (m) 3. 96 (s) F13.66 (m) » 7EZ PSR, ARILLE
b2y 50%.70% 80 %90 %95 % B 98 % i LA TV LA IE A4 TE A7 1E, TR P2 1
‘vant CEFEKEDREEHIND ) A/ 8OeE R,
[0120]  m[i@LE N LEEH, 8038 5 5N ER A 1 LI g it LUz 38 75 144 A e . BRI,
— ST A& A STE I T, E TR
[0121] &) ETFERE T, G IV G T Lk QS 5 AR R G+
[0122]  b) BRI AH BT 20°C ;LK
[0123]  c) yEHUTUE I Tl AR I8 45 o
[0124]  FERLLCSTHE T R, ZEM R ARG SHREZ 2 16 KFH 2 L R H
B, HSE Rk % 10 KA E 7 b o SBER DL R, DLl FH 1 00 S, 80 T i
LB ST R R NEERRG Y. AEFELESE 7 b, TR R A 2 55°C 245 90°C, HAR
EH 55 CEL 65C., EFFmMEE FHRIRE GV EDIR VAW e EnmiE. S185H
A[FRAEIEZE L) 0. 1°C /min 229 3°C /min, LEZ 0. 2°C /min 22 2°C /min, HFF 52
0.2°C /min 244 1°C /min. 7E2 50°C LAT FHUG 45 it 7 M 22 270 MR N ARy 1 /N IsF i ]
TE AR BB IHPRY) o B N30 B8 & (RS 2R 5 P8 F0 S 3 TB s PR VR, PR  WR A
2140°C 2 A 50°C T HiHE, B4t — 2R 2T 2 20°CIN, Lk 4y 5°C 24 15°CIN, bbbt
TRV . PR A EIE RN G2 0. 1°C /min £45 3°C /min HAEEZ 0. 3°C /min £ 4
1°C /min. #RJE¥ FT1E45 it AR L, JEAEZ) 25°C &N T4 40°C R, RIE4EZ 30°C T, i@ it
W 22 i Az B O I T4 SRR 5% o R B T A ] A A 2R Bl T s R B T AR L
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HHCE — 52 I )58 56 BT o

[0125] @b = IV AL G Ws T W K SRS 500 T8 WAL S A 58
ST EREA . RIGELE R THl& e 2 f My sz miy.

[0126]  YE—SCJli 7 &, UL LR L6 TR I B 35 £ R W 1k £ 16 1 Dk 9 51)» 81 FE AR ST 4 A
AR 5 & 2 IV LA 5 — T . %S S E AR SCRRO B . B @B S
— UK, MIE S FT 04GR 45 6 HAGE & 0 B h AT InFAsd@ ik Karl Fischer ¥ &
ESE TIX— M. SKERET N 3 4% BRI, ZEEERWAEREL T A—KED
(FEIS B 8N 3. 5% ) o (R, 1Z/K FUR TR Hh 45 4, IR AE S AL/ T 20 % IR AR 2
Nt MR R E, H B RUET LEACIREATAE . WEKHI B AU 5520 135°C (IE{EIE R ),
DL SIS LT T1] /g0 %R ER T miR b, JUIHE T 80 % MUAHRVREERT, B R I H A
KWK H, 5 A B BT B AT EL , W AN 525, HAEZY 90 % 1) R AH X
FEE R R R IR A o

[0127] & 3 AR T B AU X GHEM AR AT . HoAAH, 2% X 5 4ok R AT 5 B 2R
41T LA ) FEAR (A) R BB ARG <17, 4 (vs) 1 10. 2(s) 8. 8 (w) 6. 4 (w) \5. 91 (vs) .5. 46 (w)
4. 99 (m) 4. 90 (m) 4. 62 (m) +4. 50 (vs) +4. 37 (vs) +4. 20 (w) < 3. 87 (vs) +3. 73 (w) . 3. 58 (m) -
3.42 (w) F12.90 (w) o TEZ PR 5 2, B R LL 42202 50 % .70 % .80 % .90 % 95 % 5K 98 %
[y LA IV AL A 1 A TE A7 LE, Bl R 2 e e (BFKEMFIEFIL ) F/ 88
TETETEA

[0128] WL £ A ik LAz 45 5 sk 4 B S o fE—SLiE 7 &, 78 0-40°C ', SR A g
AL S B 2R R BR TR SR SRARAE ), LR B i (R 25 A% b7 308 (A T4
FEWE WK 8 50 b S AR MR SR PO iE B T . i — A RAE SRR 40°C
N AT IR R AR AR B, 8 0 A 8K C R VR G 4 B L8 R TR R ) B VR ) T A
el % B g, ZEEHII 1 LR LR T/ FREE LW L8/ IR K R 2
B2 LT LRGBS AL 1L AR 2 LK SR LG fE0°CHEL 45°C N, (T3 HU e B AR
TEIRAT T, BVFI S FTIA R T AW TE 2 T TR P10 A2 ) 2% B R o — vk A i
FSEPERE LR LG L T35 W K MO A 20 B2 L1568 FH K T 0 F R T 366 AR Rk
WEH 1V ERE KK OB LEE / LFE

[0120]  WELFISK B TR WA R ER = A 1 A SR S H MR B S — 2 T
HBE— 505 BoRiZ 2 M AR K SRR Z45 W E AT SRR C I
AL A 8K B TR T, LN C R Akl % C . 5 A Blsk B AAHLL, C
AT BN SR E ML 228 0E o CibTE L A B B /D (KK o #E 2 95 % FIAFH T Hh i
IR 1%, HAM SRR C b AL B 2888 TP AE 75 % WA AR T A de e
(17, BAERIEZ) 60°C FARK, AERESHTFEAE 150°C N REL 0. 9%, XA HEF FHrik
PR . L 20°C [ In#AuE ., SR A DSC BIBFFE oA LTT CHBAE S, LI 2k 1291/
go AME SR T () A, AMDUEERIFE 170°C BL Bz s se 5 fid. C aEqeE
KRR R AR B C SRR I AR A2 HIE f L 7 h i va A &9 .
[0130] & 4 IR T CAUMY X SR R AT I HAARHE, 2% X 5 deky R AT 5T B 2om
1T AT AR (A) 2 7 FRR AR U <120 (w) 2 10. 7 (vs) , 7. 4 (vw) 6. 9 (vw) 6. 6 (vw) 6. 2 (w)
5.86(m) 5.53(w).5.28(m).5.16(m) 4. 84 (vs) 4. 70 (m) 4. 57 (s) 4. 38 (m) 4. 09 (w) .
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3.94(w) 3. 77(s) 3. 71 (m) < 3. 49 (w) 3. 46 (w) 3. 25 (w) . 3. 08 (w) F1 2. 93 (w) . 7F % Pl
&g, CRILLE /D) 50%.70% .80 % .90 % .95 % B 98 % )& LAR TV AL &9 i [ 4 R
{10, BRI T RE (BEKEWRERILY) ) f/ 80E BIER.

[0131]  ZE—SEjli 5 &b, $240E T 38 F ol AR 7= 25 Wi AL & W KBS 4% 261 C AT
(751 IR b T MASR G V2 ENE AN Sy 77 A4 C B BRI AR AR s R T,
A BK B S TEAE RV A P IR N C B e, mr LA i % C AL, AERARAE A
B 72, W UALES IV ARG PD0TE S A FH & — 28 C TE ARG Rl . 28 TE W [
AR B 4500, 45 A 1 245 200 wm Aok, HARKE 2 22 100 wm, WPREZ 48 H Uk
BIFLERASAT T T4, 5 WifE 60 C I B AT o BT 30 Frokar F5E 4000 T il BUASE . BiT 43 P 119
VT B TR A4 A EEE SR I N B i A i

[0132] 4% C BRI — P A AFEETE R IR N, ZEAE R T3 s TV R4k &
WIHRIF W T FZ RV, R N C R b, B RIEA Eog Ak R 4lifg ¢ A0k,
[0133]  FITid Jr v iR AT DL 20-100°C, HARE 40-80°C. & T 1] C BUEEAL HI &8 % 771
AI L IR A BN R ER T P B BE R R IR e C—Co o 44 PPkt [ 45 1 2350 20 Vs i LB
A I 5 12 8] P T BT A LRIV v b, ORI St R C &5 i 4P . DI AE
40-80°C NUHATEA, HEEARIELE 55-65°C FUHTHEA . ZBIF I B HE RS (R R] 4 30 7380 2
FOR, HEARIE 30 73BP 22 6 /NI AE 18 o ok 8 i O BT IS [ 44 23 15 2 T B 2% B TR %
PEVAHT, AHLEET 0. 1°C /min-1°C /min. AV E e 560 B b3 3 iR oAl T35 1 .
[0134]  — St /7 S 2 45 3K TV I N- (4- R 28 ) -N=(1- FREEIRIE —4- 25 ) -N' - (4-(2-
SENEEE ) - REFE) IREA RN ¢ &IE, & ik

[0135] &) 7E 30-70°C T, fEHHE T, H e WL A B AL B, D E B F @R BHIR GV BT

TR B
[0136]  b) £ 30-70°C FIEELAH:, I H 2 BT e i b B AEAE C eI, I C iR
A

[0137]  ¢) 7E 30-T0°C FIELF HEE R C ML A 1L 5

[0138]  d) AHIZTIR T AN & GIRE

[0139] &) MIZEVFI 73 B &5 [l 44 s DL

[0140] ) fTRIEHBSRSER I T 1% 45 i [E A

[0141] A JE AT HAERT IR IAM B, (B2 % 77 V] H B Dy E FF BB A TG e TR XK
Wi o DUELEAS B BT TR AT IS B T4 o 78 40°C T B4 TR 5 1L DL 25 A AR B (1 7k P s
) Cln, B K CBER G ) , ZER EERIAR T C BT . & TS5 oA C BN IE v
ST H BERIR R A BRI A o FELORE 52 IR S0 FF DU RV ) A = LT TR P DK
AT 5L A A VUSRI SR S8BT 225 PRSI L TR I R R 28 2 o S LI 1 v 371 2 I
HICHARE I FEF A VY E R . A R R RL, R A 8B SR EA
ST RBEIR, BT IR B R B AT 2B W] A B N R B E N eI LLe PR a) PR
PLik= .

