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62 H H H 2.0Me CO  Q20:Q33
65 H H H 4.0Me CH, Q20-2Q33
66 H H H 4-OMe CO  Q19:Q35
57 H H H 4-OMe cCO  Q29-Q36
s¢ H 4 H 4-OMe CO  Q20-Q3s
g9 H H H 4£.0Me co Q20-Q33
70 H H H 4-OMe CH, Q29-2Q35
7 H H H 4-0Me CH, Q29-2Q35
72 H H H 4.0Me CH, Q34-2Q35
73 H H H 4-CMe CO  Q34-Q33
74 H H H 4-OMe co Q27
73 H H H 4-OMe CH, Q27-Q33
76 H H H 4-OMe CO  Q20-Q35




B

No. R! RZ R} X Y! Y2 -0-A- NR4RS
77 H H. H CI Opr 4-OMe 3-Q8 CH, Q25:2Q35
78 H H H CI  0OPr 4-OMe  3-Ql CO Q24

79 H H H C! OPr 4-OMe 3-QI coO  Q25-Q33
0 H H HE Ci O'Pr 4.0Me  3-QI CO  Q26-Q33
s H H.H C H 4.0Me 3-Q3 CH, Q4

§2 H H H CI H 4OMe 3-Q1 CH, QI2-HCI
83 H H H CI H 4.0Me 3-Q1 CH, Ql4+HCI
s« H H H CI H 4-0Me 3-Q1 CH, Ql6-2HCI
s 4 H H €I H 4-OMe 3-Ql CH, Ql8:2HCI
s 4 H H €I H 4-OMe 3-Q1 CH, Q22-2HCI
$9 H H H €I H 4.0Me 3-Q1 CH, Q23-3HCI
S8 4 H H CI H 4.0OMe 3-Q1 CH, Q28-HCI
36 H H H €I H  4-OMe 3-Q1 CH, Q37-2HCI
59 H Y H CI H 4.-OMe 3-Ql CH, Q39:HC
¢ H H H CI H 4-OMe 3-Q1 CH, Q40-3HCI
2 H H K C H 4-0OMs 3Ql CH, Q29-2HC
53 H H H C€ H 4.0OMe 3-Q1 CH, Q30-3HCI
o2 4 H H C H 4-OMe 3-Q CH, Q3I+3HCI
95 H H H <l H 4.-OMe  3-Q1  CH, Q32+3HCI
6 H H H € H 4-0OMe 3-Q1 CH, - Q33-2HCI
$7 H H H CI H 4OMe 3-Q1 CH, Q2¢3EC
8 H H H CIH 4-OMe 3-Q1 CH, Q23-:2HCI
%¢ ¥4 H H CIH 4-OMe 3-Q1 CH, Q26-2HC
00 H H H C H 4O0Me 3-Q1 CH, Q3¢2HC
0] H H H CIH 4-0Me 3-Q2 CH, Ql9-2HC!
02 H H Ccl  H  4.0Me 3-Q2 CH, Q21-2HCI
103 H H H CI H 4-OMe 3-Q2 CH, Q23-3HCI




No. R! R? R X Y! Y? -0-A~ B NR4R3
1646 H H H H 4-OMe 3-Q2 CH, Q24-3HCI
i0s H H H H 4-OMe 3-Q2 CH, Q25-2HCI
106 H H H CI H 4-OMe 3-Q2 CH, Q26-2HCI
107 H H H d H 4-OMe 3-Q2 CH, Q28+HCl
108 H H H Cl H 4.0Me 3-Q2 CH, Q29-3HCI
109 H H H C H 4.0Me 3-Q2 CH, Q33:2HC]
110 H H H H 4-OMe 3-Q2 CH; Q34-2HC!
1tt  H H H Cl H 4-OMe 3-Q5 CH, Ql0-HC!
i12 H H H C H 4.0Me 3-Q5 CH, QI7-2KCl
113 H H H <l H 4-OMe 3-Q5 CH, QI9-2HCI
114 H H H B H 4O0Me 3-Q1 CH, Qll-HCI
115 Me H H Br H 40Me 3-QI CH, QlI-HC!
116 H Me H Br #H 4.0Me 3-Ql CH, QII-KCI
117 H H H Br H 40Me 3.Q1 CH, Ql7-2HCI
18 H H E Br NE, 40Me 3.QI CH, QI7-2HCI
19 H H H Br Br 4.0Me 3.QI CH, Ql7-2HCI
120 H H H Br H  ¢-Cl 3-Ql CH, QI9-2HCl
121 H H H Br H H 3-Q1  CH, Q20-ZHCI
122 H H H Br H 4-OEt  3-Ql CH, Q20-2HCI
23 H H H Br H 4-OMe 3-Q1 CH, Q22:2HCI
124 H H H Br H 4.0Me 3-Q1 CH, 'QEB-SHCi
235 4 H H Br A 4-OMe 3-Q1 CH,  Q38-2HC!
126 H H H Br H 4-OMe 3-Q1 CH, Q40-3HG!
127 H H H CI H 4-OMe  3-Q2 CH, Q9-HC!

128 H H Me CI H 4-OMe 3.Q2 CH, Q9-HCI

i2¢ H H H CI ¢l 4-0OMe 3-Q2 CH, Q%-HCI

130 'Bu H H CI H 4-OMe 3.Q2 CH, Q9-HC!
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4-0H  3-Q2 CH, Q9-HCI
4.0Me  3-Q2 CH, Ql3:HCl
4-OMe  3-Q2 CH, Ql4-HCI
4.0Me 3-Q2 CH, Qis-HCl
4-OMe  3-Q2 CH, Q28-HCI
4-OMe  3-Q2 CH, Q4l-HCI
4.OMe 3-Q2 CH, Qi2-HCl
4.0Me  3-Q2 CH, QI4-HCl
4-Cl 3.Q2  CH, QI4-HCl

4-OMe  3-Q2  CH, Ql3:2HCI
4-OMe  3-Q2  CH, Q20-2HCI
4-OMe  3-Q2 CH, Q20-2HCI
1+.OMe  3-Q2  CH, Q20-2HCI
4-OH  3-Q2  CH, Q20-2HCI
H 3-Q2 CH, Q20-2HC!
4-OMe  3-Q2  CH, Q21-2HCI
4.0Me  2-Q2  CH, Q2i-2HCI
4-CMe 3-Q2 CH, Q23:3HC!
4-OMe  3-Q3 CH, QI0-HCI
4.OMe  3-Q3  CH, QIO0-HCI
2-OMe 3-Q3 CH, QIl0-HCI
4-OMe  3-Q3 CH, QI3-HCI
4-OMe  3-Q3 CH, Qi3-2HC!
4.0Et  3-Q3 CH, QI9-2HCI
4-OMe  3-Q3 CH, Q2l-2HC!
4.0Me  3-Q3  CH, Q22-2HCI
4.OMe  3-Q3 CH, Q23-3HCI




No. R! R? R} X Y! Y2 -0~-A- B NR4RS
158 H H Cl H 4OMe 3-Q3 CH, Q37-2HCI
159 H H Cl H 4.0Me 3.Q3 CH, Q40-3HCI
160 H H Cl H 4-OMe 3-Q3 CH, Q4l-HCI
16/ H H H Br H 4.0Me 3.Q¢8 CH, QI-HCI
162 H H H Br H 4.0Me 3-Q4 CH, QI2-HCI
163. H H H Br H 4-OMe 3-Q4 CH, QI4-HC!
164 H H H Br H 4-OMe 3-Q4 CH, Ql4a-2HCI
165 H H H Br H 4-OMe 3-Q4 CH, 'on-zmn
166 H H H Br H 2-OMe 3-Q4 CH, Q20-2HC
167 H H H Br H 4.0Me 3%.Q4 CH, Q28-HCI
168 H H H B H 4.OMe 3-Q4 CH, Q39-HCI
169 H H H CI H 4-OMe 3-Q5 CH, Q4l-HCI
170 H H H H 4-OMe 3-Q5 CH, Ql3-HcC!
171 H H H CI H 4-OMe 3-Q5 CH, Ql6-2HCI
172 H H H CI H 40OMe 3-Q5 CH, QI§2HCI
73 H H H Cl H 4.0Me 3-.Q5 <CH, QI9-:2HCI
174 H H H CI H 4.0Me 3-Q5 CH, Q20-2HCL
17 H H H C H 40E  3-Q5 CH, Q20-2HCI
176 H H H CI H 4.0'Bu 3-Q5 CH, Q20-2HCI
177 H H H CIH 4-OMe 3.Q5 CH, Q23:3HC
178 H H H Br H 4.O0Me 3-Q6 CH, QI0-HCI
179 ipr H H Br H 4-OMe 3-Q6 CH, Ql4-HCI
180 H H H Br H 4-OMe 3-Q6 CHy QI7-2HCI
1St H H H Br H 4-OMe 3-Q6 CH, Q21-2HCI
182 H H H Br H 4-OMe 3-Q6 CH, Q3%-HCI
1$3 H H H CI H 4.0Me 3.Q1 CO Qi

