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ZRTATR £ IR £ TR £\ SRR £ AR £ X T SRR 22— Lob TR Hh BUEE

Mg &k,

[oo85] ik Ehm] HE LAGE i [ 74T AR 3. TR B & 7 A AT AR IR 2h . ok IR ER VR TR

F N N e L A R TN LB Tl = S O e o = 5 [ 7 A 1L TN R

gt &0 2:1, 3F Bk e 5 &R g sh il G 2:1 42t &= s /7 4

o, B ER ] B K-S S I . R, A IS SR IR SR DR I IR ER R T K&

Yo AERELETIETT S, 3t T TR TR 2 A 2 S . AERELE ST S, iR BN e

AN

[oo86]  {r—SEjli /7 & h, Tk k20 IV Fios RIAT R IR 3

[0087]
[ —
%Ha
He ) + o HO,C
N (s e,
F o _CH—CH
LSNPS e
N___NH CH
cH; \ﬁ ~cfh, Ho,c”
L o

(IVv).
[oo88]  —sijifE /7 ZE M T U 1V B AT R 1R 00 G, T s B 1 R X 4
LM ARATHIE ¢ NSO RR A S AT R L. BLARHE, i X BN AR AT B B A R RA e
PEAE (A) Fos IR AEDE :31. 8 (vs) v 15.9(m) . 7. 9 (m) .6. 9 (w) .6. 3 (m) .5. 96 (m) .5. 83 (w) .
5.23(m) 4. 68(m) 4.56 (m) 4. 17 (m) 4. 05(w) 3.95(m) 3. 91 (m) 3. 79 (w) . 3. 49 (w) HI
3.13(w) o ASCHTHIIFE S NS HAWT & X : (vs) =34EHF E5LE . (s) =FuE . (m)
=R, (w) =590RER (vw) =B 59uREE . LR EE 550, & iR UL 2 b
27 50% .70% 80%.90% 95 % 1k 98% K B A7 11, IF HA &M= TG it Hoe #holl G B
(EFSR-GYFETCY ) i/ sBC T
[0089]  by—skjiJy ZEh 2V IR IE R IR 2,
[0090]
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frh co,
H\_N+ cl;Ha 2
_ CH
F O, _-CH—CH,
CH,
CH\\
N NH -
CHZ/ \ﬁ/ \CHz COZ
O
L 12

(V).

[0091]  —5STjfi 7 824t T XV BRI EESH R R EL 19 T, i T B B 2 SRR ) X I
e ARATHT B s FOCHERC A B R R IR L. FARHE, i X SR R B Eos
TFLAMIEEE (A) KRR 21, 7 () . 18. 3(s) 1 16. 7(s) \14. 5(s) +12. 6 (s) +12. 3 (m) -
10. 9 (w)+9. 1 (w) 6.8 (w)6.40 (w).5.87 (w).5.52(m)5.26(m).5.12(w) 4.72(s) .
4. 66 (s) 4. 51 (m) 4. 47(s8) 4. 24 (m) . 3. 64 (m) » {EL PPy R, A BI45 L e HH & IR 3h L
A2 50 % .70 % 80 % 90 % 95 % 5K 98 % [ B A7 4, FF H I 2 X T A S H e #hok
i (AR ZK G PRESTI e ) F1 / B E B e

[0002] A R4 R GESHRIR RIE T LS e AR / B B A4 5 G R IR Sh A7 7E TR
S F . B B R GE R IR Eh BRI 3 IR X B R AT AT . HL Aol , 2 X SRR R
ot B BRI R PATR R (A) FRARFIEIE 18, 4 (vs) 15, 7 (vs) < 12. 6 (vs) 1 10. 0 (w) «
9.2 (m) . 6.8(m) 6.37(m)6.12(m) 5.68(m)5.50(vs)5.13(m)4.93(s).4.70(s)
4.51(s) 4. 39 (m) 4. 30 (m) 4. 17 (s) . 4. 06 (s) .3. 88 (m) .3. 81 (w) 3. 66 (m) .3. 64 (m) .
3.42(m) o TEZ PSS, B R4 i e B R IR 3 LL 22 /D2 5096 .70 % 80 %6 .90 % 95 %6 BY,
98 % I E=ATAE, I AR 2 1 & e ek e (BRREWREFIy ) fi1/
[0003]  WIAE I PRIESE SRR, FFAE BIF ALY 60°CHA IR 23+ 2°C LT Ja B I (8]
P [l 4, 15 21 A TR0 25 ) S8 BHZR R &k, 7 ATl PRIE &% 7 B 1 P SR 29 10-100°C B /NS (1)
VA ENE AR, SAALIE L 30-60°C &R/ Wk S0 1 45 R R DL B S B BT A B BT R
33 B BUG5 W AL EH R IR 2R, 7R T IR BB I 45 B VE TR A 1-60°C R /NI 74 H M 28, BEAR
W 5-20°CHRE/ANES, BT I BE JG R 4 4E 5°C 2 40°C RS R B B B i) B i it ik &2 20—
INB S HER 2 60 /B, BEALIELE 23+ 2°C R HiFEL 24 /R

[0094]  Jg— St 7 S22 VI Pt kiR £,

[0095]
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H |+ -
~n ?Ha CH/CO2

F o_ _-CH—CH,

CH,
CH\\
N _-NH

CH;’ \ﬁ \\CHZ CO,H

© |

(VD).

[0096]  — Sl /7 ML T N VI Fran B9 SR8 R 09 50 ol 2 o B 4 IR Y X Sk
I ARATHTE s F PR S SR B . BLARHE, 12 X ST AR AR AT O L2 s an R CATRI R
M (A) ToBIEFNEIE 17, 1(w) . 13.0(vs) . 10. 0(w) .8. 6 (w) 7. 9 (w) 5. 71 (vs) 5. 24 (m) .
4. 98 (m) «4. 86 (w) 4. 77 (m) < 4. 70 (w) 4. 37 (m) < 4. 29 (w) v 4. 19 (vs) 3. 92 (w) . 3. 76 (W) «
3.67(w)3.62(m).3.52(w)3.38(m).3.27 (m) 3. 05 (m) . 7EZ2 FhsLjli 7 &, 45 bt ok R £k
PLEE D25 50% .70 % +80% .90 % .95 % B 98 % M & A7 (L, 7 HFRI LR T -5 Wre it
BmE (CRIFEKEWRE T ) 1/ 8o EE K.

[0097] Sl 7 2 VIT Frosif~F R IR £k,

[0098]

l .

H\N+ co,

CH CH, CH-=OH
7
ML
/N\C/ COH
(i)l
L |

[0099] VID .

[0100]  —Sjti 7 S0 T A VI B iy RER 2R M IE , i M E B B 5 IR X 5

LM RATHT B s T SO RS &5 R R R . FRHE, 2 X Sk RATH I o B DL R R

FAAE (A) FRTIFMEE 219, 8(m) 16. 2(w) <13, 1 (vs) . 12. 0(s) 7. 7(m) . 7. 2(m) 6. 1 (m) .