[0142]  JDUE b) o) (IR 10-60°C . PRk Al A 4 i Fl AR R 2 TR] )7 FE A R o
FEAF T AR/ BB AR TE I &, IR s fl 8529 0. 01% -10% B b, HAUE 0. 1% 5% =
il s P i R ) e | N L U DR ) 1B By AT
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[0143]  JBHR o) P HIBEFE n] RESEUNT R ER, 140 0. 5 /IS 2 3 K, HARIE 2 /iy 24y 2
Ko FrIHeAl / BEAZIN R) A AR TS IRLEE T AR Y A% s BERE s BERTIN A 21 Bl ik
AR EE I A R B L I BT SR R T S B AR B C AR SR R i A A B TR,
I A 2 73 B SO A [RS8 R 7 BT A ok SR

[o144]  mIIE I B0 s BEORIEAT BT i 45 it W AR 1) 23 5o B ] AR SRR BT =4, 4%
JRAET RIS PE AR R AR B AR FL 25T SN — 7 I T) 2 DL 25 BT o 0 1 L 23 SR a4 T
T, PR TR T AL PR ug O o AT HTRE B TR, sRAE TS A/ A AR
124 80°C IR AL FE T8 o Ny B C BUAE R SRR 45 77 T R IR AR R e, HLAR
B TR ek BRI ([ AR 5, BIZAk B RN T 1000ppm, L3 /1N T+ 200ppm.,

[0145] & NP A BLIE WL 1 2 TV A& W18 18 78 W5 51 P s VR ) 4 it 8 T s R
FE N C SR BT AR R 2 C . DRI, B ST S P, R4 T %% C RIE RIS

%, EITIEEE
[0146]  a) {E 0-TOC N, fEHEH T, M IEE KL AB.D.E 8 F @SR EME T &
W

[0147]  b) ZETFEIPRE R ESHFEIF s P I C S TE ISP sz s R A%
2] 50-70°C H.5 ik 55-65°C ;
[0148] ) FE[R—¥LE T, ELEBFE T I BT BV, Pl FE i 1R) 2 LA 4 C STETE A

K= VL&Y
[0149]  d) DAAR/NEY 5-15°C 1A £ Z08 P45 2 BF 0 #12) —20°C 2=, HAU®EA
HF| 0-25C

[0150]  e) MBI T 73 B il &5 dn ] 44 5 BL AL

[0151] ) fRIEHbPESR, SR T4 i [ 1

[0152]  GEFEHL IR a) P IV AV S DUMERS BIWRES I W] I8 BRSO T4 I 1
TN B TR G W UL IR R G R R B o DY S0P AR5 A DY S0V el (R 50 A A B 1)
SR, TR AE BN R , T8 T ARZ 200me/ml ) A BY . B, AT S TV g iR L 4
PRI BIATARTES ) o A Bl 12 149 S48 456 DU S0 RRg TR O S TR — S Ao 1, 4 g
BRI HE. BIR a) PRITEEILE 40-70°C. XTI IVIL &R E, 5] b)
TN B SRR R T 0. 1-15% E bk, HARIE 2-10% E b, BB o) A B i Ia) 44
T TR R a2 20 43 h 2 2y 24 /N, SEARIE 25 4rBh 2 12 /b B, ik 30 r8h 2
6 /NI o ABIE d) P EIA HE AR RN 8-12°C . FEVAEIEE TG N, V1 Al gk bt
&% 24 /B, PLIE 18 /it BLFEALIE 14 /BT

[0153] W LIZKAR M2 s ALl E 1 C db . LR 7 VAR BIZ A I nT & A 5k B IR i 44
BE, BIAAR T C T, iZRIEM BB RE 20% EHE 10% EE, XERSWEIER
& T 27 o
[0154] N-(4- FTFHE)-N-(1—- FEEIRNE —4-FE)-N" —(4- (- FRFEIE ) - FRFEFHE )
Sy 5 40

[0155]  {ERLLLs 7 S, ik X IV (AW n] 5 5L SR 2 s Fe ) X484 %
o )R] FH T 2 IR s H AL E 2 B I . AR RS T SR, X e AL T
DAL AL ) T S AZ TR, BIEE A B35 B0 & B IR, 808 DU R SRR A % A7 TE,
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RR LA B A7 A, P AR EIRFR AR S5
[0156]  EISAESFNEE A W ESITER N IV AL & T 2 T T X B P T i — X
FERE TN o fERTEL 30 7380 )5, BT JE U LA & 2 6. 0-6. 6 % B EL I
SRR ZF N A ISR 5. 6 % & B S U B HEWT H OB Bz i e .
ML AR 2R T 53 % AR RN, & A 7 B Z BRI 2R i . IX A
BEASCHR A D e
[0157] [ 5 H A T D AU X Sk R AT Bl HAAHE, 12 X 5 e R AT 5T 18 2R
R LR R AR (A) 22 7 B R AR 06 217, 2(s) v 16. 0 (m) < 10. 7 (vw) 9. 8 (w) .6. 6 (m) 6. 1 (s)
6. 00 (m) \573 (w) \5.33(w) 5. 17 (m) . 4. 91 (m) \4. 64 (s) 4. 54 (vs) 4. 37 (vs) +4. 10 (m) .
3.91 (m) +3. 84 (m) 3. 67, (w) 3. 55 (m) 3. 42 (m) 3. 32 (w) 3. 13 (w) F13.06 (m) . 7FZFhsLit
g, D B/ 50% .70% .80 % .90 % .95 % B 98 % [ LA IV AL S A R
1E1E, FRY 2L TR (BRE/KEGYRERLY ) M/ 8oeeEEA.
[0158] LRI LK PTIA =X IV AL G L€ TE T XA 208 N AERCT S F2ERE (TBME) ik
ATAHPAHET IR, W TE s TBME %S 4e . 18 FAE 43 v LA 10°C indadi =20l e H, AHXT T X
IVALEY), TBVE ()5 m4 5% E el RMEA TR B M.
[0159] &6 FHIA T E B X 2k RATH ] o HARHE, 1% X S 2k RATH B Bos Bt
DAFEE AR A) R /R RIS 17, 3 (vs) < 16. 2 (m) 10 6 (m) \9. 8 (m) 8. 1 () 7. 5 (w) +6. 6 (m)
60 (vs) 5. 28 (m) .5. 09 (s) v4. 90 (m) 4. 72 (vs) v 4. 51 (m) 4. 39 (s) +4. 26 (s) 4. 04 (m) -
386 (w) 3. 70 (w) \3. 54 (m) . 3. 48 (m) 3. 02 (w) . ¢F £ Ppscjili /7 b, E AL LL Z /b4 50 % .
70%80%.90% 95 % 5K 98 % [ & LA IV AL & AT A7 18, IR R RE (B
KGR ) F/ B EEIE
[0160]  JERILFTR IV AL S MPYEWAE (THE) ¥ 45 5t AR JEA 2 T 21K THE %
FAY), T FAE 4 i DL 10°C In#s 2 e Bz s e & A A T8 IV AL
0% 22 3% ¥ THF . 7€ &1 T 2RI, IR OZ A FIHAERIE 130 CHf 5 R . A pE A
A PR
[o161] K7 IR T F AL X 2k RATH o BARHL, % X 2k RATH B 2R B F
LA B (A) R IR AR 219, 0 (w) v 16. 0 (m) <13. 0 (m) 7. 8 (W) +6. 4 (m) +6. 2 (m) 5. 74 (w)
5.29 (w) +5. 04 (m) +4. 83 (m) 4. 62 (m) +4. 50 (m) v 4. 34 (m) +4. 24 (vs) v 4. 05 (m) 3. 89 (m) .
3.76(m) .3.58(w) 1 3.27(m). FEZMPSLHE TS, FARILIFE /DL 50%.70%80%.90% .
95% 8% 98 % 1) & LA TV AL S [ 4 TE A7 A, IR Y2 H e i (CBREKEYHERIT
v M/ 8B E A
[0162] faEM A 1|5
[0163] 1 BTk, ik IV AL B U S i 259 w050 rh (35 A & ) BRT 24, A3
il B A2 AR S T, AR IE PN 5-HT2A WV2R 1 5- B2 AR . & IV AL & e Kk
A BT JEH A e ELAZ B Ar AR 3 pH 30 B Y BRI 3Rt T s A R B . 1%
X IVALEWIE HA m A7 E Mo
[0164]  RILT Cém/Ea2ira RILK db B thimdd 2 B eI A FI B G JEAE 200 T AR
5E, FEAFAE C RN ARE , FFREAE S C ML E. AB S HJUH C T & 2 AR 72
[P, FE R R A S AE T RS G IXEEH AL B @ HOUH C M7 7RIS Tl
19
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LD, HH A B il R /D R 2 B R0 Tk, 75 22 Bl 2 R0 i 500 i A2 7= 4 14
T HAARE RUFEIFEE M AP T m it A s A BE . DVE AUF SRR T
2T o

[0165]  C AU EAb2EdE M AaE M T & 5 20 05 Fr RIS L e T B2 sr . R
BB R AR E T, R SRR I R A7 IR A » DR LK M = T4 50-100mg/
mlo A\B.D\E FIF B HA BT 200mg/ml (¥ S KE o I B 0w i B MO T /K PR A B8 vh
i) pH.

[o166] A ZUAN B RUFEIREE K40 T (BIAE 20% 22 75 % WAHANEZ T ) BA LB E
Yo M4k, A BRI B BUHE RIS A A PERR BT T g AT 25900 T, a0, & T KB - K
TREPHAT HkE o

[0167]  [AIIL, HEL6 sl 77 S AHE S A BTk =X TV AL &9 F0 25 4 ] 82 52 2 1A B30 B 711 1 24
MAEY . TERLS T &b, %X VAL EYE B AB I C .

[o168]  Prs EHI IV AL-S P I i 32 AT w50 I R B RIAE 245 25 TR 75 L ) & . AE
FAR A5 (R 2R A 0. 1-500mg, L 0. 5-300mg, H B AL 1-100mg. AR5 AT L & 4
i), G FE TR A ALFRIFEE TR, BB IR, A VRS I AR 2500 o [ A
HIFE R B Tk X TV AN AN 2R A BB A ) b o ARG A B F T8 an e 5k
S E AN TV AL SR

[0169]  WIKr bk & JE E# VR RIGR) () dnbdon A R0 RE ) SRR 771 VR 8351 B0 V1), B
Hn] 5 H e AWl 52 o — A N, B BT iR 41 50 VR AN, FFE AR B R 78 73 40 1 2R 5
T IR HE , 2B i v an A B I sk I P A 1, s s ol s P 7910 AL B 1), oty L Ao By
fif A4 T ) 8 DA YRR ) BB 2R R o i AT N R AR RATE R o

[0170] X T AS[RI 2R BY 5], 25900 n] 42 52 (R R0 2 2 K, JF Bz 259 ] 852 16 e o3 491 4
AT LR 1 AR AR I B I 286400 S5 R 300 T TR 350 < 3 3 ) 2 T 9 e 50 e W ) R 7 A
TN B B 7] Gk S BT A 30 BB ) BLAE AR AN [R] R0 B () A

