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[0056]  SEES 510 < ik iR SRR 24 FH R v SRV R S ) PR e PR, R UL 2 B 1R 2
AR My, e dh 5 Ok A Y .

[0057] 3. 2 AEWRFSHEZY FH R S R B0 0 s R 48

[0058] 3. 2. 1 FEWRFF4F 245 FH SRy 5 v I iR 3

[0059]  SEEG 254 « Ly SRR AEWR SR HE v BTV - FH AL U VU BRI 25 FRA 7 A2 (HkS <2ml -
80mg ( % R R AEWRFHF 1T ) ) s AEWR S 25 FH Eh v SV =l A BH St 9 v B ol CRIUAS
2ml :62. 5mg ( % R EREENRFFHE LT 80mg) )

[0060] S H (1) « 18 ik b s 85 A e o 24 i 04k 2% B B AR AL S P R 25 52 2 AR e Pk
[0061]  SEEG Vi HUEEWRFHREZS F Sl AT IR sk 58, 76 40°C +£2°CL RHT5% 5% %1
BT 6 N HRE . RIS 0012236 AN RKEURER I 2% 2246 Hr .

[o062]  SEEGAGIR (MK 7.

[0063] & 7 FEWRSFSHr 24 FH R v STV I s i 36

[0064]
wWag | 0B 1 H 2 3 3 A 6 A
) o 5B | aE R 58
RN PR PR PR PR
(%) %) (%) (%) (%)
1=y g
N + 100. 2 + 80. 7 + 72.6 + 60.7 + |52.6
A
’ . + 100. | + 86. 7 + 80. 4 + 76.5 + 72.3
L
LR
y + 99.9 + 83.6 + 78.9 + 73.6 + 71.0
Je Ak H
i + 99. 8 - 81.3 - 73.2 - 69. 6 - 65. 2
TR &5
iR
oy + 100. 4 + 82.0 + 76. 4 + 70. 4 + 67.3
EL:E&:H’H
7 A
. + 100. 4 + 83.4 + 75.9 + 71.8 + 67.5
AR
' + 99.8 + 81.9 + 73.1 + 68. 1 + 65.8
+
B kS + 99.7 + 82.3 + 74.5 + 67.5 63.7
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[0065]  yEBH “+” KR O AR =7 RN B 7 Fom IR AT DL %47
[0066] S50 25 it < i i A WIR SR 24 FH SR SRV IR e R B8, T DL DA B 7 AR R SRR 245
SV GV AR MR R I T I Sfe R WIR ARG 5 VR, G A R IR B R SRR kAR E 1
4/

[0067] 3. 2.2 FEWRFHF 2 H SRR AT TR0 s A 5

[0068]  SEE 254 « R BRAEWR S5 M B 0, REWR 4R 25 FH SRk &5 < Hh A% & B S it 1) o
H il (S :2ml :62. bmg ( 1% 5 R EREENRFFRF U 80mg) ) o

[0069] S H (1) « 1 ik fin i via 5 A e rh 24 i 04 2% B B AR AL I P R 25 2 2 AR e Pk
[0070]  SEEG TV (HUEEWRFHREZS F Sl AT iR sk 58, 76 40°C +£2°CL RHT5% 5% % T
HEAT 6 N HRE . RIS 001.2.3.6 AN H REURER I 2% 2246 Fr .

[0071]  sEEG&EIR (UK 8.

[0072] 3k 8 REWRFFHF 25 F 2 A g 58

[0073]
0H 1 A 2 A 3 A 6 A
R .
ooE L wR || wR | AR G
i (E2TN PR PR PR PR
(%) (%) (%) %) (%)
QS
X - 10001 | ¢ | 97,1 + 95. 3 - 94.0 | + |91.3
i
100.2 | 98.9 + 97.8 + 96.7 | 1 | 94.5
i
TR
. + 11001 | o+ | 98.7 | + 97.3 + 96.1 | + | 94.0
i
+ 99. 9 + | 98.1 + 96. 8 - 95.4 | + | 93.5
Tz
2
+ | 100.2 ] + | 98.4 | + 97.0 + 95.8 | + | 93.6
i 1 £
/JJL"U'&
) ¥ 99. 8 + | 98.9 + 98.2 + 96.2 | + | 93.4
AR
N + 99. 7 + | 97,9 | - 96. 1 - 94.9 | - | 92.0
EX0E + 11004 | + | 98.0 | - 96. 0 - 94.5 | - | 91.8
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[0074]  EM “+” R HERE ;-7 RARBE b f

[0075]  SZUS 4518 - JH I EENR ST HE 25 A ok #1500 BN g il , ml L LA B 7 BREEIR 57y 25 1
BTSRRI RSUE PRI IE T S R R NR SRR AT 5, 3L rb, A 0 1R s S SRR £ AR T
o

[0076] A WX 26 (R BEWR 5 24 F B EAT 17 KR (0 S 6 R RENR SR 25 F 2 10 skl
BEAT TR M D B 52, IF RPEENR TS 245 H #R 0 S R R 1 5R iEAT T A TR sk g A
T B, KR ) S5 0 A IR A DR 55y 24 5 DR B ol 50 PO R 85 L B SR BRAE R 745
0 A8 T A7 SRR e T I PRI 22 A, A i PR B IR A T 54T S 22 g E £

BALHEA N

[0077] T [0 &5 & S A A B2 A, (HAN PRI A R B

[0078]  SEZjitifs] 1 4125 B IR £ () ) 2%

[0079]  FHEEWRFSHE 20 WEARTE L FE 100ml 1, FEREHE TR N 30 % B 25 BR IR L R 2
pH {E A 3 2247, 1B A8 A ik, 2R S8R 1 /i, b, 35 H Sk =k, S5 2 4
PR Eh 23. 9g, K 82% .