5.35(s) 5. 05(s) 4. 89 (m) 4. 83(s) 4. 75 (vs) 4. 71 (vs) < 4. 63 (m) 4. 55 (m) . 4. 37 (vs) .
4. 29 (vs) \4. 17(s) 4. 00 (s) +3. 97 () - 3. 87 (5) 3. 83(s) ~ 3. 61 (m) o ASZAFAA[HF 22 TR 1 PR
il A VI FSERER R W B T R — K &Y AL 2Py Z2h, 45 G E L IR h LA
/b2 50% .70% <80 % <90 % 95 % ¥, 98 % 1 = ATAE, H HL IR 2 TS5 H e #hak
et (AFLRKEREFALY) ) F1/ siodoe B e,

[0101] 5y —SEhli )7 S22 VILL Fros it eig 2k,

[0102]
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|
F % H/CH—CH:, ]
ST
—N___NH
(v

[0103] Sy SR T VITT Pron B iR 2h M di 2, iZdm i B B 6 T iR 19 X 5
AN RKATHT B s TS0 RRON &5 SR ih . B AR, 14 X 5 Sk AR AT s AR BATE] ER
A (A) &~ K FF AE 1 17, 3 (vs) 10. 1(m) \8. 9 (m) \6. 7 (w) 6. 5(m) \5. 91 (s) 5. 74 (m) .
5.16 (w) <4. 93 (m) +4. 80 (m) 4. 75 (w) 4. 56 (m) \4. 27 (m) < 4. 14 (m) .3. 86 (m) .3.55(m) « 7F £
FhSZ T, & e R Eh DL 45 /D29 50 % .70% .80 % .90 %6 .95 % B, 98 % [ S AZ7E, 7 H.3F
SN LG EEIREURE (AFRKEWRERNY ) f/ B E Bk

[0104]  Jj— skt &2 IX 7R BRI TR £,

[0105]

H\|+ : co,”
N /S 2

CH —CH, CH,

CH2 ’

CH,

N N
H, ﬁ CO,H

o
_ - ),

[0106]  —3SEjitE /7 ALt T 20 IX Fros MBS HIR £ 09 0012, Zm ) Won B 7 AR Y X 5
LA RKATHT I s TSRO S BRI R 2h . BLARHK, i X 5Tt ARATHT 7R i LATE]
FAAE (A) RIS :12. 8 (vs) (8.6 (w) 7.6 (m) 6. 4 (w) .5.51(s) 5. 27 (w) \5. 19 (m) .
4.79 (m) < 4. 42 (w) < 4. 32 (m) < 4. 16 (s) +4. 05(s)+3. 91 (m) +3. 69 (w) 3. 31 (w) 3. 27 (w) »
3.14(w)2.97(w) 2. 76 (W) « [T FPsLHE T, 48 PR DL E /b4 50% .70% .80 % .
90 % 95 % 5K 98 % W B ATAF, 71 1R 2 X T4 S H sk iz (5K &R
A ) F /B E .

[0107]  b)—sEHi 7 2823 X s iR &,

[0108]

16
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H\;lﬁ's CH,
F [‘J o, /cl: H—CH,
CHZ/N\C/NH\CH2
L 5 |

X,

[0109]  —Sijtiy SR T K X PR R IR 3R iR 8, 120 TR BoR B 8 IR 1Y X S 4k
RETHE R SCrh RO S R ER . B AkH, 1% X SR R AT I B Bon R BAR Y (A
) T R AT I 217, 0 (vs) 19. 6 (m) < 8. 3(w) 6. 8(m) 6. 4 (m) 5. 49 (vs) 5. 29 (w) 4. 79 (s) .
4.65(m) «4.53(s) 4. 42 (m) v 4. 30 (vs) +4. 18 (m) < 4. 15(s) +4. 04 (m) . 3. 89 (w) 3. 60 (m) .
3.56 (W) o FEZ ML S, 45 IilE #h LA /D4 50% .70 % .80% .90 % .95 % ¥ 98 % 1
EATE, AR 2 L (5 HEHB0R T (BR/KGREHY ) f / 8068
[0110] 53 —SEHE 7 AR XT FIoRif 4 IR ( L8 iR ),

[0111]

—
r— ?Ha .
H\N+ ?Ha /’SO:,
ch
F O_ _GH—CH, 2
cH,
BN
No__NH
cHy ™ \(I:I/ ~~cH, S0,
o
- - (X)

[0112]  —9zili Z 3 T 5 XT Fion il & R R IS8 T, iZ i T /s B 9 PRt 1) X 5
LRI RATHI ) R SRR R 4 5 £ RS R o B, 12 X G 2R AR AT ] S O HE A BATH]
FEAE (A) KR BIRFAEIE :12. 1 (m) +10. 0(s) 19. 3(m) +8. 1 (m) +6. 6 (m) 6. 05 (vs) +5. 31 (s) «
5.18(m) +4. 97 (vs) v4. 81 (w) v 4. 68 (s) v 4. 57 (m) 4. 46 (m) 4. 35 (m) 4. 26 (s) 4. 12(s) «
3.96 (m) +3. 88 (w) 3. 75(m) 3. 62(m) 3. 53 (w).3.148 (m) 3. 12 (w) 3. 31 (m) 3. 15 (w) .
3.07(w) o TEZPSLIETS R, &5ih & —WiR Eh LL 22 /D24 50 %6 .70 %6 .80 26 .90 % .95 % BY,
98 % [ =ATAL, H BRI W20 T A EE el i (BFRKEWREFIS ) f1/
510 =g 5 = W
[0118]  m[BEESEREEENIEFIP, BB T Bros 88 508 I Rk i 4 2 SCpT
A TG . B, — S5 22 0 )& 0 T s it N-(4- R ) -N-(1- 28R
WE —4— 2% ) N’ = (4- (2- FIENEIE ) - FIE I ) RS HEHE A 7%, ZHE ik
E AT ER Eh  ZEFH R BR 36 L LR ER 3h TV B IR h LI B Bh  BE R R #h IR Th A &4 R ER R, 1%
T iEAAEE -
[0114] &) fEATHLEFH TR T ILEDIGETE
[0115]  b) [RIZE RN A A HLER ok TEALER 5 A
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[0116]  ¢) MISBIMRETFEF 70 & 2 1T ALEWRI SR, B v 3. 25 R I N HE# )k
IXEE VR A AR Te T iR £

[0117] AIEHEAUFEEAR TR, 2R, AR, i —a Fhs =5 B s L
Kt HR 2 IR AU BE I lE ( LR C=C, KEdklg ) ( LR M), WHE (RS ), L0, Bk
( LTk, AL PO BRIk AU T 3 R Mk, — T FE Mk, £ T R DY SR B R ) IR R
Cy=Cq M C TR A S Pl — W B8 AR 3 S T R P B A 0T 26l ) F =i (AR S
TE A P B PR R T ) o

[0118]  53E (1R EE R A FEH AN PR T IR B i A R « B IR \ IR TR & & VIR IR v P A 1R
AR IR R e TR (4, SR B SR TR ) « AiF T R0 TR e B % I Je T s e (4
BE PR . BEFAER « FLER  FLBH R . H BB i BRER < SE IR R VB A1 R M AE R« B T R IR L T4 SR R
TR  BLIR L HUIA I 8 L MR 2 P R . R TR L /K A 188 B R 198« B 158« P 2R 19 « 198 PR
1% ZTH IS 2RI 0 F AT R KA R  2— be T IS Bl 25T % )