(01711 KEA T S8 by B B B BT R AFT B S S8 < IR S S A= ] R AR SR 54, T — IR R 1Y)
R BRI MG e T IR e TR/ BRI R ISR IR s R IR N XY R M L B AL
TG, We s G / BUIRIR IR IR sAH NV ) B8 0E — R R Y R R IR R R 5
NG S BB IR G . PITal (R A0 ] B 3 Gy ] LU Z TR 1) SCRETE BT IO I o AR ) 512
B 5 TR IR FLRANEE —~d, 1- NACHS / LATHE . RAEYIRIELESLh A KSR A4, W
AW S (polyoxaalkylenes) ( B4 LM B NG L IIRG AW, TN IR Tk S o=
B IEAL 1) B8 N M RN 5% 5 ok R B HL R MR el L SR G, SR TN MG IR S L SR R sl L R B i, 2R &
Sl S R e H SRk, 58 20 R e | 28 24 S B e i B 1 S SR SRR B A
[0172]  WTEFR) S5 A R &, AN e — 4%

[0173] Y IR S 9 AR I BE R  7H S I D7 05 Bl s s g PR S IR U R 26
[0174]  ZRqf0vE PRI AT LU B B 10 BB 10 PR P R sl mp PR K 38 T 2 7)) S 4 A
LR i = I = L Y L= PR T o L i ey & L i LAV - S L e VA B L
S R £ IR BN B SS IR, 1- BEAE 20k 2%t —2- TR, 40 1- ~F IhAE 2 L e —2— il
MG 1- ZEWEIL 2 Bk Sobt —2- WalR 1 - T e BhAE sl At &b —2- Wi 1 - T IUse itz At &
Bt —2- MR 1- TS BE IR 2 AL S fe —2- PR L 1 T )\ Be Witk s A &t —2- iR, Z- e IH
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R A% A Rl SECRE P MR B i, S E R o e L I 5% T ik s ) R PR A i PR
b SRR A /N e SRR R B B R A B R e AR B A R — v MR TR PR B i = A T
>0k (cocamidopropylbetaine) T E St el Jig /Uiy e  JIEL [ I 6 ol 468 Jig 1 H 3l
P P B PR e A P AR PR e S SR AR A IR R I

(01751 FHWRTAERY S48 D TREAE SR L LB T i L H

[0176] SRR ARy SE A8 D R4 4 7 1 8 A AR R R 7 S5 K SRR e

[0177]  AACHA RIS Ay DI 5 SRR B A T AR ) 540 o

[01781  BJs JA VAR S A9 Ay F2 2 Y I Y IR 00 2 PP PR TR T (L A IR L 5 T I L Ry B R
HAKIRA -

[o179]  HE5RIKI S A ko

[o180]  MEMHFHIIAY S o Fr ¥ 3R 45 00 MR I PR A A R 26 M U PR 56 B IR e o
[0181]  JUAALFIRISEOI N YA TR, IR AEZR A YA R CLYEAE TR D BUAEAE R B, FE 32 )
AL

[0182]  BAABARIISEGI 7K, BE, 41 S Hih T B BRI £ I H i = SRR [
Mo [ AR RS T A R R AT R R SRR

[0183] A B BT il 254 33 m] A & S VB 70) vl R i AL A o

[o184]  JEFDREA K B 2K TV AL A WAL 7 D MM P SIS G, 2L AE A PE PR o g At A
SRR

[o185] Ml 5] sl 7 £ 3% BITad 3 TV AL A5 'R DAy HWAR TR B0 N s R L 1 Qe ok Y IR
P G KD 73 5 771 Gl B AR

[0186]  thn] A K BRI TV Ak & ) il 4 G2 R TSR] A 5 P i 208 ) A e e
56 B 1 R PR TR T, 3R AHAZ0 1 A A8 1 B EEACE R FF AP D9k H
), T IR 2 TV AL P A A AR ) m] o A 0 2R 50 R P SR 5 W s 8 TR G 1 2R
EETD, HATE & A& RIS Mo ZEAR SO A AT FREAoRs 5 TN R A 1 R
o I I 23 RN 73 LA AR BACHRE 7 BRI Ok LA IR AT LR A4 R
o

[0187] AR M TV AL G YEH T 5 ARG G X s e 2. AT &2 —Fi
AR T T FRIEATIEA IR AR TT 12T T7 R 73 50 73 BSOS AL R o AR BT TV Ak
G BRI AT 7 A 5 H R T TR 45 2, BT 8T SRIAT AT 28GR 7 R 2 IR IR A BA
RABEIRIT .

[o188]  ASCHTIR I i T S 520 & W AR 0 38 T8 ROIR T P ZRE M  EL RS P 1
TR TG JRIR AR P PR B L s

lo189]  —SLti Ty G A BTk 5 T AL G W i i R MR I 7 12, %05 A AT R &= (1 i
X IV ALE XTG£ 25, %X TV ALl A L B JUAT C Y. g Silis S s TV 4k
EYIAE 2 T30 R B 2 VA P R 2 R T S % B S AL 5-HT2A SR 5- ¢
(SN

[0190]  —SEJiliTy SR 1R MRS PR K 77 i, T iR B AR IR X TV AL 4 2ok
TG TT ARG ADIA » AP LR P I EORSFIPE RS 1 7 SR 73 R PR R Ao R A | B AT
SRE R A 1 SIS 17 SR R R OR  A FRE I IR o i K B 5 XOURH 1 K o B 5 v I
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P 4052 FEIRS A0« D Sk IS 2R A0 Ry B AL J2 Bl MRl 88 L R B K iz s MR IR 2% L d2 3
REE LKA M o

[o191] 55— S U5 S Rl R X TV AL W04 2 KA 7 S A BAT PRI I T i 1
ABAT P 0 0 55 A < R S 5 S SR A O] L o R A /) M 2 B R R ISR
EAIE I BRI ISR S A2 - LTI By kiR LK D RS AT PR A% B PERR
TR R RAE o

[o192] Gy SkiiliVy Sl K sl IV AL G W48 25KA 9T 5 2 BIGRES A RIN B sl &g
175

[0193]  Jy— Skl S el # 3 IV AL G245 25K G 17 5 2 EERE A SR NLIK g s
15 LR 2R BRR BN T i

[0194] 5y — St V5 STl A 3 TV AL 40 257907 AR B B IRES (10 7 1%, i M
£y 30 G RES TR VNS GRS R 1 N1 A =1 S RN - 011 < A 5 Ry
TSR S Ji] I P R Ve A o

[0195] 5y —Sijiti 5 STl i A 3 TV AL S 4 25 oRAG 7 BRI 5 2 12 B B A5 T 0
TSRS R BT e T R

[0196] 5y — S Jy S DR 3 TV AL S48 25KiG 77 PEBR T B sisopg il i) 77 ik

el

[0197]  SCEG S

[0198] oK X SFZATHS (PXRD) RH] CuK. MG, 7E Philips 1710 FpoK X S AT E
SEJE PXRD . SR AH1.54060A %Kt 2 0 {EIF & HRIEE, @%,20 {HAE £0.1-0.2° [FiRE
o R, [A) BEAR Y SR 50 R ZE B o T UG

[0199]  ZE/RFIHEHGE (DSC) Perkin Elmer DSC 7, £E4# U %5 B G kE 2 rh R AE
A RS, DL L AEZA) 50 Y6 AHNE 2 B 1S RE S A P R AE B 8. AU 10K/min. F DSC il
T AR T REAS B BT A S i, T AN A2 A ZRR AR 21

[0200]  FT-Raman )i :Bruker RFS100.Nd :YAG 1064nm i, 100mW ¥06IhEE, Ge— Kl
25,64 AR, YO H 25-3500cm, 3 HER 2em ',

[0201]  TG-FTIR : Netzsch Thermo-Microbalance TG 209 FlBruker FTIRSpectrometer
Vector 22 BRAHMTAEENE (H7A /NLIIFE AL B UR IHUE R 10K /min) .
[0202]  HPLC :H| HP LC1090M #4T HPLC &, Column Symmetry C18,3.0X 150mm.,

[0203]  SEjfs] 1 :N= (4= FARFE ) -N- (1= FFFEURIE —4- FL ) -N" - (4-(2- AFEHEIE ) - K

HEAEL ) DRIF
F—@—GH;——NH—CN—%)«;&

[0204] &) 4%

[0205]

[0206] 1.5 /P [a) N= FREEWRIE —4- fd (3. 17kg) A1 4- HRHZ (3. 50kg) 1 FEE (30L)

W I = SR ALY (6. bke) , HAFE L IREFAE 2T C L o £E 22°C MR Y

REY 15 /o B RER ETEER IR AR I (4- TR :<5% ). 75 43%F (min) PN
22
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N 30% S AL (12. 1kg) 7K (13. 6kg) W, FHWHR R ORFFAE 20°C LU T o g B Z8 1R H 22
TR N 2610 AN LR LB (26L) 5 M EFHDLFE 15 2080, W ARMINT 16 438h, 7 H T2
(IR A 7E 73-127°C N WHHUAH R8240 LR L. 7RI B, Bk 4 5 R 4 It U7 v
8% IR A8 UL TR S . SRS LA 139°C /20mbar—104°C /20mbar W4 i%4 =720, =4
11. 2kg BI724 (> 82% ),

[0207]  Db) 4
[0208]

H

2
0
H3C\C/C\O_QC//

[0209] [ 5 T AR (9.0kg) [ LHE (15L) WP AN 4- FEKXFE (4. 0kg) Fl L1
(20L) « IMABRERE (13. 6kg) JFEEIFMIFIE (74-78°C )5 K. H HPLC Al 4% 4- 23
KB (<10% ). BiZRTFBRAE R 20CHHT F—24.,

[0210]  c) 4%

[0211]
H

2 N-OH
EANPTN /
0§ e <
H,C '

[0212]  [A13R FSERTPB b) =4 (1741, 176kg) FlLHE (54L) AN IE (50 % 1
IKESH, 8. Tkg) o N RIFWIEIGL (77°C )3 /pife HHPLC( << 5% ) KR [ M 136 R4 o
KA RTFRA A 30°C, i IFH 41 (54L) VeI uEss . ¢ 30°C 1 i i il 2% 1R v
TR A5 BRI AARFA N 67L. BHZETRAEE 25°CIFMAIK (110L) o 7F 30°C N i o i 7%
T A BIFWOIRAA R TR AN 1020, IO ATHEE (60-90 143, 96L) FHf iR -G mFAR
(70°C ) o MBI ENZ 40°CH LN SRR T R 4h d o KB IEHA HI A 5 CHBER: 4 /b
INf o AP B0 I A T (60-90 14y, 32L) YEuEDE. BB IEEL) 40°C R T4,
4z 16kg 74 (63% ) o

[0213] d) #l%&
/c o) CH;—NH,
H,c” H

[0214]

[0215] >k HSGHATA R o) B4 (15. Tke) ¥ T LB (123L) F1. IIA LR (8. 2kg) Hilfh
AL B 5% KA WG R ERAR (1. 1kg) » £E 22°C A1 1. Sbar NEIFEAL 4 /M. H HPLC
R RTEFE o AL YEIEAE 36 °C MR MR R 4 AN 31L. MA LR L
(63L) FRBIRAWINFAEIGR (75°C) HRIEME KA E1 2 45°C FF @ b N f ke 5|k 45
o PFRTFIRAHIE 6-10°CIH-BERE 2.5 /. B =E 0t 2 0 i . 216 (2X0. 8L)
PR Uk, %R IEDIEL A0 C IR R, 74 8kg (41% ) .