14 H H H C  H 4.0Me  3-Q1 CO QI2




No. R! R? R} X Y! Y? -0-A- B NR*R?
18 H H H Cl 4-OMe 3-Q1 CO Qi4

18 H H H CI 4-OMe  3-Ql CO  QI7-HCl
187 H H H 4.0H  3-Q1 CO  Q20-HCI
188 H H H CI 4-C) 3.Q! CO  Q20-HCI
189 H H H ClI NO, 4.0Me 3.Q1 CO  Q0-HCI
190 H H H Cl H 4-0Me 3-Q1 CO Q21-HCI
191 H H H <l H 4-OMe 3-Q1 CO Q23-2HCI
192 H H H CI H 4-OMe 3-Q1 CO Q39

193 H H H <l H 4-OMe  3-Ql CO Q4]

19¢ H H H Br H 4-OMe 3-Q1 CO Qil

195 H H H Br H 4.OMe. 3-Q1 CO Ql3

196 Me H H Br H 4-OMe 3-Qt CO Ql6-HCI
197 H H H Br H  4-Cl 3-Ql CO  Ql9=HCI
198 H H H Br H 2-OMe 3-Q1 CO  QI9-HC!
199 H H H Br NO, 4-OMe 3-Ql CO  Ql9-HCI
2000 H H H Br NH, 4-OMe 3-Ql CO  QI9-HCI
200 H H H Br H 4-OMe 3-Q1 . CO Q2I-HC!
200 H Me H Br H 4-OMe 3-QI CO  Q21-HcCl
203 H H H Br H  4-OEt 3-Q1l CO  Qz2l-HCI
2046 H H H CH 4-0OMe 3-Q2 CO QIO

05 H H H Ci H 4-OMe 3-Q2 CO Ql4

206 H H H Cl H 4.0Me 3-Q2 CO  QI7-HCI
207 H H H Cl H 4-OMe 3-Q2 CO  QI9-HC!
206 H H H cl H 4-OMe 3-Q2 CO  Q20-HCI
200 H H H CI H  4-Cl 3.Q2 CO  Q20-HCI
200 H H H C H H 3-Q2 CO  Q20-HC!
211 H H H C H 4.F 3-Q2 CO_ Q20:HCl
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Cl  H 4-0Me 3-Q2 CO  Q20-HCI
Cl H 4-OMe 3-Q2 CO  Q2I-HCI
Cl NO, 4-OMe 3-Q2 CO  Q2I-HCI
4-OMe  3-Q2 CO  Q21-HC!
4-OMe  3-Q2 CO  Q21-HCI
4-OMe  2-Q2 CO  Q2I-HCI
4-OMe 3-Q2 CO  Q22-HCI
4.0Me 3-Q2 CO Q9

a
a

4-OMe  3-Q2 CO  QIs
4-OMe  3-Q2  CO  QI8-HCI
4.0Me . 3-Q2 CO  Q20-HCI

o
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4-OMe  3-Q2 CO  Q23-2HC!

o
-
b

4-OMe  3-Q2  CO Q28
4-OMe 3-Q2 €O  Q37-HCI
4-OMe  3-Q2 CO Q39

.
H

Cl H 4-OMe 3-Q3 CO Qil
H 4.O0Me 3-Q3 CO Ql7-HCI
H 4.OMe 3-Q3 CO  Q20+HCI

Cl Cl 4-OMe CO  Q20-HC!
Cl NH., 4-OMe 3-Q3 CO  Q20-HCI
Cl H 4-CMe  3-Q3 CO  Q20-HCI

Cl Cl 4-Cl 3-Q3 co Q20-HC!

L
3
O
Ll

H  4-OMe  3:Q4 CO QIO
H 4-OMe  3-Q4 co QiI2

Br H 4-OMe 3-Q4 Cce Q13
H 4-OMe  3-Q4 CO  QI8+HCI
H 4-OMe  3-Q4 CO  Ql19-HCl




No. R! R? R} X y! Y? ~-0O-A- B NR4R?
23 H H H Br H 4-OMe 3-0Q4 CO  Q21-HCl
240 H H H Br H 4.0Me 3-Q4 CO  Q23-2HCI
24] H H H Br H 4.0Me 3-Q4 CO  Q38-HCI
242 H H H Br H 4-OMe  3-Q4 CO  Q40-2HCI
243 H H H Cl H 4-OMe  3-Q5 CO Q9

244 H H H CI H 4-O0Me  3-Q5 CO  Qi6-HCl
245 H H H ClI H 4.0Me  3-Q5 CO  QIl§-HCI
246 H H H CI Cl  4-OMe  3-Q5 CO  QIi9-HCI
247 H H H Ci H 4-0"Bu 3-Q5 CO  QIl9+HCl
24¢ H H H Cl H 2-0Me  3.Q5 CO QI9-HCI
249 H H H (I H 4-OMe  3-QS CO  Q20-HCI
250 H H H <l H 4.0Me  3-Q5 CO  Q21-HCI
251 H H H Cl NO, 4-OMe 3-Q5 CO  Q21-HCI
252 H H H cCI H 4-Cl 3-Q5 CO  Q21+-HCI
253 Et H H cI H 4-OMe  3-Q5 CO  Q21-Hcl
25 H H H CI H 4-OMe  3-Q5 CO  Q23:2HC]
255 H H H Br H 40Me 3-Q6 CO QIO

256 H H H Br H 4-OMe  3-Q6 CO  QI5

257 H H H Br H 4-OMe  3-Q6 CO  Ql8-HCl
258 H H H Br H 4.0Me  3-Q6 CO  QI9-HCl
259 H H H Br H 4-OMe  3-Q6 CO  Q20-HCI
2600 H H H Br  Br 4.0Me 3-Q6 CO  Q20-HCI
261 H H H Br NH, 4.0Me 3-Q6 CO  Q20-HCI
260 H H H Br H 4.-0Me 3-Q6 CO  Q21+HCI
263 H H H Br H 4-Cl 3-Q6 CO  Q21-HCI
264 By H H CI H 4.0Me  3-Q6 CO  QI9-HCi
265 H H H Ci H 4-0OMe  3-Q6 CO  Q20-HCI
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4-OMe
4-OMe
4-OMe
4-OMe
4.OMe
4-OMe
4-OMe
4-OMe
é-OMc
4-OMe
4-OMe
4-OMe
4-OMe
4-OMe
4-OMe
4-QOMe
4-OMe

- 4.0OMe

4-OMe
4-OMe
4-OMe
4-OMe
4-OMe
2.0Me
‘4-OMe
4-OMe

4-OMe

oo

oo

co

co

co
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

Q20-HC!
Q21-HCl
Q23-2HCI
Q37-HCl
Q41
Q21+2HCI
Q23-3HCI

‘Q24-3HCI

Q25-2HC!
Q26+2HC
Q27-2HCI
Q28-HCI

Q

2
O
L

3HCI
-2HCI

O
(WS ]
(¥ ]

Q34-2HC!
Q10-HCl

Ql7-2HC!
Q19-2HCI
Q21-2HCI
Q23-3HCI
Q24-3HCI
Q25-2HC!
Q26-2HC!
Q27-HC!

Q28-HCl

Q29+3HC!
Q33-2HCI




No. R! RZ R? X y! y? -O~A- B NR*R3
o1 H H H C H 4-OMe 3-Q7 CHy Q3¢:2HCI
0 H H H CH 4-OMe 3-Q8 CHp QIO-HCI
bos § H H C H 4-0Me 3-Q8 CHy QI7-2HCI
vo6 § H H Cl H 4O0Me 3-Q8 CH, QI9-2HCI
97 H H H C H 4OMe 3-Q8 CHp Q2l-2HCI
bos H H H C H 4-OMe 3-Q8 CHp Q23:3HCI
soo H H H €l H 4-0Me 3-Q8 CHp Q24-3HCI
00 H H H CI H 40OMe 3-Q8 CHy Q25+2HCI
01 8 H H C H 4-OMe 3-Q8 CHy Q62HCI
207 W H H C H 4O0Me 3-Q8 CHy Q27-HCI
03 H H H C H 40Me 3-Q8 CHp Q8-HCI
¢ H H H C H 4OMe 3:Q8 CH; Q33:2HCI
505 § H H C H ¢-OMe 3-Q8 CH; Q342HCI
506 H H H C H 4OMe 3-Q CO Q4-HCI
07 H H H c H 40Me 3Q1 CO  Q25:2HCI
38 5 H H G H 4OMe 3-Q €O Q26-HC!
09 4 H ¥ C H 4OMe 3-Q CO Q3F-HCI
s;0 # H H ClH 4OMe 3-Q1 CO Q34-HCl
i1 4 4 H C H 4O0Me 3-Q3 CO  QO-HCI
s H H H G H 4.0Me 3Q3 CO QIHC
33 5 H H G H 4-0Me 3-Q3 CO Q242HCI
4 B H H CH 40Me 3-Q3 CO  Q5HC
ss § H H C H 2O0Me 3-Q3 CO Q6-HC
6 § H H ClH 4OMe 3-Q3 CO Q7