(01191  =Yfd R F, BT 3 ) i v LU R I e, Ao vl K B oE e BRGE S = 8 34 I8
Kt IR Ot B BE B Ot R AH T 36 i ) Eh AT 22 P R D s A R A S ke e L e AR
[0120]  TJA¥ HH 2 Fh & b B AR R TE B 70 85 45 A &, Wi 3 BTl (AR ) S OTiE
FAE I R TFNE R A EILLE RS RN I E -100°C (W1, ICE —30°C ) » AR R 1 sk it
FHVR s T 4 iy » FH BAS A 38 1 Az R R IEAT B Rl (seeding) o W] IE I AR 23 B ) A
r R AR ARG BB &5 G B A . AT 5 mrih 100°C B R TE s v -

[0121]  w/LLRAFABCRIRIG A TR &, Egs i 1G5 it 2 8.
Prik sh ] UL T — PP S A7 AR 5], 326 3h mT T oK & ) 8E R ) -

[0122]  ASCHTIA R £ JUHE S AE o 25 Y hils5) o s PG P sl i 25, DA 55 e 2 A 11
WM, PLIEHD I 5-HT2A Y1) 5— AL 2R RGP 28 IV IR sh7Ze KMk &= p BA 3R
T U I AT HAZ I B RAE A2 3 pH Y B N ORI, PR T S AR R . BAARSC R A JT Y
e TEAE A A TV R XT s i £ B I AEASOE R o 0T Il S R H 0 371) 1 il 2%, 45
et W) 2 T T RERE .

[0123]  [Klgk, —SCiti 7 R AWM EY, ZAYWAEWEE B> — AT I Fn2y
Yy rT 4 S2 PR sl RE TR o T A B2 R ) B 0O T w57 SR A R e 2R 25 M) TR E = . (2
AR IR H =R 24 0. 1-500mg, JLIE 0. 5-300mg, HL UL 1-100mg.

[0124] [ ARAUFR) m) LA A4 S50, e HE 500 5 500 ALFRIFREE TR, B0 AR 57, 7K P v B
TR Tt ) OB ) o T A R AR i ) B 5 4 BT B N B A B S R B . WA ARG
A E TR iy B 5 55 T B A R I I R R

[0125]  T]REASSCHTIR 1) 25 b [ A4 B HAE B0 CRdoR A IRRIORE ) L JeRz501) | R A sls
WR, BRE WD S e A B2 sy RBRG YH B ITIR AL SR, IF ARt e H A
53 0 G AR5 T T I B , 2N B i Lo B R B R BT PR 4 R s H i A R S ALFRIEREE I, B
LRV BRI AR T 23 A v o) 28 R YRR R SRR R o R IS TN LA DATE B AL o
[0126] X+ FRdIFZEAY, 254 n) B2 52 [ R A3 2 N JNI, X299 nl B2 52 10 143 ml 5 1
UM RSN BB A T8I 28 A W BRG 5050) TR 701) I 77 282 100 v T 591 3 WA ) R0 7 ) L A
o Nl B ISP SR N /e IR T B I v S 758 727t | B iV = N

[0127]  KEE 57 S0 ok 38 TENR S Bl T2 4 W S S8 5 « TR A B4 o] B8 50, G0 R BRI
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YR ME ol SRS Wb s I IR WoRe R R/ BRI R FL R IR R R I Y SR W i
NG, Wi s G A / SR & IR R IR AN B BE — B IL R Y R R R RS 5
NG I SRR TR G« T IR R AE Y] R AR 28 A0 mT LR 2R TR 1 SCBE TR B BRTE I o LRI 5K
B 58 TR B FLIR RNER d, 1- NATHS / LACHE . BEWIfH e s /KIS TER &, n
FHRW LR (polyoxaalkylenes) ( FBAR LM A NG MHARE R EWY), B NG M M
Te AN 1) R TR M O I« 50 5 A i B G SR Wi B SR I e, 50 TR I T B G R R Bl SR e, SR &
S N L ERWS B BRIk, B8 20 Lk e L B 20 L R e I K 1 L SR B R AR EB A
[o128]  WJREFRIIK S 45 Ay ff 19 &6, nde i — 495 o

[0129]  JIEVE TR S S AR I B8 1) VR I 7 s el i 4 ol O TR 5 2% IR U R 5
[0130] I vE PR SR m] LA BH B -1 BH B -1 P P ey sl rp P 1 o 3 T 9l P ) 14 S 4] A
YR G G B R o R, B R 23R, b b SRR R A, T VU e ISR R A, TSR IE AR IR &,
T\ IR Eh, IR AN BSS IR A, 1 - WA U S0t —2- T IR, 11— =F I3 2 2 &t —2— Ttk
PR 1- ZEWEIL 2 IE Skt —2— BRER . 1 - + e R 38 Sk —2- TR . 1- H Ittt =2t &
Kt —2— PR\ 1— T /NEE IR IR S0 4kt —2- TR 1 T )\ e RIS S0k 2k —2- iR, AT iH
R I AT At SE IH R W B TR A L &, A AE R L At S HE R A H RE Rl 2R IR ok B A TR AN P 152
B H AR ER A L oS b SR RN B R A AR TR R T R S IR PR BT Y R TR A
f S8 (cocamidopropylbetaine) F 5 4 5L & =% 45 G U5 B HH o] B | 50 Bl 15 1R H v
Bl BT VR VS R R AR H IR A SR AR L A R R TR B

[0131]  FHWRFAI) S A T b  SRpE LB B0 By 3

[0132] SRR KT S48 DAy T At A& T Tl B s ARk A Bl R A 7 b S5 K SR A

[0133]  ALACKIRI IS8 Ay W e s« i fie Bl sl A 00 T R A B8 54 o

[0134] 87 B SR S0 g et 205 B I Y N6 ol 5 Y I A 6 L AR L LT BB L IS M LR R
AR FRAEN

[0135] A FlM) SEAG A KL

[0136]  MAFHFAIK ST A5 e 1 28 254 i s B R0 G iy 1 &k« B s TR IS « A% B T et
[0137]  BUEALFIRI LI G di2E 3, ndE A 3R A i 2B 3R CL 4B 3R D sk 44 = B, iR
IR

[0138] V@ AAER AR S 4 7K, B, A0 T H3H TR B VRIS 20 T HHIH — TR BRI
Mo BRI SR AT R R AT E 2 EE O SEA AR

[0139] A& BH ATk 245 Wil ids m] B 25 S 51, Wonl 22 b i s s A o

[0140]  IOTLAE A SCATIR Y Hh 40 7 A i s BB R, FeAT K PR FREE D e it DALk A
W

(01411 B 25 Bl it 551 mT /B 75 AR ST IR 110 35 L A6 Ay 0 WA 1) 1 T 8 SR W 7% 8 R R P
BB JES 371 el R Skl o