[0216] ) il

23
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[0217]

2

C O CH;—NCO
Hac/H 2

[0218] [k HAERTPER ) 1979 (7. 9kg) BIPERE (41L) BIFH A I ANE A K
(30%,5. 0kg) o KB ININE AT°C, Hikk 15 43 Bp T 15 438 K0 pH (pH > 12) FF53 55
IKAH o £E 47-65°C T 1 1ok 9k s 25 18 22 B 7l o NN BEIE (15L1) , 4R J 38 1o 9 i 2548 7 58-65C
IR 2. A BERE (TL) , ik uE I Be ke (TL) VEikIEYF. 76 28-60°C i ik k2 1
FRRER . IMADIERRIE (THE, 107L) F1=Z % (TEA, 6. 8kg) JFEHEERFFAE 22°C. 4E 5
— A, R (5. Okg) SIANZELATEAEIE -3 CHIVIERI (88L) . Wi frr
16 =3°CF, 76 3 /M 50 438 P 206 NN THE R TEA %9 FHPUEIMERS (22L1)
Ve R NES o FHRAWIAE 20°CHEHE 45 2380, SRS R (65°C ) Hidk 90 43%h. 7E 25-30°CF
LV Tk R 25T R AR AR 1491, HDE N K. BB KR AR, R
WANR R BRI EICERE S, R R L7 AR T 0. 075ppm. ¥ 1%
VWO U8 D SN PEs% (B0L) o 7 20-25°C F KA 51980k 25 18 2 ol R AR FHCA 40L.
AVUEIRR (B1L) FFAE 20-25°C T RF¥ 8 s 2818 2 ) AR R FA 2 401, @it i N\ VU S056 iR
(11L) BEARBREEL 52L. HIZERIEH T F—5 4,

[0219]  ©) #il4:0 T KbrAAL&

[0220]
s
N
N
cHT O

_CH—CH,
G
2

i

O\
NH
7eq,
o

[0221]  FE17TCF, 1 /M SR B 2P a) 174 (7. 3kg) MDY (132L) ¥4 m
ANKBERTZE e) B4 (B1L) o HPIZEME (120) PeikiZE Lk (line) , R G 15
/NI H HPLC AR 3 25— 0 SRR R ). 7E 20-38°C 1 18 b 8 Hs 25 18 2= R v 51 22
SAEFA 1651, IMATETEIR (charocoal) (Norit SX1-G,0. 7kg) , IPEHR-SWHEEE 15 43 %8h
Hitug. FVIAEREEEL (TL) &4, 70 20-25°C T 8 i e 28 0 v 701 1 25 2 30 42 1A R
H 30L. AN ZBRSFTARE (96L) , 152N ATiR R T Mhs B4k &9 ST %SRS A D B4
JT (FEER B LR R TE ) ) o AFESE P BR 2580, 7 AL TR AR oA e e TR I I 44
[0222] &AMV A T BB 4 Frad W0 1R £, JF R i i A& 38 3 ) T &5
b > 222 A R B R AT i S K A

[0223]  Sjifsl] 2 .l e oK T AWML Y SR

[0224] L HRYE T IA B SL 5] 10 )& 1) 15, 78g W A R #h ¥ T 130ml ZK 1, i A 500ml
TBME, Jfi@ it in A 2N NaOH ¥ pH 5 2 9. 8. fEUliC H BG4 S5, A 500ml TBME %
HUKAE 5 K. W4 H N, BRI 4Y 400ml FIAFR K1k, 75 6°C TFICAEE. HoiE it
38, I HH TBME Peidk, feJa B8 T 5 /M. IR <8, 24g BRI K . BRIk AE 2 Y502 —

24
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FHIAFLE 6°C N o KPP IF B T4 18 /M. WK 1 1. 6g I K.

[0225]  PXRD 7R @45 it e B 1 SR TR XS EATH I8, LR 1 p4e it e 2 0
b AR R 1) AR (A) R AE U o Raman Y61t 26 B2 45 A o R R IEK H W64 BRI Raman
I, TG-FTIR K EHLE 60-150 C I T H L2 K 0. 4%, X B A K42 B TBME [RRE HH 5 12 1
LER T2 190 CHE, ZFE S AR 3. DSC(-50°C A 210°C, 10°C /min) E/nfE 124 CHEL

[0226] 3K L .Y SEMIIEE (Ui 266 )
A 1°20] ) € [A] SRJE (oM
6.8 13.0 Vs
8.1 10.9 Vs
13.0 6.8 VW
13.7 6.5 s
14.4 6.2 W
17.0 5.2 W
19.1 4,7 m
19.7 4.5 W
[0227] 20.8 4.3 8

21.0 4.22 Vs
22.2 4.00 m
25.2 3.53 W
26.2 3.40 A2
27.1 3.28 w
27.5 3.24 W
27.9 3,19 w
29.0 3.08 W
30.7 2.91 W
33.0 2.72 W

[0228]  ZEZVETT, W8 TiZuF B A0 11 P I USRS, 354 T35 2 b,

[0220] & 2 .3 T (45 dhiliy B BCLE AN RIS Hh X3 (B At 1

[0230]

sl RS (mg/ml)
TA e 100

25
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o 260
LR LR < 30
B 100
IR > 250
i < 50
—EH > 500
1,4~ — Mk 140
i 170

FE R <170
K <4

[0231]  SEJE(] 3 - g1 seififs] 1 (f) Hh3k

[0232] &) TR~ WEh

[0233]  7E23°CF, mskiifs] 1 (F) 1 AL EWI SR T AR (96L) FH In N 561 il 4
AR (1. Tkg) [F7K (1. 7L) FHWANPYEINRE (231) o 7E 22°C N TR I BIZRBEFE 2. 5
Ko FHAREHM W E L, FFH 4 0 SRR NEE (4X23L) Peikigii. ¥ 03k 107ke
(R RE AR B AR S FH TR A Z I A BR h o MR IEDHEL 40°C R4, =4 8. 3kg (50% )
7.

[0234] b) 4lifk

[0235]  {E22°CF, ¥ oGP a) WA RREF 9 (8. 1ke) ¥ T ALK (410) F. A
LB STNEE (40L) .30 % S SEA B KR (4. 3kg) FIEALAN (2kg) o K0 pH( > 12) FfH¥¥%s
P 15 3% Bz sy misT 15 7380, Hor Bk AH. H RS AEE (120) RAERUKAH. W
HIFIA N I KA K (20L) FIEALEY (2. Okg) , ¥ BBLEE 15 73%h, WiHT 15 28R If
FEFAKM. MANTETER (0. 4ke) , TFHEA Y 20 73 phiFidug. B 2T AR (12L) ¥k
BT, AE 2025 C IR PR N IIABEGE (49L) FFAE 40°C T HidE BIF 16 738 A
Ji s 7E 38-41°C T, il i ok e 28 TR 25 SL ¥l o 4 KMVA 122 20°C I HE L /NI o B =)
O E, FEHPEGE BL) PeikiEDE. 76 45°C B T FBAEY (5. 5. kg) BT LB (28L)
o 75 45°CR, IMAWATR (0. 72ke) KL (11L) ¥ H CBE (L) YEE 2. HE|
A2 43°C, H T AW A R ERFAT R, X5 R MAE 30 73 Bh v #122 35°C, 1E
IR T HERE 1 /NI A IR -5°C. RS AEIREF 14 /DI B = B0 0 8, R W
(M CBE (2X6L) Pl Bt 42kg M BREOR B CAERE S H T3 2hX AR, £ 45°CTF
KRR YT 76 /NI, 774 dkg 7R

[0236] ) MBRE P SEJE 55 AR 70

26
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[0237] MR B B REA  an N AF B 54870 75 24-26C R, 3@ 80K 28 1R ok B AP IR
a) WA AR Eh B (107kg) HRH MIEFHIATR B D3R b) 1K T- WA R Eh BEl (42kg)
W IR 25, AR AR B 2710 IMNERAEK (25L) FELE 24-26°C T, JB L 9 2804 R
HIRAG 2T ARARFAR 3210 AR AR (30L) FT 30 %6 S ALK (2. Tke) o K5
W pH( > 12) FRRAEBEHERE 16 738 B S BHT 15 7380, 3550 B/KAH. FH 1% 5+ A s
(6L) RAEBUKAH. A FFRA N ALK (OL) FAGUALEs (0. 9ke) , B il it 15
Gy8h, BT 15 48P IEFF KA. IINIEMESR (0. 3ke) , BEFHIR A 20 A8 JFidiE. fERH L
MR A NE (BL) YRIRE LG, 4 20-25°C NI R 2810 2 Ry M R R R AR 120, (BAZE T
76 30°C R BEEE (25L) , A 12 20°C, HidE 1.5 /o 045, I B
Bt (2X5L) PRk DF. 76 45°C PR ZIRIEYE (4. 3kg) ¥ T 48E (23L) . fE45°C R IMAIH
FR (0.58kg) MILEE (7.5L) Wl LFE (BL) YRR 4. BBt 20 %0 (Ardr=
WSS, ) RIS 30 A3 BPNVAENI 2 35°C, FELIRFE I HEEE 1 /M 4212 5°C, fE-5TC
14 IS, B E LB, I 2 I SRR (2XAL) o HEH) 45°C NI IEDET
80 /NI, 1331 3. 3kg S

[0238]  PHIR7=HI PXRD (7S A& 45 i A o HL i 3% 28 3R B A7 A T 8 JE 38 4 9 vl RE A7 AE
/DB C . PXRD BoRiZ A=A B & 20 IV N- (4 iR 3 ) -N=-(1- FF 3R IR
WE —4- 25 ) -N" —(4-(2- FENERE ) - RXEPFE) RPFHARENARE. ARESHE—
LK, MAERE B T BT NI SE T 1X — & (TG-FTIR, $12k 2. 2%, iX JH K F 7K Fib
HEA ) o ZEKH A REEPKED (FKEMNEIREN 1.8% ) o (HIE, KIEHTY
Mg A, RO INAE S UL BN TG R 5, JFEZ 150°CHY 584 R, I n il H R a4t
AN TR (CRZYIR 2 20 /NI ) KRB G HIBR 22K o WA A BLRIHE s 2020 133-135°C (U
IR AE, HH DSCIGE ), LASIFAIE LK T0)/g. kiR T I 75 %6 AHXTUE B IR <P N, A
R T A 24 K WK M o 24 X B A 2 50 % I AR, B U /K o AT R 06 1 5
fi ) 2 7 L TR

[0239] 3 ik 7E A [F] ¥ 771) F i) 48 1 R Y A 25 e 01 i .t ) e Y AR 1 40 e )
S RRE . ZZE RPN T 3 .