.7 H H H C H 4OMe 3Q3 CO Q28

s8 § 4 H Cl H  4OMe Q3 CO  Q92ECI
9 H H H C_H_ 40OMe 305 CO Q33HCI




<

Ng. R! R? R} X Y? -0-A- B NR4R?
320 H H H H 4-OMe  3-Q3 CO  Q34-HCI
321 H H H Cl H 4-OMe  3-Q5 CO  Q24-2HCI
322 H H H Cl H 4-OMe  3-Q5 CO  Q25-HCI
323 H H H CI H 4-OMe  3-Q5 CO  Q26°HCI
324 H H H Cl H 4-OMe  3-Q5 coO Q27

33 H H H CI H 4-OMe  3-Q5 CoO Q28

326 H H H Cl H 4-OMe 3-Q5 CO  Q29-2HCI
37 H H H ClI H 4-OMe  3-Q5 CO  Q53-HC!
326 H H H Cl H 4-OMe  3-QS CO  Q54-HCI
329 H H H Cl H  4-OMe 3-Q') co Qlo

®Wo H H H CI H 4-OMe 3-Q7 CO  QIl6-HC!
331 H H H 4 H 4-OMe  3-Q7 CO  Ql9-HCl
332 H H H CI H 4-OMe  3-Q7 CO  Q21-HCI
333 H H H C H 4-OMe  3-Q7 CO  Q23-2HCI
334 H H H Cl H 4-OMe  3-Q7 CO  Q24-2HC!
33 H H H CI H 4-OMe 3-Q7 CO  Q25-2HCI
33 H H H CI H 4-OMe 3-Q7 Co Q26+2HCI
537 H H H CI H 4.0Me 3-Q7 CO Q2.

338 H H H Cl H 4-OMe  3-Q7 CO Q28

33 H H H C H 4-OMe  3-Q7 CO  Q29-2HCI
340 H H H i H 4-OMe 3-Q7 CO  Q33-HCI
331 H H H Cl H 4-OMe  3-Q7 CO  Q34-HC!
342 H H H C! OEt 4-OMe 3-Q1 CH, Ql0

143 H H H Cl OEt 4-OMe 3-Q1 CH, Qlé-HC
524 H H H ClI OEt 4-OMe 3-Q  CH, QIl9-HCI
345 H H H Cl  OEt 4-OMe 3-Ql CH, Q2I-HCI
346 H H H Cl OEt 4-OMe 3-Ql CH, Q23-3HCI




No. R! RZ R X ! Y2  -0-A- B NR*RS
347 H H H Cl OEt 4.0Me 3.Q1 CH, Q24-3HCI
348 H H H Cl OBt 4.0Me 3-QI CH, Q25-2HCI
349 H H H Cl OEt 4-OMe 3-Q1 CH, Q26-2HC!
550 H H H Cl OEt 4-OMe 3-Q1 CH, Q29-2HC
550 H H H CI OEt 4-OMe 3.Q1 CH, Q33+HCI
352 H H H Cl OEt 4-OMe 3-Q CH, Q34-HCI
353 H H H Cl  OEt 4-OMe 3.Q2 CH, QIO

354 H H H Cl OEt 4.0Me 3-Q2 CH, QI6-HCI
355 H H H Cl OEt 4.OMe 3-Q2 CH, QIS-HCI
356 H H H Cl OEt 4-OMe 3-Q2 CH, Q20-2HCI
557 H H H Cl  OEt 4.0Me 3.Q2 CH, QQI-2HCI
35§ H H H CI  OEt 4.0Me 3-Q2 CH, QI3:3HC
55 H H H Cl  OEt 4.O0Me 3.Q2 CH, Q24-3HCI
%60 H H H Cl Ot 4.0Me 3.Q2 CH, Q25:2HCI
31 H H H Cl OEt 4-OMe 3-Q2 CH, Q262KECI
%2 H H H Cl OEt 4.0Me 3.Q2 CH, Q27-HCI
33 H H H Cl  OEt 4.0Me 3.Q2 CH, Q28-HCI
3¢ H H H Cl OEt 4-OMe 3-Q2 CH, Q33-2HC
35 H H H Cl OEt 4-OMe 3.05 CH, Q10

36 H H H Cl  OEt 4.0Me 3.Q5 CH, QI§HCI
37 H H H Cl OEt 40Me 3-Q5 CH, QI9-HCI
3§ H H H Cl OEt 4-OMe 3-Q5 CH, Q21-2HCI
39 H H H Cl OEt 4¢-OMe 13-Q5 CH, Q23-3HCI
370 H H H Cl OEt 4.0Me 3-Q5 CH, Q43HCI
571 H H H C OEt 4.OMe 3-Q5 CH, Q25-2HCI
372 H H H Cl OEt 4-OMe 3-Q5 CH, Q26-2HCI
375 H H H CI OE 4-OMe 3-Q5 CH, Q27-HCI




No. R! R? R} X Y Y? -0-A- B NR4RS

374 H H H CI  OEt 4-OMe 3-Q5 CH, Q28+HC

3% H H H Cl OEt 4-OMe 3-Q5 CH, Q29-3HCI
376 'H H H CI  OEt 4-OMe 3-Q5 CH, Q33-2HCI
377 H H H CI  OEt 4-OMe 3-Q5 CH, Q34-2HCI
3% H H H CI  OEt 4.0Me 3-Q7 CH, QIO

3799 H H H CI OEt 4.0Me 3-Q7 CH, Ql6-2HCI
330 H H H CI  OEt 4.0Me 3-Q7 CH, QI9:2HCI
30 H H H CI  OEt 4-OMe 3-Q7 CH, Q20-2HCI
382 H H H Cl  OEt 4.0Me 3-Q7 CH, Q2I-2HCI
333. H H H CI  OEt 4-OMe 3-Q7 CH, Q23-3HCI
3¢ H H H Cl  OEt 4-0Me 3-Q7 CH, Q24:3HCI
35 H H H CI OEt 4.0Me 3-Q7 CH, Q25-2HCl
386 H H H I OEt 4-OMe  3-Q7 CH,  Q26-2HCI
33 H H H CI OEt 4-OMe 3-Q7 CH, Q27-HCl

338 H H H Cl OEt 4¢.OMe 3-Q7 CH, Q28-HC

389 H H H CI  OEt 4.0Me 3-Q7 CH, Q29:3HCI
30 H H H Cl  OEt 4-OMe 3-Q7 CH, Q33:2HCI
31 H H H Cl OBt 4.0Me 3.Q7 CH, Q34-2HC!
32 H H H CI OEt 4.0Me 3-Q8 CH, QIO

393 H H H Cl OBt 4-OMe 3.Q8 CH, Ql6-2HCI
34 H H H CI  OEt 4.O0Me 3-Q8 CH, QI9-2HCI
395 H H H CI OEt 4-OMe 3.Q8 CH, Q20-2HCI
3% H H H CI OEt 4.0Me 3-Q8 CH, Q21-2HCI
397 H H H Cl OEt 4-OMe 3-Q8 CH, Q23-3HCI
38 H H H C OBt 4.0Me 3-Q8 CH, Q24-3HC
399 H H H G OEt 4.0Me 3-Q8 CH, Q26-2HC
500 H H H CI OEt 4.0Me 3-Q8 CH, Q27-HCI




No. R! RZ R X Yl y? -0-A- B NR*R3
401 H H H Cl OEt 4.OMe 3-Q8 CH, Q28:HCl
402 H H H Cl OEt 4-OMe 3-Q8 CH, Q29-3HCI
403 H H H Cl  OEt 4-OMe 3-Q8 CH, Q33-2HCI
404 H H H CI OEt 4-OMe 3-Q8 CH, Q34:2HCI
405 H H H CI OEt 4-OMe 3-QI CO Q10

406 H H H ClI OEt 4-OMe 3:Ql CO  Ql6-2HCI
407 H H H Cl OEt 4.0Me 3-Ql CO  Q21-2HCI
408 H H H C!I OEt 4-OMe 3-Ql CO . Q23-2HCI
409 H H H CI OEt 4-OMe 3-QI CO  Q24-3HCI
410 H H H ClI OEt 4-OMe  3-QI CO  Qz35-2HC!
411 H H H CI' OQEt 4-OMe 3-Qi CO  Q26-2HCI
412 H H H ClI  OEt 4-0OMe 3-Ql co Q27