[0080]  'H-NMR (DMSO) & :2.03 (m,4H), 2. 72 (m, 4H) ,3. 12 (m, 4H) , 3. 32 (s, 2H) , 3. 39 (m,
3H), 3. 51 (m, 4H) , 3. 69 (m, 2H) , 3. 74 (s, 3H) , 3. 78 (s, 6H) , 6. 29 (s, 2H) , 7. 09 (d, 1H) , 7. 26 (d,
1H) , 10. 38 (brs, 1H) .

[o081]  SEjififs] 2 % AR 2k ¥ il 2% J7 v

[0082]  FGHEWRFFHRF 208 WEAATE LBE 100m] 77, ZEBEFE TN 30 % [1°F R R S EE A 22 pH
Bh 3 2o, 1S M2 I Al BE, 4R 2L 8iRE 1 /N, 198, OF FH SRl =0 M5 21057 LR
#h 20, 8g, UK 79% .

[0083] 'H NMR(DMSO) & :2.01 (m,4H),2. 04 (t,1H), 2. 09 (d, 2H), 2. 68 (m, 4H) , 3. 09 (m,
4H) , 3. 25 (s, 1H) , 3. 30 (s, 2H) , 3. 49 (m, 4H) , 3. 69 (s, 3H) , 3. 79 (s, 6H) , 6. 27 (s, 2H) , 7. 03 (d,
1H) , 7. 25(d, 1H), 10. 35 (brs, 2H) .

[0084]  SEjfifs 3 FRIE FRRER Eh 1 il & 7 1

[0085]  RFAEWRFTHF 208 WAATE LT 100ml A, FEBEHE RN 30 % (25 R L 2w
£ pHAE K 2 2245, 12183 0 A ik, 2k it 1 /i, b g, 3 Qe =k, 15 3
IR AL 18. 5, ITE 73%.

[0086]  'HNMR (DMSO) & :2. 04 (m, 4H), 2. 56 (s, 2H) , 2. 77 (m, 4H) , 3. 15 (m, 4H) , 3. 34 (s, 2H) ,
3. 49 (m, 4H) , 3. 80 (s, 3H) , 3. 81 (s, 6H) , 6. 32 (s, 2H) , 7. 16 (d, 1H) , 7. 30 (d, 1H) , 10. 69 (brs,
1H) .

[0087]  SEZjififsl] 4 FEIE LTRIR B 10l & T i

[0088]  HFAEWRFTHF 208 WEAATE L1 100ml o, FEBEHE RN 30 % HFEJE LT IR LRV
2 pHAE K 2 2247, M2 1S3 A ik, 2R dii 4 1 /e, b, 3 SRk =k, 15 315
FL TR S 22, 1g, B 85% .

[0089]  'H-NMR(DMSO) & :2.07 (m,4H), 2. 60 (s, 2H), 2. 71 (m, 4H) , 3. 20 (m, 4H) , 3. 32 (s,
1H) , 3. 38 (s, 2H) , 3. 55 (m, 4H) , 3. 78 (s, 3H) , 3. 80 (s, 6H) , 6. 32 (s, 2H) , 7. 19 (d, 1H) , 7. 29 (d,
1H) , 10. 80 (brs, 1H) .
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[0090]  sijfs) 5 TR & 1 ) £ 7 vk

[0091]  FGHEWRFFRF 208 W AATE CBE 100m] 77, ZEBEFE TN 30 % 1) LTiR LR %2 pH
Bh 2 2o, 1 1 DAl e, 2R 2L 8iRE 1 /N, 198, O FH SBEvhls =, 5 B i
2k 21. 3g, KEK 84 %,

[0092]  'H-NMR(DMSO) & :2.05 (m,4H),2.50 (s, 3H),2. 73 (m,4H),3. 11 (m, 4H), 3. 30 (s,
2H) , 3.53(m,4H) ,3. 77 (s,3H),3. 75(s,6H) ,6. 26 (s,2H),7.12(d, 1H),7.30(d, 1H),
10. 78 (brs, 1H) .