[0240]  Z& 3 3 IV ALAWIN A STERIE U RS

[0241]
sl VR (ng/ml)
1,4~ Rk ~2
2- B ~1
A ~2

WEE /K (1 1) > 200

LI ~2

AR > 30
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TR > 200
Ll > 10
LR LT <1

-AEE /K9 D] <1

FH i > 100
2k ZFE i <1
AT EE ALk <1
ISR >5
SiF S <1
K > 300

[0242] S HAH 3 e 5

[0243]  7E 45 CT H%E*)fﬂm 1(f) EI’J*H#% (5. Skg) W o (28L) W, fE45CF
A (5 -L- AR (0. 72kg) M SRERWIFH OL LREVEBE L . B ES A H1 2 43°C, FH
IV A BR AR AT Rl . BRI 30 A3 Bh VA EIE 35°C, FEIKIRE N HiRE 1 /I IE4
& -5Co 78 -5°C T HiHE 14 /NG, K= Es oo 3, FF A 2 I SR (2XA4L) o 7
Yy 45°C N ZIRIE DT 76 /NI, 153 4. Okg 77 (83%, FE T AL ) o %7 WK PXRD
BN A ﬂ‘J% LY/

[0244] 5 ‘ 3 i i

[0245]  #F 45 CT H*ﬁ@m 1(f) E’J?FH/‘L% (4. 3kg> ﬁ?m% (23L) #. #E45°C R IIA
() L= AR (0. 58kg) I LEERRIEH 6L LRI £k o BF ML HE 20 230 (JE [l 1
DUVE ) » W IRIEAE 30 23 Bh VA HI A 35°C o FESLIEE N HERRZM 1 /NI, SR G VAHIZ -5°C
16 -5 CIHHE 14 /I Ja, eSO B, 2 I QP (2X4L) . 7245 45°C T
ZIIE DT 1R 80 /NI, 193 3. 3ke M (85%, B T AR ) » %7 A PXRD &R K A
UCEATRIL/

[0246]  SEjifsl] 6 - 3M ol AR T il 26 58 TV AL AW e e I A

[0247]  ZEZVE T, % 2. 02g 20 T UKL B BA T 23+2°C 1 8. Om1 7K (Flukano. 95306) 1.,
WAL 0. 22 u m [FAR LI S8 BR oo 38, IR I VS G B 22 100m ][R et o« 4
VTGV AR —T8 CHITUK (A €O, JR EVA IR, SR G H 1A VA VR VA TR ) IR JEE e 5 VAV
TR, VR TR 28 2K (CHRIST, BETA 2-8LD-2. HJufHs 124 0. 10mbar, ¥ B K6
H -82°C, VA M) s 1k 0. 00Tmbar. 7EZY 15 /NG, SE AT IR0 & . 2R
F R FAEAR R X G ST S SR AE PR B0 S A R . FrfS BIR =1 PXRD &k
SEARMTEE LA, HLIRIFE DSC & B7R 4 56 & WL e TeAL &4 » 338 4 AR FE 23k 54°C LA
M AC,#40.5]/8/Co
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[0248]  SLjifs] 7 ok ) 2 Gl iy A TR 4

[0249] ¥ 142. 5g 5K ASEHER] 5 K= WaiF T IE/KLEE (750ml) o 30 2080 Py K% A g
TRRBEHE AR T0°C o M 60°CHE, TN PESE IR LA o P AIS R DRNS VA H), 4240 48°C I
FEYITUR S e E 4 /DB 48T IR 15°C. 16 15°C R HiFBIFIE 1. 5 /Mit. 2R, B
R BIF W . BT A uE, F 70ml TooK LB 2 R ARG TE 40°C F AT, TE
135, 2g (E 95% ) .

[0250]  7EHEEET , Bz W IOETE S 850ml oK ZEEHT, 3 30 43 Eh N A 75°C. M
58-60C o 5e ¥ifil, HAZIRMIEA T 7F 75 CHBHZIE TR 38, H 50m] To/K LB
2, SRR TRV B o 76 A8 CI IR S5 il o 1E2Y 42-44°C IS =4k i FHIE R 43
[FIVTSE . A BTFIRA HIE R B Z . 76 20-22°C R Byt v, 31 50ml ok 2 vk
BPIR . A EEAF=PIAE 42°C N BT 48 /. TEh 123. 6g (HE 92% ) .

[0251] &1 2 Sbos T 3% X STERATET &L, 3F HAE 4 Hh 4R 0t T 48 2 0 AR R 1) B {E (A ) kE
fiE UG

[0252] K 4 . IVALEIIN A FIER R EE
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7 [°26] @] 36 [A] 5 (AH)
4.7 18.6 S
53 16.7 VS
8.7 10.2 s
10.8 8.2 m
11.5 7.7 w
12.0 7.4 W
13.6 6.5 w
143 6.2 m
14.6 6.1 Vs
15.1 5.86 w
” 172 5.14 m
[0253] 17.6 5.03 m
18.6 4.78 m
18.9 4.69 m
19.1 4.63 s
19.8 4.49 s
20.0 4.44 v8
204 4.35 m
21.6 4.10 m
22.4 3.96 s
24.3 3.66 ‘m
25.7 3.47 W
26.6 3.35 w
29.3 3.05 w

[0254]  Si2jfifs] 8 - o 45 i o £ 40011 A PR 45\

[0255]  7E65°C T, ¥ 52 5 4331 105. 0g R IV LS+ T 560ml /K ZFE,
ARG L 1°C /min 7R HIRZ B FES H1 22 48°C o FEMGIR AT LA B0 5 AR 4 i, IRAE 1 /Dt
P BT SR T RRIR Y . PRI I BIR IR 60°C, ZRJ5 BL 1°C /min [FIE A H 2
48°C o AT I BIFWBEREIFLL 3°C /h A HIERAHIE 15°C, Wikl g B H e
UUUEFFH 50ml 3122 5°CI /K SERRBIR o TR RWIAE 30°C TP T4 18 /)
I, AR5 AE SR N S TR 40 /NI, 72245 98, 1g Z5 5754, PXRD SniZi =g A B % 5 Y
Y. TG-FTIR SR ETELA 2. 5%, X HE T KR/ 81 8.

[0256] S {8 O « Fh o 445 i o] £ 4011 A PR 45\

[0257]  7E 65°C N, #sitifsl 3 (b) 13RI 21. 0g 28 IV AL S WIBHEAE T 112m] oK LB
L ARG LD 1C /min (VA HIBCRBEPEA B2 48°C . (EIRIEE T L2815 TF R 45 i, JEAE |
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/B P BRI R AR TR A o PR ZRTFRININE 60°C, 2R 5 LA 1/ A3 BRI R A H1 2
48°C. B TS BRI BIFIPEFE I LL 3°C /h A HERAHIE 15°C. B il uE sy B i e
DUEFF A 10m] YA E1 2 5 CHTK SRESERIM T B e B RMAE 25°C R A/ T8
18 /INE, SR AE SR N B2 TR 20 /N, 7242 19. 9g £ P21 PXRD SRz =2 5 D &Y
AEABLRT A 02 S 4. TG-FTIR Bon R EA 7. 7%, XA T /KD E R 28 . %)
7 30°C AR TR 20 /NI, PR B 2 5% SN RUK R ER 4.

[0258]  Sjififsl] 10 oy d &t il g 4l A A8 6

[0259]  7E65°C T, ¥ 5Lt 3(b) 32 150. 0g X IV LA PHFEEE T 112m] ToK L1
ARG EL1C /min BV IR DIFEA H1 22 48°C o FEILIRE T L8 G JF IR 6 d, JF7E 1/
I P ARV BGR B (R . PR IRV I 60°C, 285 LA 1/min [HRAHIR 48°C,
TS B BTEE IR LA 3°C /h B EIRARAE R 15°C . i o g8 3 s BT iE I
F 10ml #1582 5°C IR E/K SEESEIRIE o B 0K db TR R IAE 40°C T B2 15 50 /M,
FEAE 146g 455, iR PXRD %45 &= on 2K A B A,

[0260]  SCjfifsl] 11 o pHAYE Pl il 25 2l A B2t R

[0261] ¥k B LHER] 3 (b) 1 20mg 3 IV AL EWETE TFIA, JF4E 18-40°C 2[R A1
AR T R, 4 Ko B A NI OB SN Bk R O RERE L AUT I LR
(TBME) « LR TBME , ZJ% / BE e /K Ma ATy TBME, i ik PXRD 5, Raman Y6 itk %5 52 274 4
A diiE .

[0262]  SEfifsl] 12 o dm sk ey e 147 o Jn e T il £ 4l A T

[0263] 4=k F St 6 1 64mg JoE AL G WaTE T 1. Oml ¥ PYSUMHg 1, FR7E 5°C T i
FE 18 /NI o K[ A IR R N AP 2 /. i PXRD B Raman S 4EE A A
i o

[0264] Sl 13 . J@ T BIE A IE
[0265]  Kiok BB 6 [ 20mg Jo B AL SRR T 5000 1 L8 / AT (1 1) A, 9
MEIRE] 40 CHEHHRE THidE 3 Ko H Raman JERESEE N A fTE .

[0266]  SZjifsl] 14 o ik By T4l i o e ALl 2 i A BRI

[0267] 52k [ SEHEA) 6 1) 20mg o AL AW B F T 500 1 1 PUSIMCRE H, FF A = 1 2
A0 CHEA IO T Hidt 3 Ko H Raman Jeik %52 0 A Wi

[0268]  SZjififsl 15 o ik s 55 B I L R BEAT YT R il 2% B I

[0269]  7E5°CF, [v] 10ml A LFEHT (MEK) " in A&k B SZt%] 3(b) 129 160mg =X
IVALEW 600 1 1 K W EIZHEBER: 3 Ko M dml MEK, FF4REEi 4 5 /it o K[
g, HAESE 2P T4 12 /M. B PXRD 8% Raman 615482 4 B 2 JE . TG-FTIR &
N 2. 5% MR E, XA F K. Bl 3 Bon T X Bk RETh i, JF HR 5 32t TE 20
KA T ) B AR A (R AL U

[0270] K 5 .30 IVALEIG B SR (R EE
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f[°20] 8] 3E[A] 5R R (M)
5.1 17.4 Vs
8.7 10.2 s

[0271]

[0272] 3 D % i Y

[0273]  {EER T, ] 3. Oml BEE I & St 3 (b) 1Y 135mg =X IV AL S 2. Oml
WL T B BT HE 24 /N, ARG U8, AR SR T 2 88 8 /. H PXRD
8% Raman JEIE 4% E 4 B fiE . DSC IR B B A4 131°C, B 214 63]/8.