413 H H H CI OEt 4-OMe 3-QI CO Q28

414 H H H ClI O0Et 4-OMe 3-Ql CO  Q33-2HCI
415 H H H Cl OEt 4-OMe 3-Q3 CO  Qio

416 H H H CI OEt 4-0OMe 3-Q3 CO  Ql6-HC!
417 H H H ClI OEt 4-OMe 3-Q3. CO  Ql9+KCI
418 H H H Cl OBt 4-0OMe 3-Q3 CO  Q20-HCI
419 H H H Cl - OEt 4-OMe 3-Q3. CO  Q21-2HCI
420 H H H ClI  OQEt 4-OMe 3-Q3 CO  Q23+2HCI
421 H H H ClI OEt 4-OMe 3-Q3 CO  Q24+3HCI
422 H H E ClI OEt 4-OMe  3-Q3 CO  Q25+2HCI
423 H H H ClI OEt 4-OMe 3-Q3 CO  Q26-2HCI
424 H H H CI OEt 4-OMe  3-Q3 co Q27

425 H H H Cl OEt 4-OMe  3-Q3 CO Q28

426 H H H ClI OEt 4-OMe  3-Q3 CO  Q29-3HCI
427 H H H ClI OEt 4-OMe  3-Q3 CO  Q33-2HC|
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OE: 4-OMe 3-Q3 CO  Q34:2HCI
OEt 4-OMe 3-Q5 CO  QIo

OEt 4-OMe 3-Q5 CO  QI6-HCI
OEt 4-OMe 3-Q5 CO  QI9-HCI
OEt 4-OMe 3-Q5 CO  Q21-2HCI
OE: 4.OMe 3-Q5 CO  Q23-2HCI
OEt 4-OMe 3-Q5 CO  Q24-3HCI
OEt 4-OMe 3-Q5 CO  Q25-2HCI
OEt 4-OMe 3-Q5 CO  Q26:2HCI
OE: 4-OMe 3-Q5 CO Q27

OEt 4-OMe 3-Q5 CO Q28

OBt 4-OMe 3-Q5 CO  Q29-3HCI
OEt ¢-OMe 3-Q5 CO  Q33-2HCI
OEt 4-OMe. 3-Q5 CO  Q34+2HCI
OEt 4-OMe 3-Q7 CO QIO

OEt 4-OMe 3-Q7 CO  QI6-HCI
OEt - 4-OMe 3-Q7 CO  QI9*HCI
OEt 4-OMe 3-Q7 CO  Q21-2HC!
OE: 4-OMe 3-Q7 CO  Q23-2HCI
OE: 4-OMe 3-Q7 CO  Q24+3HCI
OEr 4-OMe 3-Q7 CO  Q25-2HC
OEt 4.0Me 3-Q7 CO  Q26+2KCI
OEt 4.0Me 3-Q7 CO Q7

OEt 4-OMe 3.Q7 CO Q28

OEt 4.OMe 3-Q7 CO  Q29-3HCI
OEt 4-OMe 3-Q7 CO  Q33-2HCI
OEt 4-OMe 3-Q7 cO Q34-2HCI
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455 H H H C! OPr 4.0Me 3-Ql CO Qio

456 H H H Cl O'Pr 4-OMe  3-Qi CC  QIl7-2HCI
457 H H H C! O'Pr 4-OMe  3-Ql CO  QIl9-2HCI
45§ H H H ClI OPr 4-OMe 3-QI CO  Q20-2HCI
459 H H H C! OPr 4.0Me 3-Q1 CO  Q21-2HCI
460 H H H CI OPr 4.0Me 3-Ql CO  Q23-2HCI
461 H H H ClI 0OPr 4-OMe 3:Ql CO  Q24-2HCI
462 H H H C! 0OlPr 4-OMe 3-QI CO  Q25-2HC!
463 H H H CI O'Pr 4.0Me  3-Ql CO  Q26-2HC!
464 H H H Cl OPr 4-OMe  3-Ql CO  Q27-HCI
4635 H H H CI OlPr 4-OMe  3-Q! cg  Q28-HCl
466 H H H ClI  O'Pr 4-OMe  3-Ql CO  Q29+3HCI
4687 H H H Cl 0Q'Pr 4-OMe  3-Ql CO  Q33-2HCI
463 H H H ClI 0OPr 4.0Me 3-Ql CO  Q34-2HCI
469 H H H CI  OPr 4-OMe '3-Q2 CO  QIlo

470 H H H ClI 0OPr 4-OMe  3-Q2 CO  Ql7-2HCI
471 H H H Cl OPr 4.0Me 3-Q2. CO  QI9:2HCI
477 H H H C!  OPr 4-OMe 3-Q2 CO  Q20-2HC!
473 H H H C! OPr 4-OMe 3-Q2 CO  Q21.2HCl
474 H H H Cl OPr 4.0Me  3-Q2 CO  Q23-2HCI
475 H H H Cl OPr 4-OMe 3-Q2 CO  Q24-2HCI
476 H- H H Cl OPr 4.0Me  3-Q2 CO  Q25-2HCI
477 H H H Cl  Q'Pr 4.0Me  3-Q2 CO  Q26-2HCI
478 H H H ClI OPr 4.0Me Q2 CO  Q27-HCI
479 H H H ClI OPr 4-OMe 3-Q2- CO  Q28-HC!
480 H H H ClI O'Pr 4.0Me 3-Q2 CO  Q29-3HCI
481 H H H ClI  OPr 4-0Me  3-Q2 CO  Q33-2HCI
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482 H H H C! OPr 4-OMe 3-Q2 CO  Q34-2HCI
483 H H H CI OPr 4-OMe 3-QS Co Qio

484 H H H ClI OPr 4-OMe  3-Q5 CO  QIl7-2HCI
485 H H H Cl OPr 4-0Me 3-Q5 CO  Ql9-2HCI
486 H H. H C! OPr 4-OMe 3-QS CO  Q20-2HCI
437 H H H Cl 0Py 4-OMe 3-Q5 CO  Q21-2HC
488 H H H ClI O'Pr 4-OMe  3-Q5 CO  Q23-2HC!
48 H H H ClI OPr 4-OMe  3-QS CO  Q24-2HCI
490 H H H Cl O'Pr 4-OMe 3-Q5 CO  Q25+2HC!
491 H H H CI OPr 4-OMe 3-Q5 CO  Q26+2HCI
492 H H H C! OPr 40Me 3-Q5 CoO  Q27-HCI
43 H H H Cl OPr ¢-OMe  3-Q5 CO  Q28-HCI
494 H H H CI  OPr 4.-O0Me  3-Q5 CO  Q29-3HCI
465 H H H ClI  OQOPr 4-OMe  3-QS CO  Q33-2HCI
496 H H H ClI  O'Pr 4-OMe  3-Q5 CO  Q34+2HCI
497 H H H Cl  0O'Pr 4-OMe :‘3-Q7 coO Qlo

468 H H H CI  OPr 4-OMe 3-Q7 CcO Qi17-2HC!
299 H H H Cl Oipr 4-OMe 3-:Q7 CO  QI9:2HCI
500 H H H ClI  OPr 4.0Me 3-Q7 CO  Q20-2HCI
s01 H H H Cl OPr 4-OMe 3-Q7 CO  Q21-2HCI
5020 H H H Cl OPr 4-OMe 3-Q7 CO  Q23+2HCI
503 H H H CI  0Pr 4.0Me  3-Q7 CO  Q24-2HCI
5046 H H H CI OPr 4.O0Me 3-Q7 CO  Q25-2HC!
505 H H H C! OPr 4.0Me 3-Q7 CO  Q26-2HCI
506 H H H CI OWPr 4.0Me 3-Q7 CO  Q27-HC
507 H H 4 CI  OPr 4OMe 3-Q7 CO  Q28-HCI
508§ 4 H H CI  OPr 4-OMe  3-Q7 CO  Q29+3HCI
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H H H ClI 0OPr 4O0Me 3-Q7 CO  Q33-2HCI
H H H ClI OPr 4-OMe 3-Q7 CO  Q34-2HCI
H H H ClI QPr 4-OMe 3-Q8 CoO Q1o

H H H ClI OPr 4-OMe 3-Q8 CO  Ql7-2HC]
H H H CI OPr 4-OMe 3-Q8 CO  QI9+2HCI
H H H C! O0Pr 4-OMe 3-Q8 CO  Q20-2HCI
H H H C! 0Pr 4.0Me 3-Q8 CO  Q21-2HCI
H H H Cl OPr 4-OMe 3-Q8 CO  Qz23-2HCI
H H H ClI OPr 4-OMe 3-Q8 CO  Q24+2HC!
H H H Cl OPr 4-OMe 3-Q8 CO  Q26-2HCI
H H H ClI OiPr 4-OMe 3-Q8 CO  Q27-HCI
H H H ClI OPr 4-OMe  3-Q8 CO  Q28-HCI
H H H ClI OPr 4.0Me 3-Q8 CO  Q29-3HCI
H H H. Cl OPr 4-OMe  3-Q8 CO  Q33-2HCI
H H H CI 0lPr 4.0Me  3-Q8 CO  Q34-2HCI
H H H CI 0OPr 4-OMe 3-Ql CC  Qlo