[0142] W] PR AR SC BT (1) 6 i) £& 2218 B T 5, AT 5 8 30t vh 100 A v B A o) 58 i
F8A3 TR 48 SRR TS, TR0 i P B 43 6 I P () 2 A4 s I 2 A . A Bk H 18, w8 Bt
ATV & XT AL B WAL G L AR AT BRI SR G KIS MR B G ) s+ 11 VR
YRR, BATE S B G E MRS R EAR B E AR E R 5 N RS
W FE A o TS ek 2 SRS 2 B LA A F A 43 BRI Aok sl LA A i R AT 0. gk 3k
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BRI
[0143]  ASCHTIRIIER I n] H + S1EI7 TG 3T 325 25 ] A8 22 20— F 53 SRR T 571
KAEAT PR EVEIT  IAIG T 7] 53 40 4 Bl s g AE il 7).
[0144]  ASCHTIRM Eh DR & A 1Z 3 il vl 5 HERIT FIBEE 45 25, FriRiG 7 /A 2K
TAIT R R IR A AL G167
[0145]  {EHLEEST7 %, ZIKI/\JTE g il R A WA A TR YT ALK BB, 1%
PR AR 05 B B RS FR ORE A o RUAE L 4 AL ST B G L R EE RS s TR AR E | ek e
B A~ 5 R T IR P 115« AR B 5 DOUAH A K Ao B S 5 I 206 R (¥R AP 995  D Sk JFd 1L
B AR RS ER L B B A R RS s Bl MRIR 8% L iE B AR g UL S MR . TR
ST 7 22, Pk Eh AT A A W a0 ) SR S AR IR E T DR IE ST 5-HT2A S H) 5- Rt
Wz =2 A%
[0146] 55— Sl /7 ST 1@ W A ST T IR [ 2R 45 245 R 1A 7 Al 42 B AT e 10 T 7, i 42
JBAT P9 L B WA 4 AR LR ~ 7 RE WS « B 2R 2K BRI 8 /)N B 22 4 P R e R 45
EAE - I B A L5 R A — SR T I S AN R LR D7 B RG  UEAT P A B R
5 IR A o
[0147] 5y SEJE 7 %2 @i AR SCRT R i) 3h 25 25 kiG 0T 5 2 R RBY T VEAE R I I8 o))
RS0 715
[0148] Y — it Jy 22 A2 3 i A SC T i 1) #h 25 255k V69T 5 2 ELRZ RES T VAR LK Jy
R0 UL 2R BY R B TV
[0149] 59t 7 S 2 JE b AN SCAT IR 1 3h 25 25 K 1a 97 AR T I MR S IR & 0 7 v 14
10 TR e P 9 IR S A HE O JULARE 5 | 110 4 12 )l P B e 110 A 2 L ol A A SR 1 A4 A i )N AR Dok
A PR | A R LA S RN 1 EG I
[0150] ) — St Jy S8 /2 JE il AN SC AT IR 1 3R 25 255k 1897 BORA I J7 725, 12 e A A 5 T R
a2 R e T R
(01511 b3 —SiJite /7 22 A2 30 oo AR SC BT IR 110 &k 205 24 5K 3 7 1 B AR AR I 80 it B ok 2 1]
1177
[0152]  — sy RAFE K T LAY ARSI B 7775, S VL ARG T A E L
H IVOVOVILVITLVITTL IXL X BE XT bR i A4 24,
[0153]  SEJiifsl
[0154]  SZIGHY
[0155] 3R X ST £&ATH (PXRD) 2R CuK, BT, 76 Philips1710 3 2K X STt (¢ b5k
it PXRD. KM 1.54060A Vi H 20 ETHEHIEIE. 5,20 EIT £0.1-0.2° [KiRE
W B, T8 EEAE B SE 5618 22 B e T4 & .
[0156]  Z NI EHGE (DSC) :Perkin Elmer DSC7, TEAF A/ BB IS F D,
TR AN 10K/ 538,
[0157] FT-Raman G :Bruker RFS100.Nd :YAG1064nm 3 %, 100mW G Th =R, Ge— Ky i 2%,
641 XA, FinE 25-3500em ', 43 HEE 2em
[0158] TG-FTIR :H Netzsch Thermo—Microbalance TG209 A1 Bruker FTIRSpectrometer
Vector22 BEAHTIVERIE (Ha /ML M ZARR IMAUE 2 10K/min) o
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[0159]  HPLC :JT] HP LC1090M 4T HPLC W E, Column Symmetry C18,3. 03X 150mm,

[0160]  ¥&MARE B Smg M) L 5w | 20 D I AN 2R K, JE1 BT i 75 AL 3 2 4y
PPN 5 AEZK T R DL AR B o o e I AR ) B AR SR AR . SR A e K BV v 0 HH o
A5 T S gE i A i R E 20me /T BT RV R

[o1611  SZjffFl 1 :N—(4— FTFE ) -N-(1— FIIRNRIE —4- FE ) N’ — (4- (2—- FFL AR ) — 2K
SLFE) BREIHEIE

(01621 a) 4%

[0163]

[0164]1 1.5 /PN [A] N— FIEENRIE —4— B (3. 17ke) F 4- HFHE (3. 50ke) B FEE (30L)
WA I = CE A (6. 5ke) , TEIRERFFE 27TCLL o £E 22°C RPN
BEW 16 /D BT R EER IR R L (4- TRIK :<5% ) o 75 438h (min) YN
30 % EEAL M (12. 1ke) 7K (13. 6kg) W, JTHIEERFEAE 20°C AR o B MM H 2
T RAAEFRN 26 F+o IMAZBER LHE (26L) , FrasiE b FE 15 7080, AR WIHT 15 4380, HFH 2T
JZHIKAH . AE 73-127°CF WA VAT L5 SR . 7ML B ik R4 S ey
VA2 W /UL TR A . ZRJE7E 139°C /20mbar—104°C /20mbar "NA4iZ% 4 (K= 2518,
FEAE 1L 2kg I8 (082% ) 6

[0165] b) 4
[0166]

H2
H3C\ PASN //O
/C o] C\
H,c” H H

[0167] [ T JEVR (9. 0kg) [ L BE (16L) W N 4- FRAk 28 I (4. Okg) T LB
(201) o JINATRIZHH (13. 6kg) JI-HBIFHIRIAL (74-78"C )5 K. il HPLC K IR 1 4- 2
FARE (K10% )« MIZEITHIREIE 20CHH T T2,

[0168] c) 4%

[0169]

H2
N-OH
/C o) c
H,C H \H
[01701 [k BRI b) W= (1711, 176ke) FLEE (51L) PhInAFE E (50 % FRR%1H
IR 8. Tkg) o BFEIFWRIBIAR (77°C ) 3 /NS JE I HPLC #5025 58 b 4k & 420 B A S5 S P A
GE (5% ). BZEFRAHIE 30°C, LIt OmE (54L) PEEuEss. 4 30°C N iEiLyk
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R ZE DRI IR A8 2R AR 67 FHo FHZE A HI 2 25°CHMAK (110L) » 7E30°CF
T R R ZE R B PRI 4R A A AR AR 102 FE. I K (60-90 184y, 96L) FokiR
EINARER (70°C ) o EEHERAHE A0°CHBL NPT IR &k . B BIFRAH1E
5°C ITdHE 4 /. RO T A ahEE (60-90 4584%, 321) YRGB IEDE. BN E Y
40°C N T, 724 16ke P74 (63% ) o