[0274]  sEjifel] 17 -3 it B O3 R RS AT e ke il 24 B ¥R P

[0275]  TEZEIE T, M 3. 0ml KA NN & >k B SL i) 3(b) 1 135mg 2 TV AL & 911
2. 0ml Y. ¥ P TR R B R R 24 /DI, ARG UE Y, RAE SR T AP T 14 /NI
Hi PXRD 5K Raman Y6l %552 4 B f/F . DSC I & BRI S48 129°C, LI R 71]/g.
[o276]  sLjifel] 18 <3 it A R CHESAT I ke il 2 B ¥R TP

[0277]  FEZI T, [ 3. 0ml LG M S A K B 5L 3(b) ) 135mg 2 IV L5491
2.0ml P REAS W BT TR B BRI 24 /I, SRS UEH, FRTE SR T AR T
18 /M EE Raman 7‘6%‘2%%7'3 B aaﬁ’

[0278] & BN 5 AT 5

[0279] FE=HET, ['] 10m1 ZE&LEEEPJJD)\A%;@WJ 3 (b) () 210mgit IVALA I 1. 5ml
PRSI . VT DTTE BRI SR T 28K 2 50 % LR L1 / RS HNREGW. ¥
FITTE B B VAT 16°C R HiHE 18 /NI, SR 5 9B Y, AR =0 R AP 12 bk H
Raman Y éﬁﬁ B fl I o
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[o281] =k { SEHtifs) 3 (b) 1) 20mg X IV LG WRIE T LNE T, IEAEM 18°C 22 40 CHEEN K]
BT 4 K, R E iR IRAE SR N AR 18 /i, EEI Raman Y1 %€ 4 B i/
[0282]  sjfifsl] 21 - F A 22 R AVYIAE LR L Rl ol B P4l il £ B AR I

[0283] 4k B St 3 (b) 1 20mg X IV LA WEIE T 6ml LR LR, FFEM 18CH
A0 CHHIM IR S 4 K, AR5 pEH R AE =3 N 2148 18 /if o Raman Yl %5 2
H B LI

[0284]  sizjfifsl] 22 - FH A 92 R RIMAE £ B /MEK Hpoii ol R P T 26 B I

[0285] =k FSHEE] 3 (b) 1) 20mg X IV ALAWREIET 5ml LBE /MEK(1 & 1) ™, FRAEM
18°C & 40°CHRFM IR T it 4 %, AR5 v H IR 20 2/ rp 48 18 /i) o HH Raman 't
W E N B .

[o286]  sjfifsl 23 < FH A 22 i RIAE AR AL RN [ £ B8 £ 18 R R ok B2 Pl il 26 B I
[0287] ¥k B s2iifs) 6 1) 20mg M) ETF T 500 u 1 [ /KA L8R L BErh, JFENE
B2 A0 CHEF R AL T HidE 3 K, AR i yE AR =0 T p 4% 8 /M. Raman i
YE N B BRI

[0288]  Sizjids] 24 - FH A 8% FIRIMIAE & 1% 7K [ £ v T8 ok B AT 48 BT

[0289] K5k B SEHEM] 6 1) 20mg W) ETF T 5000 1 (& 1% /K LB+, IFEMNERE
A0 CIRHM R S i 3 %, AR e A & T rp 48 16 /Mo HH Raman J6i5% %2
A BmIE.

[o290]  sLjfifsl] 25 (H A A2 S AIWILE LR LB / 7K Al ol B T £ B I

[0201] K2k HSLHER] 6 1) 1. 0g WRETFE T 10ml L8R LB 100 1 1 KA, FAE S T Hl
FF 100 /N IF, SR 5 98 HOFAE=IR N PR 18 /N . 1531 750mg 774, HH Raman D't %A
%XX%%M%é%ﬁ#%ﬁBmW

[0292] S :H e y i

[0203] Kk H SLHEH 3 (b) Eﬁ 20mg iﬁ I %/\%%@? 7ml Eﬁaﬁ* /MEK(I LD L IRE
MEIRZ A0 CIEIIEE N R 4 K ARG EIFESE N AP T4 18 /hif. H Raman
TR A B .

[0204]  Scjfifsl] 27 ¢ HJG e AR B ke Al ok By T il 28 B\ I

[0295]  #5ok EH SZHER 6 1) 60mg H)FURIF T 1. Oml Pk, JF7E 40°C R Hidk 18 /M. #
[l A JEFFE 40°C TS T4 1 /M. B Raman SEiE %4 B @R TE .

[o206]  SCjfifsl] 28 : H I TEAE LR LB H Il it BT P il % B P

[0207] K5k B SEZHER 6 1K) 62mg M FURTE T 1. Oml Z/R ZBEHR, JEAE 40°C R HEdE 18 /it
WA g IEAE 40°C TR AT 1L /hINE . Raman DG 2 4 B @RI .

[o298]  scjfifsl] 29 : H o T AE LAl ok By T il 28 By

[0209] 4=k B SLER 6 1) 62mg YR EIE T 1. Oml B LAEH, FH7E 5 C R HiH: 18 /it . 4%
[ A8 H ORAE 22°C R R 2 /b . Raman GBS E N B A TE .

[0300]  sjfifs] 30 ;05 AL AE MEK Hhol i By S i il 46 B R

[0301] =k B 5L 6 1K) 149mg Y &7F T 3. Oml [ MEK ™, FE7E 200 R HiHE 16 /I
[ A8 AR 22°C F SR 30 08 HH Raman SGiE %EE N B fIE .

[0302]  sEjfifsl] 31 : H Ao s AR K LRI [ £, £ 5 i ok By P AT il 28 B i IE
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[0303]  Ksok s 6 1) 20mg M) ETFE T 500 u 1 [ /KA 28R L BEHh, JFENE

w2 40 CHEFR R AL N HHE 3 K, AR i R IR =0 TP 6 /M. H Raman i

YEEMNB BEﬂy

[0304] S : i : AP H 1 y FIE

[0305] 4=k [ SEitds] 6 1 70mg %}ﬁ%eﬂﬁ 2. Oml E’J 1/7J<Eﬁ ZE&ZEE / LEE, AR

M 5CEEHRAGIEE FHEFE | Ko SRIGAE 10°C R REEREPE 5 Ko KA UE H 48 =
FAERA T 15 8P, B Raman SGiE S E N B fE.

[0306]  sLjfifs] 33 FH A 709 % i PR A7 A Il Hh ol ook R TR 1T i 26 C AR TP

[0307] =k FSLHER] 3 (b) 1) 20mg X IV ALAWRIET Iml WETH, H I 2mg 1 C Y

B, B BIERAE N 18°C A 40 CHFHM PRELRE N HikE 4 K, AR e s I e =R T h T4 1

/N . FH Raman YE1E %2 K C fHTE

[0308]  sLjifsl] 34 (H A 7Y% ji B LE VUSRS (THF) Hid it sy Tl 2 C fJE

[0309] K=k H s HEf] 3 (b) 1) 20mg X TV AL AEE T 5000 1 THE H, 0 2mg ) C 7

A PR VFIRAE A 18°C &2 40°CHRIA I R HiHt: 3 K, S R = F A rh T8 3 /)

o H Raman YGit %2 A C dhTE .

[0310]  sEjfifsl] 35 : FH A 2 R R AE DU R (THE) Hoamih ByF P il 2 C e

[0311] 3k B szitf) 3 (b) ¥ 255mg 2 T AL AYEIF T 5. OmLTHE H1, FE I 25mg € BYAE

A e, K BT EAE 40°C IR E T HE 40 /N, i B =R N AT TR 15 8. H

PXRD F1 Raman Y6 %552 4 C fbi&.

[0312]  sijfids] 36 < FH A 2 R RIAE DU SRR (THE) Ao ik Bye P il 2 C /e

[0313]  Hgok B L] 3(b) 1 1. 0g X I LA WEIE T 6. 0ml THE A7, FFIMA 50mg € BUAE

A an Al TS B BT AT A R BORE 50 /NN, T JE IR AR AR R A b T 45 4B

H1 PXRD 1 Raman Y1 %52 4 C i o TG-FTIR B7/87E 150°CLL R A E /PN T 0. 9%, X IHH T

Ko BNAMEWPFH (Dynamic pour absorption) SEE IR % &4 C ARBUK, K-S

V), ANRINBARNE o DSC SIS BRI i 177°C, A 294 129]/g.

[0314] 4 878 T X SHERM RATH I, IF HA& 6 Fh g4t 748 2 0 JAR R ) BRAE (A) 41T

U

[0315] 2 6 .3 IV ALEWIRI C F BRI )R
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7 [°20] 8 3E[A] 5% B (M)
7.3 12.0 W
8.2 10.7 VS
11.9 7.4 VW
12.8 6.9 VW
13.5 6.6 VW
14.3 6.2 W
15.1 5.86 m
16.0 5.53 W
16.8 5.28 m
17.2 5.16 m
18.3 4.84 Vs

[0316] 18.9 4.70 m
19.4 4.57 s
20.3 4.38 m
21.7 4.09 W
22.5 3.94 W
23.6 3.77 s
24.0 3.71 m
25.5 3.49 W
25.7 3.46 W
26.1 3.41 W
27.5 3.25 VW
29.0 3.08 W
30.5 2.93 W

[0317]  SCjfifsl] 37 o il 26 2 i ) C I A A L

[0318] Kk B sLilify] 3 (b) ¥ 25¢ 2 IV AL A WEIE T 100ml THE A, JRH4 BIFIAE 30°C
NHLEE 3 Ko A EARIEH IR 40°C YRR T 2 /. 53177 23. 3g HI PXRD AT Raman Jt;
TEESE AL 2 SR Co ZA T FIAE UG SEB6 (1) SRR AL o

[0319]  SEjfifsl 38 -l 55 A C

[0320] Kk F Sifs] 9 1) 6. 0g &5 it RLETE T 30ml MEK W75 50°C R e, 2 /hiG
TINK B S2HE ] 37 (19 100mg G Fl, FEAE SR N AR SL iRk 80 /NI o &5 [ AUk Hi IEAE 45°C
R 18 /Y. FRIE T 4. Tg B PXRDIESEHI S A D E L MY A ME ALY Co TG-FTIR
KELE 1T0°CLL R R R,
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[0321]  =Zjfifh] 39 ;i EAA) C

[0322] Y45 9 1 6. 0g & i A BHETE T 30ml THF HH7E 50°C FHidE. 2 /N JE A
K B SEHER] 37 1f) 100mg g P, FAE ST T 4REEHRE 80 /NI, W &5 S A yE H IFAE 45°C R
T 18 /NI o ZRAF T 4. Tg B PXRD IESEHI & A/ B2 0 M4 A 12 @i 884 Co TG-FTIR &
BHLE 17T0°C LR E L 0. 5% [ 2% 5, iX A A+ THF,

[0323]  Sjififs] 40 - thlfc £ A C

[0324] W5 s it 8 (K] 6. 0g 45 it A BHEIE T 40ml  THF Fp 348 50°C FHikE. 2 /it b
AN B SEE) 37 [ 150mg fh s FEAE 40°C RGN FE 104 /N 7E 30 /NBTJE I EE 4y
K B S 37 1) 200mg dm Ao R Gh ik A UE U IFEAE 45°CTR T 18 /M. 3RAF T 5. 0g HH
PXRD IESEf & A /D2 MmUY A 2 @A) Co TG-FTIR KAE 170°CLL A Z 0. 5-0. 8%
(1), X IH R+ THE.