H H H ClI OPr 4.0Me 3.Q1  CO  Ql7-HC!
H H H Cl| OPr 4-OMe  3-Ql CO  QI9+HC!
H H H Cl OPr 4-OMe 3-Ql CO  Q2l-HCl
H H H ClI OFPr 4-OMe 3-Ql CO  Q23-2HCI
H H H C! O'Pr 4-OMe 3-Ql Co Q27

H H H Cl OFPr 4-OMe 3-Ql cCo Q28

H H H CI OFPr 4-OMe 3-QI CO  Q2%+3HCI
H H H ClI OiPr 4-OM‘c 3-Q1 CO  Q33-2HCI
H H H ClI OPr 4.0Me 3-QI CO  Q34-2HC!
H H H ClI OPr 4.0Me 3-Q3 CoO  Qlo

H H H Cl  OPr 4.0Me 3-Q3 CO  Ql7-HCl
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H H C! Opr 4-OMe  3-Q3 CO  Qi9-HClI
H H Cl OiPr 4-OMe  3-Q5 CO  Q20-HCI
H H C! OPr 4-OMe 3-Q3 CO  Q21+HCI
H H ClI OPr 4.0Me 3-Q3 COo  Q23-2HCI
H H Cl OPr 4-0Me 3-Q3 CO . Q24-2HCI
H H CI OPr 4-OMe 303 CO Q25-HCI
H H CI OPr 4-OMe  3-Q3 CO  Q26-HCI
4 4 Ol OPr 4-0Me 3-03 CO Q27
H H Cl OPr 40Me 3-Q3 CO Q8
4 H H C! OPr 4-OMe  3-Q3 CO  Q29+2HCI
H H H C! OPr 4-0Me 3-Q3 CO  Q33-HCl
H H H CI OPr 4.-0Me  3-Q3 CO . @34-HCI
H H H CI ©Pr 4.0Me 3-Q3 Co Q10
H H H Cl OPr 4.0Me  3-Q3 CO  QI7+HC!
H H H ClI OPr 4:0Me 3-Q5 CO  QI9-HC!
H H H Cl OPr 4-0Me 3-Q5 CO  QI0-HCI
Y4 H H Cl OPr 4.0Me  3-Q3 CO  Q21-HCI
4 H H C OPr 40Me 3-05 CO  Q23-2HCI
H H H CI OPr 4-OMe 3-Q5 CO  Q24-2HC!
H H H ClI OPr 4-OMe 3-Q5 CC  Q23-HC!
H H H ClI OPr 4O0Me 3-Q5 CO  Qz26-HCI
H H H C  0Pr 40Me 3-Q5 CO Q27
H H H Cl OPr 40Me  3-Q5 CO Q28
H H H C OiPr 4-OMe  3-Q5 CO  Q29+2HCI
H H H CI OPr 4.0Me 3-Q3 CO  Q33-HCI
H H H Cl OPr 4.0Me  3-Q53 CO  Q34-HQ
H H H ClI ©OPr 4-OMe  3-Q7 co Qlo

— 35 —



No. R! R? R} X Y! Y2 -0-A- B NR*R3
563 H H H ClI OPr 4-OMe  3-Q7 CO  QI7-HC!
564 H H H Cl O0Pr 4.0Me  3-Q3 CO  Ql9-HCl
565 H H H Cl O'Pr 4-OMe 3-Q7 CO  Q20+HCI
566 H H H Cl OPr 4-OMe 3-Q7 CO  Q2!-HCI
s67 H H H Cl OWPr 4-OMe 3-Q7 CO  Q23-2HCI
568 H H H ClI  OQ'Pr 4.0Me  3-Q7 CO  Q24-2HCI
569 H H H Cl OPr 4-OMe 3-Q7 CO  QI5+HCI
570 H H H Cl OPr 4-0Me 3-Q7 CO  Q26-HCI
571 H H H CI  OPr 4-OMe  3-Q7 cCo Q27

572 H H H CCI ‘OiPr 4-OMe  3-Q7 cCo Q28

579 H H H ClI OPr 4.0Me 3-Q7 CO  Q29-2HCI
57¢ H H H Cl 0'Pr 4-OMe 3-Q7 CO  Q33-HCI
575 H H 'H €l OPr 4-OMe  3-Q7 CO  Q34-HCI
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¥ % R',R?,R*,RORSREGK YL YA fE R L.

REﬁ&%ﬁ?ﬁ%ﬂiﬁh%%%sﬂw—ﬁiﬂﬁﬁi)
FRRAT M o GEERETREL FRTEY LA
WD%%%ﬁ&%%fﬂﬁﬁmmﬁﬂﬁ%%ﬁﬁﬂ%ﬁm%%
R (I—c) ff 7 W BREEST £ T %

%W%iﬁ%ﬁﬂTﬁ%ﬁE%#ﬁ%ﬁ%&%%%f%g
G, ERARAE RERFE FRAZF CER TR B
ﬁ:%%ﬁNﬂﬁﬁﬁﬁﬁﬁﬁﬁﬁémwﬁéﬁhﬂﬁ%%ﬁﬁ
wDﬁﬁwKWﬁﬁﬁﬁ%ﬁ#%i%%%fﬁgﬂ%ﬁ#ﬁﬁﬁ
AHERREFH,



EEJ%#@ﬁ}b(ﬂ)ﬂ&*ii#ﬁ%ﬁﬁm&i&ﬁiE\ZE‘T,E
ZR A REIRLRATHEESRE. EXRBAT . TEREAE
M » gAE AR, REEERNRAERRAWES, EHFEER
#, f.’irTE&ﬁﬁ-ﬂﬁqﬂ%Tﬁﬂ ﬂﬁYmETTﬁEE#Jm

200°C Z 18, Lﬁﬁﬁ#& 50—150'C 3¢ M K #E 4T .

R R (4)
@]
Rl
\N X R3 _R4
0 hal—A—-B—N
| \
N-CH / /\>/ RS
L <_\Y2
(VII] (VIII)
0
Ri\ R4

R!,R*,R*,R%, R, X,Y', Y%, A,B f hal 92 XL B L.
ERAWOERT —REsHRVIDFFRHLEH T EHR

VIDF 7 aRmEEUHEEM DA RACEHOTE.
HFE—AE AXTEADRRE HRH, RRE, KRD

B ERAN RAENELANRNE RZCERE—n—FK

ZEHHIH.



ERFREENEANAMEEN(PAR, FRZLAFRE-Z
E2FR).REE AN WFRE N N-_FXFHRE NN-—_F
E7BE . BEARGrPRALE), KA KU AR GRS,
AYTEAOC—BRAMEANE—BEENREBE.
B R R (5)

0
RI\N X Ilzlo
I R? O~A=CH -hal
N f ) :
N N-CHd é
Yl 2 —— Y2
{IX )
R4
H-N ( VI) | Q ;
5 R X 4
R N 3 R R
- i | R’ o A —CH- N
Y ON- CH-</ 2 R®
y! R? Y
(1-d)

£ R',R%,RY,RGRGRY, X, Y, Y2, AL hal 8% X B LR £ —4

R FHCRE.

EEAGYEAT —RAEATAHIETENRWH T ETHEHNENR

AT 58X VDRRHBRALSHEEUFE®E

hABHN Sz —HEMA (DR FTHETERNF .
TUSEREAWPHRRAEEAGF A #ITZEN,
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B AR (6)

EFfRE—-NMCk, 5 RHRERGRYR,X,YL, YE,ALB
fo hal 89 X R L,

BRXGRAT - REXZBANEHR DA THLEHZ—
HEMRAI—e)i7I R BREAEF WL WS S MR A R —hal
HEARERFETERREUMERZANLEHF R 22—/ C-,
EEHLEMHT E,

BETHANEAENBNAUAZFEFRBEAFANBEEREEN, U
MEAXEXLBAFNREBERN Un—C R, XEFENRANFF
WHANER., #$ETER UELAYANL B LML, 0—TH
B, _RAREREENENR URTRFNE R,



EFRARE SRALMHTA—78E 0CZANLBF, T
ERESERERUTAEA—1IS~70CZHALERE.

B R A7)
0 R4
Ry | X o A-B- N
|
N« R hal-CH-(
Yl
(XI) XII)
0
ﬁ Rf R4
— o A=-B- N

#£¥ R',R%:,R%RYRS, X, Y, Y2,A LB hal 8% 3L £.
RERRAT —#HEES— A - —NHR* ZF oy % 44
AXDFFHICH) —REREEHAXIDF FHERGTEY
ERFETEANSE - REALANBSHXOFREL St
TR EGTERARG)F R AN,
AEAMEMRADFRHICH) — AWK TN HT ALt
AEFRTUR TR A ET B IR KA R, %
AR, ENEEIRBR BN BE HER, AR BE, %
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AARKEERZXGORTR.