(01711  d) #l4%

[0172]

[0173] ¥R AZEHTHPER o B4 (15, Tke) W T L (123L) Ho MBS (8. 2kg) Fi
TERAE T 5% K43 E R B4 (L. Lkg) o (£ 22°CHA L. Sbar FRg5Etk 4 /. BT
HPLC A3 78 #E (T HAME R ) o A 8 IF 26 36 °C T K53 57 i s 75808 22 28 7 0
M 31L. MA LR MG (63L) FRERAY ARG (75°C ) HEIVEME. WA 4 45°C
B TN SRS RS . B BIFBA HIE 6-10°C IR 2. 5 /P B =0 dfH 2
B L8 L5 (2X0. 8L) PEEIEDT . BZRE IV L) 40°C IMEE N T8, r= 4 8kg (41% ) »
[0174]1 o) %

[0175]

H,

H.C
8 \\(:,r"(:\\
(@) CH;—NCO
H,c” H 2

[0176] =R HAEATH R &) 07749 (7. 9ke) [HBERE (41L) BIF P IS A AL BIK B
(30%,5. 0kg) o MEEFWMNE ATC, FEFE 15 43 BhIFMWHT 15 4380, #0 pH (pH>12) FF43
KA. AE 47-65°C NIk B 28 ME L BRE T InAPEksE (15L) , 4R 548 58-65CHY Il i sk
. IMNBEEE (TL) , IE s WOIF Rt (TL) YRBkiEss. 7E 28-60°C FIE iy k2874
EERVER . IINVUERNE (THR, 1071) FI=Z.1% (TEA, 6. 8kg) JTHEEIRFRAE 22°C. #5
— IS RS (5. Okg) SIADSERT A HEIA -3 CHIVUEIKRNE (88L) Hio iR S O ER
1E =3°C, 7E 3 ZPHT 50 380 N ] 206 S 3 i\ THE FH TEA 5. FHIUA MR (221)
B AS o FHIREYIAT 20°C R HidE 456 204D, SRS Rl (65°C ) ik 90 340, 11 25-30°CF
PR 2508 el R AR B 1490 DG BITH R R BL, S0 Ae 7, FRil it
AR R BIFR SR . EHEAE)S, W L7 ST 0. 075ppm, iz
VO JE I FH DU SR BESEE (B30L) o (£ 20-25°C RS 9k s 25 18 2 2 A U4 40L. N
AVUERRE (51L) HAE 20-25C KRS0 72808 2 ) AR 401, 18 1o hn A VY& g
(L1L) B FEAR =2 52 TF. RriZmwIt i+ F—b A,
[0177] ) #4& K I P ibrdite &4
[0178]
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CH CH,

Q/\@

[0179] FE17CF, l/J\ElTlijl”HéEl B a) W=y (7. 3kg) BIPUEIEAR (132L) ¥
AR AR IR o) =) <51L> FHVYERRR (120) PeigixE s (Line) , M FRAY 15
/N o FH HPLC #6030 3K 1 58 RS o AE 20-38°C TN I i ol Hs 18 2 R s 77 42 R A%
PRFRA 1651, G PER (Nomt SX1-G, 0. Tkg) , ¥R EWHiHE 15 /3B IfFituk. FHIYERE
MEPEYR (TL) LR, JHAT 20-25"C Rl Ll I s 28 v 77 B s 2 R4 AR R 300, INABSER
SIS (96L) , 1935 T B os BSR4 A W I T RS A /D s W 2% 0, 2% i
>k B ULAT TR U\ﬂfnnEF'ﬁAji AR, T AR B TR R E A
[0180] g) 8 N-(4- B FAE ) N-(1- FRIRmE 4- &) N -4~ - FENEAE ) - H£HE
AL IR A TR Eh
[0181] TE23°C bk, MRKEALTE (X TGP SR R TABE (96L) ¥ P i A 26 51 il
AR (1. 7kg) MIZK (1. 7L) FFHOA S W (23L) o 7E 22°C K 45 2 1 B 72 W
PibE 2.6 Ko Bl AREH - WE L, JTH 4 M QR ABE (4X231) PeikiEdi. #ia
ey 107kg HBEEAR BE LARE )o H T3 13 A R o KXW IEVREL 40°C FFE, 74
8. 3kg (50% ) M.
[0182]  h) FE—k4ifk
[0183] 7E 22°C T, 28 o) MBAM M"Y (8. 1kg) W THAL/K (41L) o A LR
SR (40L) 30 % S EAL BN I (4. 3ke) FIEALEN (2ke) o HGI pH(O12) FFFFas M HiFE:
5 380 FFIZEEWWAT 15 Z0%h, B KA. HOMRWEE (12L) READKAH. W&
HIE AT P I ABAL K (20L) gkl (2. Oke) , By de 15 20%h, Wit 15 23 2p3fF5E
AKAH. BAAILEER (0. 4ke) , BEkEIR-AW 20 24 Itid k. R MR AlE (120) BRiais 4
5, 7E 20-25°C MR EBREE M. MAJELE (49L) FHAE 40°C F i BIEMW 156 73 8h. G,
zt 38-41°C T, 1L R ZE TR A SLEH . MR E1 2 20°CIHFBRE 1 /b o B =0
78, FEHBRRE (BL) PESkEDF. 77 45°C MK I B h&9 (5. 5. k) # T LEF (28L) H,
TE 45°C R, A AR (0. 72kg) I LEE (11L) Wik A 4B (OL) Y&k, Kb
2 43°C, HA LS a BT B, AR 5 KA 30 4B v A1 2 35°C, AL
FETBidE 1 /N HA R —5°C o R N EREE 14 IS =P o B, P 1
LWlE (2X6L) Yk, 76 45°C MERIETFE 76 /ANE, A kg WA IR ER
[0184] i) EE 45
[0185]  7E65°CF, ¥ h) F1FFIM 1560. 0g AR ERBFEE T 112m1 JooK 28, SR A 7E
BERE TN LA 1°C / 43 Bh v HTBURA HI R 48°C, 2B ILIR B R L8 G TFUa 45 0 » 48 1 /i P &
TR AL AR TR o o BVF W T OIS 60°C, ZR)G UL 1°C / Sr BRI R H1 52 48°C
AT BN KB HEFE IR LL 3°C / /NI (KA AR R A E1 22 15°C . i iyl B Ui e 43 25 JF
I 10ml A 5°CHITE/K LEEVRIFM T £E 40°C N B 55 iR AW B 25 T48: 50 /i, 7242
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146g 41 45 i A TR £

[o186] ) Zf —ik4ifk

[0187] 4 15. 7T8g K H IR 1) HIWATRILHW T 130ml K. JAA 500m1TBME, Jf-3#id in A
2N NaOH ¥VCK: pH P21 9. 8. fEUTIE H A (Llal 445 , H 500m1 TBME ZEHU/KAH 6 K. WK4qH
HLAH, 2044 400ml [FARFR G 1. £F 6°C FIAER R FriiEidug, 7 TBME ¥R, &
JE AT S /AP 0% 8. 24g B AR . B RFEIRGE VY 2 — FFICAFAE 6 C R o Ut
VEILIEIFE AT 18 /b K (1. 6g BT R