[0325]  SEzjfifs] 41 : 4822 i C

[0326] A4S 8 1 6. Og &f fm M KL ETE T 40ml MEK 376 50°C FHid:. 2 /ifJE
AN B L) 37 [ 150mg fh . FEAE 40°C N REHE 104 /MY 7E 30 /NEJE AN EE — 4
K B SEE] 37 1K) 200mg dn Ao B Gh ik B A uE U IFAE 45°CTR T 18 /M. 3RAF T 5. 4g
PXRD IESEI & A/ EZ MY A M2 ST C. TG-FTIR FRHAE 170°CLLUTF B R E.

[0327]  SEJfEf5] 42 -2 MY C

[0328] A4S Ef 8 [ 7. 0g 45 it A RHETE T 50ml A Ei 34 50°C FHtdE. 2 /M JEA
K B SEHf) 37 1) 200mg dn Ao TR RIHIR Y IE I 10m] Pld. {E 50°C T 4k S+
29 /NI o AR RTE A EI R 10°CHAE ML N HiEE 14 /NI o ¥ 25 0 [ 7R 98 HH JF7E 45°C
A 4.5 /N, AT 6. 3g 1 PXRD HIESE 4L 2 i 244 Co

[0329]  SLjiad] 42 .l mAY) C

[0330] 5L 8 [ 7. 0g 45 i A BHETE T 50ml MEK #1348 60°C FHtdE. 2 /M JEIA
K B SEHf5) 37 (1) 200mg GEFHHAE 60°C N AREEHE 29 /NN SR JE R BIF A EI A 10°CH
TEMLRE S e 14 /NI 5 45 b B AR JE H FAE 45°C R T8 4. 5 /i, 4R T 6. 0g
FH PXRD UESEEE1 2 s 44 Co

[0331]  SEJfEfs] 43 22 My C

[0332] K S 10 1F) 50. 0g &5 i A kL &EIFE T 310ml MEK HH JF7E 50°C g H: (600rpm) o
2 /NBEJE IR S 37 1 1. 5g dm Pl (GBIET 10mIMEK H1 ), F7E 50°C gk & i 52
NI o BRFE R BRI E A 15°CHFAE IR B I hiHE 2 /). gl IR 8 H R AE 50°CTR
BT 16 /N, 74T 44, 2g B PXRD IESE2E 2 T4 Co TG-FTIR FKAHLE 170°C LA
THRKE (AETHEFIRW) .

[0333]  SLjfufs] 44 .82l ) C

[0334] B SLHE] 10 19 50. 0g & db b kLHETFE T 360ml MEK H 3-7E 50°C F Hii+E (600rpm) o 2
N JE N R S8 37 1) 1. bg dnfh (BIFE T 10mIMEK H1 ) , FRFE 50°C R gREditE: 35. 5
NI o BRSBTS HI AR 15°CIRTEILIRE T HERE 2 /NI &5 i A SE - AE 50°CTR
BT 16 /Mo P2AET 41, 5g HH PXRD HESE 4L 2 844 Co TG-FTIR K BTE 170°C LA
TRKE (AZTHERIY) .

[0335]  SEjffsl] 45 - THE A iy i il 28 4l i) %2 i ) C
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[0336] A4S 10 (1) 7. 0g S5 M BL&VE T 35ml THF Fr i 65°C. A ghjE e
filt, FHAG IR HI 2 60°C o SRJE AR B 5L 37 (1) 0. 35g v AP (&¥E T 1. Oml THF 1),
FHAE 60°C M ARSI HEL 30 08l IRJEHBIEMR AR Bl 0. 15°CIRIVRHIIE A EI 2 10°C,
ARG LR BRE 2 /NI o R &5 [ R H IFAE 50°C TR B T8 16 /pINF . A5 T 4. 5g H
PXRD F1 Raman Y iESE I 2E 0 £ S 844 Co
[0337] SR 46 . = HH YA 4 A C
[0338]  FEZR T, B sLjidsl] 10 1) 2. 0g 25 WA B EIE T 10ml THE "o H BIE o mA R
65°C, [V IRIETH « TRV E1 2 60 °C I ML IR B 5551 37 1) 100mg 1) C B &
Bl TEIGIRIE T, AR IF R E MR AT IR G, FHAE 60°C T HFARIEM 1 /DI, 4 BTF
AR/ 10°C IR ZA IR 10°Co 5 /NN JE, 153 10°C, FRakadi #2414 /NI, 24
S B P45 2 A I 4 38 HH JFAE 50°C T B8R 2 /I, SRIF 4 £ @ B4 Co
[0339]  SLjfafsl] 47 .2 54U C AR e PR
[0340] a) AL
[0341]  sLjtafs) 3 (b) ( Z A4 A) SETtf] 25 ( 2 & B4 B) FHSEJE] 36 ( £ &H74) ©)
G E T 2B TN I B EEAE 100°CF 1A 28894 A F1 B JE il fi ) S5 14
JoL, T 2 i ) C BEAR bR A R B SS m iisl iy Kot HPLC 43 #r i)™ i, FHEAS I 46
FE UME IR i o ok R AL A AR E . 2 ) A BoRaifiE ) 25. 9% 2 e B B A 28. 3%
DL Z s 2% C oA 99. 7%, R Z Y ¢ HA midsoE .
[0342]  sjffsl] 48 B FE TSP
[0343] A 5Ljtifs) 3 (b) ( 2 En U4 A) SETff] 25 ( 2 &b 2440 B) FHSETitEf] 36 ( £ gh 74 C)
A EPVE T MU A 4s R, IRAE 60°CHI 76 % FIAEXTE N, 288 1 JAA 2 . X2 &A
YA, AT INE 2. 8% 12 K & H HPLC 4E 1 0 80 % . 2 it 4 B B4k g 2 & 440 C, A6 2]
1. 9% (7 /K &, H HPLC 4lJE 0 94. 6% . 2 4 C fRFFAAE H HPLC 4/ 99. 7% .
[0344]  sZjffsl] 49 ATHI %2 G4 A AEc et bkl il eg B P
[0345]  7E5°CF, [1] 10ml S A EEH I &4 SEitife) 3 (b) 1 160mg X IV 4L &4 600 1 1
IRES - 45 S AR TE BDTTE FFAE 5°C R BRI FE 5 /NN Kz sl it B 7R 38 i e 200
RSP T /M. 3715 T 164mg £ H1 PXRD Al Raman Y618 IESER D S . TG-FTIR %8
16 1T0°C UL A Y 8% 2R, X H P T 7 N EEFI K
[0346]  sZjfiifsl] 50 AFH L I ALE A RIGM A& B 5L
[0347] % 200mg >k B SLjtfs] 6 A ELETE T 16. Oml S NEET o ¥ BIF AL 40°CH it
18 /NIFFFAE 20°C R HEHE 14 /IS o K5 [ AR R IR T AP B L. 3RS
T 178mg [ FH PXRD Il Raman SEiEESZH D fife. TG-FTIR FHIAE 17T0°CLL R A 6. 6%
SR, XA TR EE . S B &R A7 AR 5 B B A (G B 3R & 20
5.6% s THRINXELL L BREH]) o
[0348] &5 TR T X SHERM RATH I, IF HA& 7 AR 00E T4 2 0 JoAR R A BEAE (A) KRR AE
U
[0349] K 7 .50 IVALAMIN D & TEI R B
7 [°20] 18] $E[A] SRR (M)

5.1 17.2 S
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5.5 16.0 m
8.3 10.7 VW
9.0 9.8 w
13.4 6.6 m
14.5 6.1 S
14.8 6.00 m
15.5 5.73 w
16.6 5.33 w
17.1 5.17 m
18.1 4.91 m
0351] 19.1 4.64 S
19.5 4.54 VS
20.3 4.37 VS
21.7 4.10 m
22.7 3.91 m
23.2 3.84 m
24.2 3.67 w
25.1 3.55 m
26.0 3.42 ‘m
26.9 3.32 w
28.5 3.13 w
29.2 3.06 m

[0352]  sZjififsl 51 o A s AL A Ay ds b Rl 28 B I

[0353]  #% TOmg >k [ SZHtifs] 6 UM BHETE T 1. Oml SUT EEFEEE (TBME) 1. KB IFAE
40°CFHiFE 18 /NET . K dh A I E IR PR T 1 /M. 3-43 T 58mg 1
PXRD F Raman J&IEIFSEH E 47

[0354]  SZjififsl] 52 o A 5 LA A Ay e ah b bl il 2% 458

[0355] % 150mg 2K H SLiifs 6 [T BT T 4. Oml TBME H o K B IRAE 4 =i T Bitk 26
NI o K2 R AR E IR E IR AP 5 /M. 3818 T 121mg B PXRD F Raman 7%
WAESER E ff o TG-FTIR(10°C /min) KMHFESWE L BRI 5. 1% KR, HAE 150°C
DLR I 2o B 584, IX VAR T TBME. TBME [ 3 BIAE7E TBME %501L 4.

[0356] &6 Ton T X SHEM RATH I, F Ha& 8 Hh R4t T8 2 0 JoAR Y i) BEAE (A) KRR 1E
U

[0357] 2K 8 .3 IV ALGWII E I ) iE
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# [°26] @) 76 [A] 5% (M)
5.1 | 17.3 vs
5.5 16.2 m
8.4 10.6 m
9.0 9.8 m
10.9 8.1 w
11.8 7.5 W
13.5 6.6 m
14.7 6.0 Vs
16.8 5.28 m
[0358] 17.4 5.09 S
18.1 4.90 m
18.8 4.72 Vs
19.7 4.51 m
20.2 4.39 s
20.8 4.26 s
22.0 4.04 m
23.0 3.86 W
24.0 3.70 w
252 3.54 m
25.6 3.48 m
29.6 3.02 W

[0359]  sEjfifs] 53 : fH L I SAE AEd et bkl il 28 F e

[0360] 7 65°C T, Kok B LMt 6 1) 250mg A4 BMEHES T 5. 5ml PSRN (THF) o #%
TS HIZR 20°C, I TE IR AR PR N 3ml THE JR4E 40°C N EREEHEFE | /DB, 2R
Ja B BAIF A HI 2 20°CH GRS 3 /NI o 4 &5 b B R 98 H R AE S0 T 2P 30 43
B 343 T 214mg B PXRD F1 Raman JEHEFUESEH F fJE. TG-FTIR(10°C /min) K HES R
DL B HFERA 3. 0% 2K, FF7E 130°C LU R I 2R E 524, XA T THE . THF (&R BHA7AE
et B THE %5048 (5 THE B3 e & &8 12. 5% THE) .