ELRGEAEAWNEET RRANLAHHSESH 0.1
~99,5%,bL% 0.5—95U H &,

ATUNEALHHNEHESARALAHHE LM mAL
THEFRALLY,

FREAHANGEEANEANE T, THRLVNLANE
LTS GELE LN

o RAR R EEA AR SHETHAEES L8, W
R AN RE R AR AR AR, LR, #
A E VYIS IR FLL S FE LT TS R 2 0 -F
AREEREEL SAASERARR L B2 ANARI AT,
FRBES SR MR X NAR A R LRSS Xy
AR

A AL AL BEA B RN RS TEAA, L8,
RAE. A%, 1.3 T B RL_HZXNEAEAARAL
BRI R A LS, R REA LA AL A REA
LR AN ER G R AL TR L RN R TR AT
EALENAL, FEAEESARENLY REFRATRER
EXRBZ X B’J‘%‘ Mt £ K F BB, benzalkonium chloside B
BBz %005 R

A, THARL B, $EHEAMTF RS RS2,

EHALANEEF A

SR A7 (B b, 0 S0 ), 80 0 5 26 0 K AR

P, B S (IR H b, S A, 8 R S0 R
) —pERAALE, ERELAEM ALPATRETF XL
REHLHN, £ HEZEARLR T £, 4E“NMR”
“MS”4 5l R R“BRE SR TR, RS HEL%H NMR ¥



AREGFRE.
% 11 9y MS % E R BB R sy
HHHl 1
N—=EBE—3— 82— FRETE

CH

| 0
i
@‘CHzo-CNHCHQG OMe

% 150g - B E—4—-FEEXFE, 03 g AR, R
ﬁ%%ﬁﬁwmZﬁﬁl%%ﬂmﬁﬁw%%%ﬁﬁ#ﬂm%@ﬁ-
30 S 4b, K EAHE 40C. KRB WAI3. 2 EELM. E0LER
o\ 180g Bt i A & (Raney alloy). REReH /. RETED
# A 100ml Z #f 200ml AhE SHFRAPAAEL PIASS.
%iﬁ%%J&&E%éﬂTﬁmww%ﬁﬁgﬁyﬁ#ﬁ%%
L. HREEREMARBREEPH XA 1-2. 7R LHEE
. Fﬂ#ﬁtﬂ#ﬂt%ﬁm%ﬁm&?ﬁME#m5{:7}%3&4%&, #”
)%ﬁ%%m.%ﬁﬁﬁ%&aﬂ¢iﬁﬁdé%igiﬁ%%%,
AERRBE.

NMRS: 7.34(s,5H), 6.79(s,3H}, 5.78(s,1H), 5-12(br. s,2H),

4.25(8,2H), 3.84(s,38).
MS(m/z): 287(M%), 196, 152, 137, 91(100%).

P2
i~ TERE—3—BE-4—FREFK



OH

Me (I.'I)
Me—-‘—OC-NHCHz OMe
Me

# 150g 3—FHE—4— BELEF PE,I1g AR 8% FRERK,
sooml Z B 1300ml A A B R A WD BBL PRER LK
EAHE 40C. KE WA g EEMH, FERBBE N 30—-50CT
T& ¥ A 150g % & 4 4 (Raney alloy). BeE A s — B, B
F#& 43 B 150ml ZEF 150ml KEdk, AHARATRE FEL
HTUAERPREEpH X0 &, RE . BEPmALL TE.FE
1/ e e E, E%RTH 215 RR-—i—TE. HEREHY
ﬁ;Hﬁ@ﬁﬁﬁﬁ%%%ﬁ%%ﬁﬂ%%ﬂi%%&%%ﬁe%
L ETER. Fﬁ%ﬁ%%ﬂ%ﬁﬁ%ﬁ%ﬁt(&&aﬁ:Eri=1=5),
/8 128 FRULAH HERD.

NMRS: 6.54-6.85(m,3E), 6.14-6.47 (bs,1E), 4.92-5,34(m,1H),
4.09(4,28), 3.25(s,3H). 1.44(s,9H).

MS(m/z): 153(M*-100) 137(100%).

% Hf 3
N—SEEYE—3—LRAEBEFRE—4- B EFE

OCH,CO,Et

0
1]
O—CHzo-CNHCHz’Q—OMc
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#20gN— X AP E 33— LX4-—FRETHE,17.43g R T
BZK,14.43g B BEH 200ml 2- THARNEAUE LI HE
R . BBAMAHEERE . KE . REXNYD . REXEAER. B
SRR EREY A AFREAPERALHAXRERRERENERRE L
KB TR RE . ATBH. . FRREYE LR /n—-OTES
%, 17.83g LR LEeH,. HEERK.

NMRS: 7.33(s,5H), 6.85(s,3E), 5.12(s,28), 4.63(5,2H)},
4.26(d,2H), 4.25(g,2E), 3.84(s,3E), 1.26(t,3K).

MS(m/z): 373(M%), 282, 239(100%), 210, 164, 136, 9l.

LV I TSR
N—% BB E—3- LAEREFAL 41— FRESK.

NMRS: 7.25-7.55(m,5H), 6.72-7.06(m,3H), 5.14(s,2E), W.71"

4.52(m,10H), 1.90-2.80(m,48), 1.24(t,3E).

N—¥g8d—3—HERERAE—FEEFE,
S 4
N—¥$5X-3—RFEE—FREFK,

OCH,CO,H

0
I
| @—CHZOCNHCHEO OMe

% 23.56gN— ¥ EB L —3— L REBEFRE 44— FEETE,
7.29g EF AL H,300ml BB 30ml KEXKHREHE 0CHHL



B, pALBEREEE REETEN. AFERE 40w AR
s g HE LR BRRAY RARER RABAE R LEH IR
EERARBRATR. ETEH. FRRENELR/n—ChtE
w5 482155 LRALAH. K EERHK,

NMRS: 7.34(s,58), 6,84(s,3H), 5.13(s,3B), 4.62(s,2H),

4.25(d,28), 3.83(s,3H).
MS(m/z): 345(M*), 254, 210(100%), S1.

LR F RS EUTRES.
N—X§32-3—4EFALE+—FRETE.
N—t43t—3—4EREE - FREFEK.
b8l 5
N—X§5 23— Q3 FAFRE) - FREFXRE

0

o P

0
1
| @—CH;O-CNHCH;—{} OMe

o N— S E—3-LE4—FPREFK 20ml ZF &
EEERE, L g BERE. R L g RABLANREYE COCH ML
K. BEEXFBEHNE ULBRIEBBREEREGT. KA UKKREK
BRFNPELRAEAREFANTNE RERAXXRREAT

B.ORE EFEH.E2.6g LEHMEY M ERD.
NMRS: 7.32(s,5B), 6.81(s,3H), 5.0-5.5(m,3H), 3.9~

4.6(m,7E), 3.8(s,3H).
MS(m/z): 343(M%), 252,208,19(100%).
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% Bl 6
N—SfBE—3—U—FERE-1-FBOBEFRE——-F
fEXK
Yam\
OCH,CON  N-Me

0 N/

H

g N—TEBE—3-BEFER - FRETEK 1 67¢
Z LR 40ml mEH LA YR RRAKAH . FRNATRPE
F 10ml W% B 1. 7% EEH LB R ZELMLANEKE,
MERFEE WAL T 10ml BERET 81 65¢ FERE.FREH
Bt a s BERE REESRE. AARE T PAK,
uﬁﬁ%ﬁﬁ%%,umﬁﬁﬁﬁ&ﬁm%ﬁ%%ﬁﬂﬁ#ﬂ%m
REATHR. RE. ETER. REMELBLE/LE/—CETF
§4& 8,8 353 tRLed B RERE.

NMRS: 7.25(s,5H), 6.78(s,3H), 5.03(s/3H), 4.62(s,28),
4.23(4,28), 3.78(s,3E), 3.40-3.72(m,4H), 2.11-2.60(m,7H)

MS(m/z): 427 (M*y, 292, 235, 141, 91(100%).

MR F REEUTES.

NeSBE—3—[4—G-HEFH)—kE—1-EIHEFR |
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%—4—-?%%%?&

mS(m/2): 504(M7). 92{100%)

XA -3 U—FERE-I-X)—HEFEE—V-FE
5 R

NMRS: 7.15-7.43(m,10H), 6.7-6.92(m,3H), 4.85-5.24(m,3H),

Wz

4.62(s,2H), 4.22(d,2H), 3.4-3.96(m,9H), 2.25-2.7(m,48).

N—¥4$E—3—4—U—EFE)—KE-1-FBEFE
L-4-FHREFR
"NMRJ 6.60-7.50(m,12H), 5,0-5.5(m,3H) ., 4.62(s .28},

4,22(4,28) 3.22-3.95(m,9H), 2.2-2.7(m,48) .

N— B E—3—[e— G- kK FE) K% —1—EIRER
SE—4-FREFE

MS(m/z): 532(M"), 92(100%).