[0188]  PXRD rn AR I FTonaiiib o, RABSK B A B I Hr 206, DSC [H5H—Ik
HHE (-50°C A 210°C,10°C / 8h ) WoRiF mAE 123.6°C. fEm T4 190°CHY, iZFE T 4G
AN

[o189] =yl 2 il 20 TV BT (K N— (4— SRAEFE ) -N=-(1— FIFENRIE —4-FE)-N"-(4--F
FENESL ) - RIEHL ) IRATEE IR R

[0190] a)

[0191] % 90g K H SEHE] 1 B/~ YF1 40mg F74# 1L &IF T 5. Oml LR ZFET . 7L 60°CF
FEZRIT B 15 4380, B HI 3 234+2°C, SR JG 7F 23+ 2°C I AT 30 435, Hutieigt, IF
VTSR 30 438, )7 AR B2mg IS SR I B B AR DG B B 19 B8 [ A4 85 S Y.
[0192] h)

[0193] ¥4 182mg 3K [ SZHE ) 2 (7= F 78. 4mg FT IR R VE T 10. Oml B 25T . 14
IZ B VEIRAE 60°C FHERE 30 438, ARG 4E 40°C FHERE 90 43 8h, B a4 23°C RHEEE 60 434,
P VBRI 8, B Eviss, =28 237Tmg AL R AR, th 2= n i E vk (DSC) LL 10K/
S0 R 2 A2 R AR R B AE 153 CRIT (MILIS 2 87/8) « E KT (TG-FTTR)
HNTE 60°C —160°C 2[RI 29 0. 7 % B 5T At 2%, iX A A TR KI K . 7EZYS 170 °C Y 4655
fifto TR IS ZEZ) 14mg/ml. 7E 60°CHRIL) 75 % AHATVE T, 7R A #s P I AT 1 A
I, AL S R BRI AL ( 5575{H 99. 9% AHLEL, HPLC AR K 99.4% ). JTCESHT
FTH-NMR 745 1: 1425 &

[0194] W& 1 BRI BINIATAE TR SRR R X ST BT Hak 1 32t T4E 2 0 AbAH PR

PEAECA) IR I o
01951 £ 1.3 IV ALS ARG IREE
[0196]
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A [°20] A E[A] BB E (T M)
2.8 31.8 VS
5.6 15.9 m
11.2 7.9 m
12.6 7.0 VW
12.9 6.9 w
14.0 6.3 m
14.9 5.96 m
15.2 5.83 w
16.9 5.23 m
17.9 4.94 VW
18.1 4.89 VW
18.9 4.68 m
19.5 4.56 m
21.3 4.17 m
21.9 4.05 w
22.5 3.95 m
22.7 3.91 m
23.4 3.79 w
24.1 3.70 VW
24.5 3.62 VW
25.5 3.49 w
28.5 3.13 W
29.9 2.99 VW
31.0 2.89 W

[0197]

St 3 il 88 5V BT B N= (4= iR ) N= (1= ARG —4- L) -N"—(4-(2- H

[0198]

a)

[0199] ¥4 90mg 3 [9 SCHEB] 1 I F=4F1 24. 3mg WE IR IE ZIF T 5. 0ml LR LEE+H, 7
60°C B BIFWBLFE 156 5380, ARG TE 23X 2°C FIWAF 75 8. D2 Bhst Bon & i)
Jio Wiz R, I AT BE P JLRE (TBME) $Eik. U :83mg IO K . PXRD Filfr &
et RN A R, SE TR
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CN 101031548 B 'U:E HH ZFS 22/34 TR
[0200] & 2 BIRMR X ST ERATSTE (PXRD) I H38 2 24 T 76 2 0 AbAH Y ) BE A (A e
HEIEE

[0201] 2 2 :A RV ALEIK R B

[0202]

A E[°26] EIRAPN| 3R E (M)
4.1 21.7 m
4.8 18.3 S
5.6 15.7 S
6.1 14.5 s
7.0 12.6 s
7.2 12.3 m
8.1 10.9 w
9.7 9.1 w
13.1 6.8 w
13.8 6.40 w
15.1 5.87 w
16.0 5.52 m
16.8 5.26 m
17.3 5.12 w
18.8 4.72 S
19.0 _ 4.66 s
19.7 4.51 m
19.8 4.47 s
20.9 4.24 : m
24.5 3.64 m

[0203] b)

[0204] % 180mg >k H SEHEHR] 2 (K =4)F1 48. 2mg JE SR REIVF T 10. Oml LR ZWEH . 44
ZRTEVRAE 60°C RHEFE 30 43 %h, SRJGHE 40°C NHEFE 90 2381, B Ja 78 23°C FHLHE 70 705,
B iz BRI 0, F BRIV, 7 167me S5 I B K. TG-FTIR 7R 7E 60°C —170°C
Z AT 24 8. 6 % 1R B 45 5%, iX VTR F IR I K « LR L BE AN CO,. £EZY 160 CHY 4R 43 -
H-NVR RF & 1:0. 75 AZF R (OBl SEBIRIR ) o PXRD AHL 2 il BoR2h B dd .
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CN 101031548 B w BB 23/34 71

[0205] c)

[0206] 4 48. 6mg 3K HSLHER] 2 FIF=87F T 10. Oml L8 LB5H, 4 180mg SEHH R IR
T iml ZEEFIE A BIBIF B . TR GWAE 50°C I HiHE | /N, SRG4E 23°CF
PEFE 21 /NI B, DN 12m1 2R 2B, JTAE 23°C B 24 /). FHESRRE
WA TR D 21—, SR JE TN 9ml BEfot o £F 23+ 2°C ¥ i i i) B V7 iR A B B 24 /i
BTV IELL, PR AR 191mg &5 I I E A . PXRD FIPr B et B 5k B 5h . EK A v fE
JZ >500mg/ml . TG-FTIR E7R7E 70°C —140°C 2 [HF3 27 0. 9% [ i 2%, IX B T 4R L BE
TE 75 % AHAHR S N AE ML O3 P s A7 3 K5, b S ausail Bz i & 224k . 'H-NMR
FrE 1:0. 75 (025l & (6 ESHERIR ) o 244E 60°CFIL 75 % AHXTYEE T, AE ML 1 245 P I
17 L JEB), 24,5 o R AR LB (L9235 {H 99. 4% 4L, HPLC AN 96.7% ) . %
g R R T BE R AL BN R R 2 5 I R R IR IR S