[0093]  SIjifs] 6 AT IR £h ¥ il 2% 7%

[0094]  HHHEWRFHY 208 WAALE LI 100m1 A, ZESEFE T A 30 %6 [ K IR LR 4 pH
EA 3 2, 12 12 A il e, 4R R 8iRe | /N, I 98, I A SRRV =00 M1 2 2T R
Eh 21, 8g, NHEK 79% .,

[0095]  '"H-NMR(DMSO) & :2.03(m,4H),2. 69 (m, 4H) , 3. 20 (m, 4H) , 3. 31 (s, 2H) , 3. 50 (m,
4H),3.73(s,3H),3. 76 (s, 6H) ,6. 24 (d, 2H) , 6. 28 (s, 2H) , 6. 35 (m, 2H) , 6. 42 (d, 1H) , 7. 07 (d,
1H),7.23(d, 11), 10. 65 (brs, 1H) »

[0096]  SEJf5] 7 FAER Eh VI & Tk

[0097]  RAEEWRFSHF 20g W AFAE L 100ml o, EHHE T 0 30 % HIBL IR OB RSV 2 pH
BA 2 2o, 12 12 A Tl e, RS iihe 1/, 198, IF A SRVl = 15 R IR #h
18. 5g, L% 76 % »

[0098]  'H-NMR(DMSO) & :2.02(m,4H),2. 70 (m,4H), 3. 10 (m, 4H) , 3. 28 (s, 2H) , 3. 49 (m,
4H), 3. 71 (s, 3H) , 3. 74 (s, 6H) , 6. 26 (s, 2H) , 7. 10 (d, 1H) , 7. 22(d, 1H) ,9. 96 (brs, 2H) ,

[0099] DA EEWRFS s 25 H 3 il R ity il & 772, SRkl LA 2525 Bl sz i e ekt
TR

[0100]  SKjAs] 8 AWK SR 247 FH AEh v S VR 1) i) 2%

[0101] 1. 4by -

[0102] 4751

[0103]  MEWRFFHRFZGHEE 62, 5g ( UEEIRSSHR: i)

[0104]  &ALEN 18g
[o105]  VEHTHIZK 2000m1
[o106] L4 1000 3¢

[0107] &by 2
[o108]  AEWRFFHS 25 £k 125g ( LLEEIRFFHF)

[o109]  FALEN 18g
[o110]  VEGTHIZK 2000m1
lo111] L4 1000 3¢

[o112]  4b7J7 3
[0113]  AHWRFSHEZ HH 2k 2508 ( LURENRSFHRRIT )

[o114]  SALEN 18g
[0115]  VEHTHI/K 2000m1
lo116] L& 1000 3¢
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[0117] 2. LTZ -

[0118] 1) fk BV A28 B AR A ST IS B BRI  BR AR

[0119]  2) 4% AbT7 RREUFURLFIEE L

[0120]  3) HUSALAMANFECYEE 80 %6 fRIVE ST HIZK, B kv, I AECHE 0. 05 % BT FH VS 1t
W Bt 15 738h, ik vg, Wik

[0121]  4) [l P I AN WK 555 24 FH 6 v i — o, B RS A, DU pH R, 0 B2 315 pH
fH ;

[0122]  5) AMINVEST KB RE, 2% ;

[0123]  6) Z4IZIE 0. 22 v m FITAFLUEIE, ¥ A V8 B 1

[0124]  7) kS

[0125]  8) W Z5WdE T 2ml/ SR

[0126]  9) 100°C YA ZEY K 30min, K, I K

[0127]  10) B, fLEEA

[o128]  SEjifdsl] 8 FEWRFSHr 24 FH £kt i il 2%

[0120] 1. 4bJ7 :

[0130] 4751

[0131]  FEURFFHFZI AL 62. 5g ( DUEEURFS AT )

[0182] A5 JiEhE ¥ 120g
[0133] &K 2000m1
[0134] L& 1000 3%

[0135]  4bJ5 2
[0136]  REWRFTHFLIHEE  125g ( BLEEURFFHER )

[0137] A3 ek iF 150g
[0138]  yE& K 2000m1
[0139] L& 1000 3%

[0140] 5&753
01411  FEURSFFHSZHIEE 2508 ( LUEEVR 45T )

[0142] ek 170g
[0143]  yEGTHIK 2000m1
[0144]  JLiRI% 1000 3%

[0145] Ab75 4
[0146]  LLoRERIEEWRSTHF  62. 5g ( LUEEWRFFHReTE )

[0147]  4hiekETr 120mg
[0148]  JFHTHIK 2000m1
[0149]  JLif4 1000 3¢

[0150]  2.#l% & :

[0151] 1) WA= FH AT FH 2 285 L (038 e 46 SR AT 2 SR B BR AR

[0152]  2) ¥ AT ARECE R AR 5

[0153]  3) (A7 HERHH INBCHE: 80 %6 (v ST FH K, BEFEE i, I A ECHBER 0. 05 % K& HIWE
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Meom, Bkt 15 73%h, by, Bk

[0154]  4) [H) ¥V I N EEWR 5545 25 FH 26 0 (0 — b, B #5 8, DU pH A, 0 LRI 7Y pH
{5 ;

[0155]  5) AMINVEST /KB RE, B ;

[0156]  6) 240t 0. 22 1w m AU FLIEIE, K A5 P8 B 1

[0157]  7) PRl %

[0158]  8) N4 Z5¥2% TVHMIEH, 2 He J€

[0159]  9) MEFEMERT WL AT, T 4500, IR, HLi5

[0160]  10) B fhde, FLEEANFE
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