N—S s E—3—U—FERE- - BOBEREE 41— FAE
3
NMRS: 7.0~7.40(m,l0E), 6.60-6.50(m,3H), 5.50-5.51(m,3H),
3.22-4.37(m,138), 2.0-2.68(m,BH}.

N—¥54¥5E-3—U—FERE—1-L)EETRERE—4—
FREXEK



NMRS: 7.0-7.35(m,10H}, 6.60-6.80(m,38) 5.0-5.50(m,3H),

3 20-4.32(m,13H), 1.1-2.48(m,12H).

S fl T
N—¥g#HE—3-[4—U—RF2—KE-1-F) %
EFREA]4—FREFHE

N NCHf{i::>»-F

B2 4g N—E B E-3—QI-FEFRE) - FREFTE,
30ml Z®#0 1. 4¢ A—E X AR EER N EAUERPRERIR.
LRLMAHEYRERERERERAURTHE. 45$Qﬁiﬁiﬁﬁ
Eﬁ%ﬁﬁtﬂiﬁiﬁtﬁﬁé#ﬁﬂitzkﬁﬁltiﬁ:Fﬁi HKE REETERN. UK
téﬁﬁftﬁﬁﬁﬁﬁm(aﬁar BE®=19.1),% 2. 6g J:Ji’fJCA
1 o

NMRB: 6.75"7-42(“1,12H); 5-0-5-5(mf3H)p 4-26(d12H)] 3-82—
4.10(m,2H), 3.77(s,3E), 3,20-3.60(m,3H), 2.20-
2.85(m,10H).

MS{m/z): 537(M*), 207(100%), 103.

HAERFA#HEUTLES.
N—t48Ex—3—[4—Q—-FhFRE)—KF—1—F}-8—
EEFEXE 41— FPHEEFE



\MRS. 7.03-8.12(m,11H), 6.60-6.87(m,3H); 5.30-5.70(m,1H),

5.05(s,28), 3.22-4.37(m,11E), 2.22-2.80(m,10H).

N——%ﬁ'ﬁ%—B—[M—(4—5&5-‘?%)—%%—-1—%}“B-%:E
FaE]—4—FEEFHE

NMRB: 6-45"7-41(“‘,125), 5!40_6-78(mflﬂ)] 5-04(5;2H), .

3.50-4.38(m,11E), 3.30(s,2E), 2.10-2.80(m,8H).

% ) 8
- (- FERF-1-BREFRE— - FRETE

VAR
OCH,CO-N  N-Me
N/

NHQCHZ OMe

# 3. 26gN— £ R B E—3—U—FERE-1-FOREFRE
- EEESR.0.5g SUEHT Tml LHEARNEEHRE
60C, EEEE T HE 6 N EEYBTHRELK . REZLHRE
ETRM.E2.45g LR AM A REESRY.

NMRS: 6.B8(s,3H), 4.74(s,2H), 3.50-4.10(m,9E), 2.297

2.58(m,7E), 1.65(s,2E).

MS(m/z): 293(M*), 152, 299, 70(100%).

UHEBFRX#HEUTRED.
3—[4— (G- EEFE)—RE—1—XIBEFRE—F
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FEFE
MS(m/z): 370(M*), 92(100%).

3—(U—FERE-1—F)—FEFEE—FREXE

MS(m/z): 369(MT), S1(100%).
34—~ REH) KR 1- R EFRL—«—FHL
¥ K

MS(m/z): 3B7(M*), 109(100%).

3—[4—(3—trg HF X)) -~k FE -1 - BKEFRE——F
£ETK

MS(m/z): 398(MT), 92(100%).

I—U4—FERF-1-FEEARE—-FREFEK
MS(m/z): 321(M%), 99(100%).

S~ U—FERE-1-POEEFRRE(—FEEXE
MS(m/z): 397(M"), 91(100%).

34— U—RFP)—RE-1-H) - 1-RKK-2-FEH
E]-4-FREFEK
MS4m/z): 401(M%), 109(100%).



I—U—FERF— 1 —EOREREE - FHEEXR

MS(m/z ): 425(M%), 91(100%).

FEXEH 1

A= 5—[B3—U—FERE— - BB EFEE —1—F g
AEFEHE]—3(2H) — it vk B

“SCON  N-Me

H I Cl
Wﬁ[ 0 coN
N~ Ne-ch, OMe

1l 16g3—U—FERE-1—Z)BLFEE—4—BEES
B,0.5g 4,5— — B —3(2H)— % %W ,0. 46g = B, 10ml Z B f
0ml KARHBRLYHEB P ADAIR. REATFAH, GR G4
FRNEREAER., UATHRELH., HEA U AFH AL
WRBERREFALKREN TR, RE EFEA. UBKHEEF
RUFARBRED HEEG/LRTEL R, 0.61g LR Ay, 3
SR X
NMRJ: 12.66(br. s,1H), 7.44(8,18), 6.78(s,3H),
5.43(t,1H), 4.68(s,2H), 4.3%(4,2H), 3.77(s,3E), 3.30-
3.75(m,4H), 2.0-2.60(m,7H).

MS(m/z): 421 (M%), 3B6, 140, 99, 70(100%).



H A 9
A—F—5—G—BEFALE4—-FEEFEE)-3CH)—%
% ¥

0

H. . Cl O/\COZH
o

|
N ‘\\_/\NH_CHZ OMC

#0.3g4—F—5—[3—(4—FERF-1-FOREFREL—F
FEEEE]-3CQH)~%%W.2 0g EALHF, 10ml ZEF 2ml K
RN BABENREAL R UER AR PP IREE LR
EREEFEN HEGHEPAK URGHRES D REAU
KR AR AR AEFATARRE TR, 5 . 2TEA,
% 212mg t XA, h o EER.

MS(m/z ), 281(MF-CHCO.E), 246, 209, 159, 143(300%), 116.

¥ & RP 2

4~ —5—[3-GUEEFEELREFRAE) -~ FRE
¥EE]-3CCH)— 2 %W
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. |
H. J\(Cl o/\comcm@
o =N

|
N*l/”\NH-CH,~<::§f-owm |

% 200mg 4—F—5—[3—REFRE—4—FREFEE]-3
(2H)— % %W ,65mg = ZJF 10mI N,N— Z B £ F BB E K oy %
AL KAE,FwA88mg R TE. EHBE THRAHH
MR, REMA140mg 3— B FEE. BRANEXETHHE
A%, REBEETFEHN ARG S AKX UAGRHRREESY.
BRAUAPUPEARAERAAAREARBRRTR.LE K
FEH. UEREEFMELESY AN . RG/FB=9/)%
120mg L &4, H BEBR.

.45~
NMRO : B.BS-B.SS(m,ZH), 7.81-8.33(m,1E), 7.72(s,1H), 7

3H), 6.40-6.80(m,lH), 4.31-4.62(m,6E)

2.60(m,2H), 6.88(S;

3.75(s,3E).

MS({m/z): 429(M*), 394, 298, 137, 121, 107, 92(100%).

[ #) 10
N-—¥fHEX-3-GCG-4FA4E)4—FEEFK
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O/A\”/A\Cl

@—CH:OZCI\"HCHZQ OMe

R 20gN—FEHEE3-BE 41— FREFH. 443 BB
#,16. 44g REAT KM 200ml - TRAR Y RAHBE PR B 5%
16/NBf . BREWAHFEX R .KE REXINY BEAERM. U
EREED ENEUATNREARNABERALEFE T A5
BRETHR. RE ATHEN REE_LB/n—CRETELRAY
W% 23.19 TR EY. HEE &K,

Nﬁna; 7.21(s,58), 6.71(s,3H), 5.04(s,3H), 4.20(4,28),
4.02(t,2H), 3.75(s,3E), 3.67(t,2E), 1.94-2.47(m,2H).

MS(m/z): 363(M*), 316, 273(100%), 228, 152, 137, 125, 81l.

UHERFAFEUTLES.

N-—%ﬁﬁg-—s-(z—-ﬁ;ﬁ%)—‘i— FEREFEK

N—FEHE 33— Q- EEELER) 1~ FEEXR

% b 11

N-FfEE-3-3—U—FRERE—I-Z)FEL]—4
—FEEFE



O/“\V/A\N’ \

NCHO
i

%23 1g N— ¥ E B E—3-G—RARAB)—+—FAETE,

8. 7g N— B B vk %, 13. 16g %K K& ,0. 95¢ {4 F 300ml N,N

C-EEEBREANBRAYE SOCHE 16N, HREHAH

EHE. RE. R END RERERE, WA HRAEY AN

Bl AU ELAABRARSEERARRA TR RE.ETH
# .48 30. 67g LR AW N REEBRA.

NMRS: 7.97(s,lE), 7-32(s,5H), 6.81(s,3H), 5.36(brt,1H),

5.11(s,2H), 4.26(d,2H), . 02(k,2H), 3.81(s 3H), 3.12-

3.66(m,4E), 1.78-2.78(m,8H).
MS(M/z):‘44l(M+), 383, 306, 155(100%), 128¢ 91.