[0207] [ 3 WoRoph A X STEATSTEl (PXRD) , 3 HL2E 3 it 776 2 0 ALAHN [ (A)
(R HRF FE U

[0208]  ZE 3 :B M VALGWH M ER

[0209]
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A [°26] M) FE[A] 3R (M)
4.8 18.4 VS
5.6 15.7 A
7.0 12.6 Vs
8.8 10.0 w
9.6 9.2 m
10.5 8.4 m
10.9 - 8.1 w
11.3 7.8 VW
11.8 7.5 w
13.1 6.8 m
13.9 6.37 m
14.5 6.12 m
15.6 5.68 m
16.1 5.50 Vs
17.3 5.13 m
18.0 4.93 s
18.9 4.70 s
19.7 4.51 S
20.2 4.39 m
20.6 4.30 m
21.3 4.17 S
21.9 4.06 s
229 3.88 m
233 3.81 w
243 3.66 m
24.4 3.64 m
26.1 3.42 m
28.7 3.11 w

[0210]  ZEEM 4 2 L VI TR i) N- (A= 53 ) -N= (1 = FRJEIRIE —4-FL) N - (4-(2-F
FENAEGE ) - AL ) RO RIR R
[0211] &)
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[0212] ¥ 181mg MK A SLHEF] 1 (7= AN 48. 2mg LR G T 10. Oml 218 2 BEH . #
VEWRAE 60°C FHERE 15 434, SRS A0 23 4+2°C MHekE 20 22 8h, 22 UL Ta) 5 H AT H B
B4 RLBIFIAE 5°C I AT 48 /I, 2K 5 B/ RIAA TR D 2 VY 43 22— ZRERAE
5C TR 72 /NB o 3 HAZ A (8N4, 7742 113mg 45 658 R - PXRD bz 856 2w i e .
TG-FTIR &/~ 1FE 60°C 4% 160°C 2 [0)7H £ 7. 2% K i B4t 2%, I T X T 7K F1 2R 2 1g
TEZ) 160°C F 4R ik .

[0213] & 4 T SR X ST (PXRD) , I H.3¢ 4 tP424E T 75 2 0 4bAH R ) B8 (A)
RIFRE AR U

(02141 £ 4 .3\ VI L&A a1 B

[0215]
A FE[°26] | 3E[A] 5% B (EM)

5.2 17.1 w
6.8 13.0 VS
8.9 10.0 w
10.3 8.6 w
11.2 7.9 W
12.5 7.1 \'A'4
14.7 6.03 VW
15.5 5.71 VS
16.9 5.24 m
17.8 4.98 m
18.2 4.86 w
18.6 4.77 m
18.9 4.70 w

[0216]
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20.3 4.37 m

20.7 4.29 w
21.2 4.19 Vs
21.8 - 4.08 —-—
22.7 3.92 W
23.7 3.76 W
24.2 3.67 w
24.6 3.62 m
25.3 3.52 W
26.0 3.42 VW
5.2 17.1 W
6.8 13.0 vs
8.9 10.0 W
26.3 3.38 m
26.8 3.32 —
27.3 3.27 m
28.4 3.14 —
28.7 3.10 w
293 3.05 m
30.1 2.97 -
32.6 2.75 W
[0217] b)

[0218]  #f 181mg [k B SLHEH] 2 = 4F 48. Omg LR IREE T 3. OmT N . K EvE
1 5°C R IAF 5 Ko HAETHNIGI AT 0053 2 —, FHAREEAE 5°C R ICAT 48 /NI o 7E
PR S R ETIZE R, FRAEBEEE TN 2ml PEgER1 100 0 | NET. ZkEPifE 24 . F
DUUE R[] A8 H 77 2E 182meg (1) 45 il 1K) 198 K o PXRD FIRL 8 il s 0 455 SR IR &6, 124
Zh L R B T IR B G . TG-FTIR 7R 1F 60°C £ 160°C 2 [ £ 5. 9 % F] i & 47
5 X TR T W K IS B AR BE Rt . AEZY 170°C FIFUA MR H-NVR £ & 1:1 4b 2855 .
TEIK P I fE A  >500mg/ml .

lo219]  5& Jifi 4] 5. ) & X VIT BT 7 B N-(4— g5 N FEDH-N-(- B IE IR
W —4-FL ) -N" —(4-(2— HREpY AR ) — AR HL ) RSP RIR &L

[0220] ¥ 181mg W2k @ I 1 =) F 56. Omg L—(—) - SR EIF T 10. 0ml LR &

30




CN 101031548 B w BB 27/34 7

fish . 7E 60°C MR EIFEPLFE 30 4380, TR IS TE W . FHAZESIRAE 5°C PIEAE 1 Ko MFT
HE PSP VR I L 0, 722 155me 25 0 11 620 K . PXRD TR O S50 A .
TG-TFTIR f7R7E 50°C & 160°C 2 [0 4 5. 5% [ &3 5%, iX VI F7K il €0,. FEZ 160°C
B FAG o0 . JCE P FTRL TH-NVR 54 101 A2t . E/K P s R RE O >500mg/ml .
[0221] & 5 S REM AR X B AT5TEl (PXRD), If H.36 5 4Rt T 78 2 0 AbAH 1A FHE(A)
AR E UG

[0222] Z£ 5 X VII ALS4iv A e

[0223]
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# [°20] mgelAl 5B A (M)
4.4 19.8 m
5.5 162 W
6.8 13.1 Vs
7.4 12.0 5
10.1 8.8 w
10.3 8.6 w
11.5 7.7 m
12.2 7.2 m
14.5 6.1 m
15.0 5.92 W
165 5.35 8
17.5 5.05 8
18.1 4.89 m
18.4 4,83 8
18.77 4.75 s
18.8 4.71 vs
19.2 4.63 m
19.5 4.55 m
20.3 4.37 Vs
20.7 4.29 vs
2L.3 4,17 8
222 4,00 $
22.4 3.97 m
23.0 3.87 8
232 3,33 8
23.7 3,75 W
24.7 3.61 m
250 3.56 W
27.5 3.24 m
292 3.05 w
299 2.98 w
30.5 - 2.93 w

[o224]  SE i Bl 6. ] ¢ L VITT Bt 7R [ N-(4- 9 F FLOH-N-(1- 1 K UR

e —4— L) -N" — (4= (2— PURRN &AL ) — SRAL AL ) RGERR #h

[0225]  ff 181mg Y K H ¢ i ) 1 19 7= % + 3ml2- A 7 o oA 8421 1 W% IR

(0. 5. molar) , R IMIETHE B FrFEMAE 5°C RIEAF 1 R RUTHESE I LT 15 /M
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FE 60mg HEEE AR AR . PXRD Aty = 061 o4 A dhjE. TG-FTIR E7R4E 80°C % 160°C
Z I H 2 3. 9% B B O, X AR+ 2- TAlE . AEZ) 1T0°CHY H AR 40 . 'H-NMR fF4 1:1
ot B AEK T RIVERR L >250mg/ml .