[0361] 7 B7n T X SHERM RATH I, OF Ha& 9 A0t 748 2 0 JOAR R Ia) BRAE (A) IR AE
U

[0362] X 9 .3 IVALEWINF SIERI R ER
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fa [°26] 936 [A] 5% E(E M)
4.6 19.0 W
5.5 16.0 m
6.8 13.0 m
11.3 7.8 W
13.7 6.4 m
14.2 6.2 m
14.6 6.1 W
15.4 5.74 w
16.7 5,29 w
[0363] 17.6 5.04 m
18.3 4.83 m
19.2 4.62 m
197 4.50 m
20.5 4.34 m
20.9 4.24 vs
21.9 4.05 m
228 3.89 m
23.7 3.76 m
24.9 3.58 W
27.2 327 m

[0364]  SEjfife] 54 o il & N—(4— FIE ) -N-(1— I FLURIE —4- F£ ) -N" — (42— FIFE A%

Ak ) - SRFL L ) MR R

[0365] a) 4

[0366]

[0367] #E T = 15-19°C F, ¥ N- I FL —4- URBE f (SM, 16. Okg) Il 4- . F % (17. Tke,
1.00 4 &) W T FEE (110. 2kg,8. 70-v/w SM) H, RIGEES F A 5% 48 /C(0. 59kg,
3.68% —w/w SM) . ¥ (bulk) JHHEIZE T = 23-27°C, FAELEEFR P £ Sbar
HATEA, BRI (29 11 /) o i GCAS IR R SMO < 5% ), SR f ik
R (1575+GFO2 JELC ), JFHIFFEE (5. 1kg, 0. 40-v/w SM) YEURE L. WKW (P =
265-60mbar, T = 35-40°C ) H, 4L T = 135-140°C,P = 8-0. bmbar F, ifid ELA5 /014l
AR R, 1931 22. 15kg (T0% ) 74

[0368] b) %
[0369]

H,

N-OH
HC\ AN //
/C o} C
[0370] 7ET = 15-25°CF, ¥ 4- FEL 2K S (SM, 60. Okg) ¥ T — AL L% (142. 5kg,
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2.50-v/w SM) W, 3RJGET <30°CF, /- I EHATR ER B (137. 2kg, 2. 02 4= ) FORAL B
(8. 1kg,0. 10 248 ), A BIRB MM T = 78-82°C o {H VA LS IV (R FR1E 15°C, JFAET
= 78-82°CINf, 4-5 /NI PN % B I MAN S T 251 (134. 8kg, 2. 00 244 ) » MIAZ I, 76
T = 78-82°C FHitEIRA WL 3 /NI, 3 HPLC Ry IR 42 117 SM(SM < 5% ) o %R IR A
HIZE T = 20-30°C, | 100% £ (213. 1kg, 4. 50-v/wSM) #kto 76 T = 20-30°C Rk 15 43
Bh, FEE T B0 LR 0 BRI SR VR . R B S AuE YRR 100% L BE (82. kg,
1. T4=v/wSM) PE¥S, SR 5 S0 N [F S8 P N 50 % I I K ¥ (48. 8ke, 1.5 i ),
BRI T = 73-77°C I AE SR E FHCFE 2 /i, SREAEFES H T IPC (Aca—11- J#
<5% ), REH RN (270-150mbar, 45-55°C ) W45 24 6Vol, 7E T = 45-55C T, /]
/K (404. 5kg, 6. T4-v/wSM) FlE 28R IR LBE (270-150mbar, 45-55°C, TR AL A
10. 4) FEKRRY . W VAR 60-90 (236. 9kg, 5. 64-v/w SM) Fke, FEFEIFTMA (T4
H60°C) LASEHLSE MR (£ 15 208, B ) o B BvAE1 2 8-12°C (fET 4N 17TCH
GRES A, IR TF AR 12°CI N ), ARG A EIE] 0-5°C o fE T = 0-5°C R HiiH: 2 /it
Ja o RV ES L3 B, TR 2 B IR 60-90 (59. 4kg, 1. 41-v/w SM) PEGRUEDE ARJG/ET =
40°C MR T, 1331 86. Tkg (91. 3% ) 7=

[0371]  c) %%

[0372]

H,

/C O CH;—NH,
Hc” H

[0373] #E T = 20-25°C T, ¥ & B b (K 724 (SM, 40. Okg) ¥ T 100 % & BF (229. 5ke,
7.26-v/w SM) 1, ARG ER/SHP NN TEE 2 Raney 4% (5. 8kg, 14.6% —w/w SM) ( Ji 100%
LR ZAEAL T B 3 KF << 300ppm) , ¥ BIFWAHE T = -8CHE -12°C. HZ R, {FH
EEEL 8 MW IIAZ S (45. 8kg, 13 i ), ARG iZBTFRINAZE T = 48-50C (W
&SI TR ) 2. 5bar) o fE T = 48-50°CH1 P = 4bar T, ¥4 NS4, HRIEIFERM (4
9 /NI ) SAyak, HoF HPLC K dllJ6) 43 1) SM(SM << 0.5% ) o BT WA HE T = 10-15C,
R M E, B R NG (1575+GF92 384K + 1t yE#s L1 celtroxe &), H 100%
LRSS L (63, dkg, 2. 00—v/w SM) o K (P = 870-13mbar, T = 42-50°C ) ZXWAVEH,
JEH 100% 2. (50. Tkg, 1. 60-v/w SM) FIZFER ZBE (150. 1kg, 4. 17-v/wSM) FaRe iR f) 4%
GBS, AR HIR T = 20-25C. ZIZMA 100% B (19. 9kg, 1. 60 M) , RV
FELEA I R h Fim (FEmR2 14°C ) AR5 ROV INAAETL (T 2924 70°C ), DASEIR 54
W WSS 1A 40-42°CH N A, BTG R4 e g (T4 41°C ) P HHEIFHR
30 B, AEIR T = 0-5°C, FAE MR T HER: 5 /NI o R VEES o0 B, VA LR LT
(2X9. 4kg, 2X0. 26-v/w SM) BEBIEDE, B2 5 7E T = 50°C I EL2F T4, $240k 33. 6kg (67.9% )
(W% 3E LR

[0374]  7ET = 10-25C F, B iZ& I LM EIE A (26. 4kg) X AHIK (42. 2kg, 1. 60Vol) ¥
O 30 % E AL (35. 4ke, 29 2. 41 &) Wik pH = 14, R )56 T = 43-47CF, fEF
2% (91. 4kg, 4. 00Vol) FEHG Yo 16T = 43-4T°CHE, F S N RHT, an R w7 22, ik oA
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30 % AL pH A 14, SRS A B UK (35. Tk, 1. 33Vol) SRERAHLAH, 285
76T = 48-50°C N ZAHAHES (P = 170-20mbar, 67 1) W4 2 T4, LLER AR

RV
[0375]  d) ffil %
[0376]

H3C\ C

~
/c/ 0—@—»%;—;\1 CO
- n,eH

[0377] #2538 ¢ MIF=M% T oK 2K (68. kg, KF << 300ppm, 3. 00Vol) , BRI % £
FEHBARE T R A, A TEAK R 2R (10. 3kg, 0. 45Vo0l) PrikE k. KB
WHIZE T = 0-5C, JFE T max = 10C N, 21 3 /MWL BB SIS ML (Ui,
4. 0kg, 1. 00 &) o AINGE AT, 5 SR I A 97-103°C, JHE FHEE B (4 3 /)b
) IAOER (16. 6ke, 1.5 8 ) o WINETR 5, /£ T = 97-103 CIRPRHR S Y FHHEHE 30 70
B, B TPCATIN (TLC, ECIAM R < 1% ) %N, B R VIR EI 2 T = 80-85°C. fE[F]—JfIZ
RIS (P = 500mbar, R ) WRATE L) 2. Vol KWl IR REB LUE S AE CERIAR 1
TR R S R B A H1 2 T = 20-25°C, HEBONAR 1 343 7
[0378] o) 4 IV bR EAL &Y -
[0379]  7E T = 38-42°C T, 2y 40 73 B W I A2 B a 1074 (SM, 21. 8kg) ] THF (189. 5kg,
9.80-v/w SM) W IMALBE d =8 (£ 30% FREW, 1 28 ). dINgRes,
THF (9. Tkg, 0. 50-v/w SM) BEIRE Lk, 46 T = 38-42°CHI Bl s b A1 B 25 BV TE v o 11
(23 3 /pI ), RERES T TPC(Aca—11- BE< 5% ) LIKIIIRIE B0 58 PR RS o B
B (P = 170-70mbar, T = 22-25°C ) &M, (L T = 40-45°C T~ R B AT RWVE T 100% &
fir (132. 5kg, 7. 69-v/w SM) H1. 7F T = 40-45°C NI ASERTHI& I L-(H) - WA (8. kg,
1. 10 33 ) [ 100% L (96. Okg, 5. 57-v/w SW) ¥, JFH 100% L% (3. 3kg, 0. 19-v/w
SM) PR LR . HFIHVA EI R 35-38°C, FRION b Al B BIFIRAE 45 il (T4 37°C) F
Pidk 30 4380, 2L 2 /NI A HIE T = 0-5°C, S e fE RIS N FFBERE 2 /N o 4 SN
D3, YA 100% L (2X18. 9kg, 2X 0. 65-v/w SM) VeI D, 35T LOD T 7= 1)
T (446% ).
(03801 FE[MIYRIESE T, FHLEVI A MR AR =4 (36. Tkg, SM, 2 FIUE A LOD vHALHY T )
VT 100% L7 (205. 4kg, 7. 08=v/w SM, 7EELRE W0 B & (01 ) o, SR 5 7E [RHAE
N AR 0. 3 u FEAKEIRILUE, I A 100% CFF (5. 9kg, 0. 21-v/w SM) PEGRE
2o FFHS T2 48-50°C, TN S A R B IRAE S Sl (T 210 49°C ) MHEHE 30 704,
TEZY 2 /MR EI R T = 20-22°C, e Jo AR BE T AH0ERE 2 /DI o 5 S SR 0043 55 H
P FE 74 100% L (2X 18. 9kg, 2X0. 65-v/w SM) BESIEYF, I =WE T = 45°C F &
TR 60 /N,
[0381] ¥ IV ALGY) (SM, 26. 5ke) T kI i U 7 56 £ FE W (149. 3ke, 7. 00Vol)
WHONAE T = 58-63C, IFAEILIRIE MAER TR IHE 8 Mo BEBERE 2 DINEREEH
T IPCORIAR X B4R, DSC, IR) (MR FEZS 4. 5 /NI NEHR G YIS AE T = 12-17°C, JF4E
PR LY 2 /DI, SRS A = ok &, Ve (15°C ) B g I M=) A 2k 5 i
42
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(2X10. Tkg,2X0. 50Vol) PEERUEDF. KR " MHE T = 45°C FEASTHRY 15 /DI, FER S
HEUR RS, 4L T 25, 2kg (B1. 1% ) 19 C X TV bREL &4
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