[0226] & 6 BoRHA X SSERATHTEl (PXRD) , IF & 6 3Rt T 78 2 0 AbAH S ) BEAE(A)
FRTHRF AT UEE

lo227] 26 :x\ VITT L& WRT I ER

[0228]

# [°26] 36 [A] BA (M)
51 17.3 Vs
8.7 10.1 m
16.0 8¢ m
13.3 6.7 W
13.7 6.5 m
15.0 591 8
15.4 5.74 m
16.3 5.44 W
17.2 5.16 w
18.0 4.93 m
18.5 4.80 m
18.7 475 W

194 4.56 m

20.8 4.27 m

21.5 4.14 m
23.0 3.86 m

23.5 3.78 by

25.0 3.55 m

‘ 30.9 2.89 w

[0229]  sEHEf] 7 il 8 o8 IX AT R N- (4 F 36 ) N- (1 - FFLIREE 4-FL) N - (4- (2 H
FLNEIE ) - IR ) IRBEIARR £

[0230] a)

[0231] > 90mg > 1 St fe) 1 1/~ FU 24. Tmg BEIAFRETE T 5. Oml L LWEh . 7E60°C
TR G 15 580, TR IS . FZEEAT 23+ 2 C R IATE 30 23040, SR G VA #0122
5Co 30 780G FFURTTIE . K RIFIAE 5°CRIAT 16 /i, K5 iZytie JEH , H TBME FlEE ¢
YEds, 7 A 5omg HIShE i [ A4 . PXRD M ZOGIE 878 d i

[0232] b)

[0233] % 179mg [ [ SLHEM] 1 K7~ 48, 9mg BEFIMSALTE T 10. Oml 2B 2 Hs T . 75
60°C NEHR S WHFE 15 8, WG . B IZEIRAE 23+2°C FICAF 40 5380, 3R 574
HZE 5C. 30 3B EIFIRVIIE . BBIFMAE 23°C FHE: 1 /i, FRlUTie v i, B ket
B PR 14Tmg IEE SR A CUR K o PXRD Flbr B oGiE B A . T6-FTTR 78 7E 60°C &2
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250°CZ M LY 18. 8% MR 2%, IX T E AR+ CO, MUK s Mk B —/KEGY.

"H-NMR 7 & 1: 1 AFil B EK A RIS 4 >500me/ml .

[0234] | 7 SRR X BTZRATH € (PXRD) , I 1198 7 th42 4t T 77 2 0 4bAH A BEAE(A)

FRIHRF T U

[0235] & 7 . IX L& IR)ES

[0236]

7 JE[°28] 9] 2E[A] 3% JE (M)

5.4 16.7 VW
6.9 12.8 Vs
10.3 8.6 w
11.6 7.6 m
13.8 6.4 W
16.1 5.51 S
16.8 5.27 W
17.1 5.19 m
17.7 5.00 VW
18.5 4.79 m
19.1 4.65 VW
19.4 4.58 VW

[0237]
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i B P

31/34 I

20.1
20.5
21.4
21.9
22.7
23.2
24.1
24.7
5.4
6.9
10.3
11.6
13.8
26.3
26.9
273
28.0
28.4
30.1
324
33.6
34.1

4.42
4.32
4.16
4.05
391
3.83
3.69
3.60
16.7
12.8
8.6
7.6
6.4
3.38
3.31
3.27
3.19
3.14
2.97
2.76
2.66
2.62

Vw

vw

VW

\L)

=

vw

€

€

€ £ £ £ ¢

[0238]  Sjififh] 8 - il 2 X X BRI N= (4= BRIk ) -N- (1= FIFEURIE —4- L) N"—(4-(2-

RN ) - ZRIL AL ) IRb IR 5

[0239] ¥ 180mg 3k [ SZiEfs] | =475 T oml 4P, oA 842 u 1w (0. 5molar) , FF
P RSP IR AE 5°C FIEATE 48 /i o ARV TEBIEANZE A » B AT R BTF T 3ml
TBME F1 0. 1m1 ZFE |1, B BVF WAL 23 £ 2°C R HEPE 17 /N i3, 7= 4E 80mg 45 & i A ok

Ko PXRD Fif7 = 5618 7o A e o

[o240] & 8 GLACKY A X S ZEATIF I (PXRD), I HLE 8 tPai{ll 778 2 0 AbAH N A ERA(A)

AR IR U

[0241] £ 8 . X L&A EE

[0242]
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CN 101031548 B W B 32/34 7

& L [°20] i) RE[A] R (FM)

2.9 30.8 w
5.2 17.0 Vs
9.2 9.6 m
10.7 8.3 w
11.5 ‘ 7.7 vw
13.1 6.8 m
13.9 6.4 m
16.1 5.49 Vs
16.7 5.29 w

2.9 30.8 w
5.2 17.0 Vs
9.2 9.6 m
10.7 8.3 w
11.5 7.7 VW
13.1 6.8 m
18.5 ’ 4.79 S

19.1 4.65 m
19.6 4.53 s

20.1 4.42 m
20.6 4.30 Vs
21.2 4.18 _ m
21.4 4.15 s

22.0 4.04 m
22.9 3.89 w
24.7 3.60 m

[0243]
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CN 101031548 B it BR 33/34 1
25.0 3.56 w
26.3 3.38 VW
27.0 3.30 w
28.0 3.19 VW
28.5 3.13 VW
29.2 3.05 VW
31.6 2.83 vw
32.7 2.74 W

[0244] S5 9 -l o8 X XT PR i N— (4= AL ) -N= (1= UEEDRIE —4- L) -N"— (4= (2- 1

FEN AL ) - AL ) R Z R Eh

[0245] ¥ 180mg IR B SZHEF] 1 =% T 2ml ZRELER, ARG N 1, 2— LR R —
KEW) (48mg) ) RELE (4ml) W . P WAT 8°C I AT 10 Ko 38 HUTEHE A A, 7= 4
206mg Z5 i @k R PXRD AH7 2 O01E WoR Gk . TG-FTIR &.757F 60°C % 160°C 2 [A]
FHL 1. 2% PR, X HE T 2R, B4 1T0°CR TG4 ff. JeERaHT R 2:1 1k
e (R TS 1,2 8t R ) . 'H-NMR 754 2: 1 88 L L 423t &, KPR
PR Amg/ml o *H7E 60°CFILY 75 %6 AT T 7E25 A ZR TR A7 1 I, 1245 o R IR Fr
HEENAR (FXN T2 96. 8%, HPLC [MALA 97.4% ) . £E 100°C R EZ 22 S

17 1 ARG S, Haz O RFEA ERIF AR (IPLC HIARY 97. 4% ) .

[0246] & 9 BRI X HIZRATHTEl (PXRD) , Jf HL& 9 Rt T7E 2 0 AbAH S BEAE(A)

IIERR(N

[0247] & 9 X XI L &WIITEIEE

[0248]
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CN 101031548 B W M B 34/34 7
# [°20] B 9E[A] SR (L)
7.3 12.1 | m
8.1 10.9 \A
8.9 10.0 5
9.5 9.3 m
10.9 8.1 m
13.3 6.6 m
14.1 6.3 VW
14.6 6.05 vs
16.7 5.31 5
17.1 5.18 m
17.8 4,97 Vs
18.4 4,81 w
18.9 4,68 s
19.4 4.57 m
19.9 4.46 m
204 435 m
20.8 4,26 8
21.5 4.12 -
21.9 4,05 W
22.5 3.96 m
22.9 3.88 w
23.7 3.75 m
24.6 3.62 m
25.2 3.53 w
256 348 m
26.0 342 W
26.9 331 m
28.3 3.15 w
29.1 3.07 W
20.6 3.01 W
35.9 249 w
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i+ /s
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