AR F A EUThEH.
N—XEBE—3— G- LEEEFEE) - FREFEK
 ON-EBE-3-[2—U—FRRE-1-H)TEE]-4-
PREFE
N-%43E—3—[2—d-—U—EFE)—KkE—1-F)—C
£E] - FRAYE
N—SEBEE—3—[2—(4—GU—REHB)—KE—1-%)-1
£E]-4—FEEFE - - |
N-%4£8f-3-[3—G—FE%RE-1-H)-ARE]4



- FREFR
N—¥§hEx—3—-[3—U—FEkE—1-E)—-FHRE]—4
—BEEEFTHK
Bl 12
—[(3—(4—FRERE—1-2)—FEE]— 41— FEETE

30 4g N—FEHE-3-DB-U—FERE-1-F)FAL
E]—4—FEREFK.3 1g5% HLHEF 00ml LELERNEEY
EOOC,EERATHHEI Mo, REER KEREXTHRE. B
17.99¢ A L4 . AREEFKA,

NMRS: 8.03(s,1H), 6.86(s,3H), 4.11(t,2E), 3.84(s,3H),
3.25-3.71(m,4H), 2.30—2.82(m,4H):.1-82‘2-30(mr4H)-

MS(m/z): 307(M*), 292, 246, 171, 155, 125, 99(100%).

UERFAHEUATHES.
3—C—ZLEEF LR - FREFK
3—(B—Z7ZEEETEE | —+—FHREFE
32— FERF 1B LEAE] - FREFERF
3—[2-{4—U—RFE)—h%E—1—£) AR —4—FHR
¥ R

-— 0 -



3—[2—{4—U4—HBFX)—RE-1-FIZHRFE]+—FHE
*E

3—[3—-(U—FEREFE-1-FORER]4—FEEFEK

3—[3—U—FRRE—1—F)FEE]—FEREFE

ALK 3

4B —5—[3—(3—U—FRERF1-BOFTRE) -
ERFRERE]-3CH) 2L EH LS4 No. 50)

s a o

#11.58g3—[3—U—FRERE—1I-—B)FRE]—4—F4A
¥R, 5.0g4,5— K —3CH)—%%M®.4. 6 ZTHK,50mIn—
FEA 50ml AE AN RASHHEE PR E R 14 REXTER,
ABRSHEPARREAEE, WEFHBASH. AL UAP
WP AR RER AR AR AREBTE. RE . ETEM, J2
BEEWALF ARG .6 20g tRLAH AERKEEES.,

' NMR&: 12.49(br. s,lH), 8.06(s,18), 7.65(s,1E),

NCHO

6-88(5!35), 5-37(tle)f 4.51(6;2H)r 4-08(tr2H)]
3.87(5]33), 3.19"3.74(1‘[1,43), 2.30-2.84(!!\,613), 1076”

2.30(m,2E}.

FEXES 4
4—F—-5—[3—(3—(4—ZEEE—1-F)FEE)—+—FH



X EXT-3QH) —% %N

o"‘\f’“‘N NEt
N/
NH- CHn OM

Ba—F—5—[3—B3—U—FPBERE-1-B)OFEE)—¢—
FEFEE]-3CH —%%W,0. 628 L£EAF,ml ZEF 7ml K
URMBREHEBIRER S SAR. KEMA 032 HBER
570mg AKX LK. REWE OCEEH L NN . BEEETERN AR
EHriAK, UEGHRELY. REAUAFHEPELH AL
MAEFFALKFERETHR. RE ETEHN, UERSEEN L4
BEREW.HF0.50g LR A4, FRIFEEREK,

NMRS: 7.65(s,l1H), 6.89(s,3E), 5.4;(collapsed{ 1H),
4.50(8,2H), 4.08(t,2H), 3.87(s,3H), 1.73=3.10(m,148),

1.08(%,3H).
MS(m/g): 435(M+), 365, 343, 206, 127(100%), 95.

AR AH & UTHES,
4—R—5—[3-(3—U—U—-EBFX)%RE—-1-R)FE£E)—
- PREFAE]-3CH) -2 AN

MS(M/e): S515(M*), 109(100%).

HELZKH S

-_12 -



2~ E 44— -5-[3—2—U—U—FFE)— kg —1—
B)— AR - FEEXEL]-3CH) — % %R

o N NCH F
E[\N Cl O/\/ \ , 2
A
NH-CH, OMe

¥ 500mg 4— K —5—[3— (2= U—(4—REH)—hE—1—
E)LEE) - PREFLE]-3CH)—%%W,130mg A 7,
¥0,190mg BB HF 10ml 2~ TRAKHELWHEPAB 7 5 4
B, BEANY REREETBHN, EFBRIHP A, AL
HRESH., BRAUAFUFEAHKEAE A AL AR RS
TR BE ZTEHN. FARTYURBRERY S0 (EM 4. 6.6
[CB=19/1).% 429mg LR U &4, H X E HANEH

NMR&Q'7.47(5,1H), 7.00-7.31(m,4H), 6.88(s,3H),
5.20(t,1E), 4.46(&,2E), 4.14(t,2H), 4.12(q,2H);

3.85(s,3H), 3.47(s,2H), 2.73(t,2H), 2.21-3.05(m,10H),

1.32(t,3H).
MS(my : 574(M+), 493, 273, 221, 192(100%), 164, 111, 8¢.

HHELEHA 13
1-RZRE—4—-Q—FHEPE)—RE

-~ 73 —



s
N NCHA(D
-~
c/\f\ ;NN

O

4% 600mg N—ab k& F £KEH 20ml F 1 E ok 03 4
Z—60C, i 10 445 B [ 1 2 o F 0 i 330mg LHEF Sml T
SEEARNBABH., HHRAWE—COCHEHE 1 B, FmA
10ml K. %% R4 A ¥ B TR # 20 24 AEF B W B R B R H#
UEAT R, HAEURREXBEAAKF AL ARBRA TR, &

E REXTEH,% 750mg LR A4, 0 wRY.
NMRS: 7.32-8.20(m,6H), 4.01(s,2H), 3.20-3.90(m,68), 2.30-

2.74(m,4H).
MS(m/z): 143(M'-160)
A B F A # & UTHEH.
1— L BE—4—U—EFE %K%

MS(m/z): 286(M%), 125(100%).

1~ 7B —4—[1—-U—BFE)—2-FERHFRLE K
%

NMRS: 6.66-7.40(m,BH), 5.44(s,2EB), 3.95(s,2H).,
3.74(s,28) ., 3,04-3.60(m,4H), 2.24-2.66{(m,4H) .

1- R LBE—4—FERE

MS(mz) : 252(M%), $1(100%).



1—f LBk —4—FXKE

MS(m/z) : 251(M*), 91(100%).

1— R IR E—4— - TEEREEEFE) %%

MS(m/z): 368(M*), 150(100%).

L 14

N—t—THEEHE-3-[4—C-shEFREEE) —1 -2 8
EFEEL-FBEEFE

Yoo
O 1 \.1f
: ek
'BuOC-NHCH, O OMe

B 660mg t— TEXEHE-3—LE—(—FHEETELRH, 10ml
T EETRE,510mg HEEF T50mg 1 - K LB —4— Q—dokE
FE-RRLBR N RANLEB D EBOCH AR, BREXEY,
REREEALR B AU EG R, 10 3% M ULSK IR 49 A8 o o o 3
NEREENT(ZRLE:-FE=10.)8LE 1.0 WL EF BT
e By,

.



NMRG : 7.32-8.03(m,6H), 6.63-6.93(m, 3H), 5.15-5.50(m,lH),

4-64(s,28), 4.16(d,2H), 3.38-3.93(m,98), 2.30-2.73(m,45),

1.43(s,9H).

MS(m/z): 520 (M*), 144(100%).

UATEIF R #4 T o4,
Not— TEBE—3-[4—U—EEB)RF— -2 )5 x s
fE— - FERLE

MS(m/z): 503(M*), 125(100%).

N—t—TEHEE-3—[4—{1—-4—FEE)—2— FRAXKF%
%E}—"ﬁ:"#fl—ﬁjﬁﬁ?ﬁi—rt— FREFER

NMR§ 6.10-7.35(m,1lH), 5.45(s,2E), 4.80-5.17(m,1H),
4.10(s,2H), 4.15(8,2H), 3.76(s,3H), 3.70(s,12H), 3.26-

3.65{m,4H}), 2.27-2.65(m,4E).

Nt~ THREE—3—U—F BB — - )P LT —4
—FEEXE
MS(m/z): 468 (M*), 91(100%).

Net—TEBE - — TR E LS ERE—1— )
BEFEE——EEELE

MS(m/zy: 585(M*), 150(100s).



Z P 15
STt L TF OB T SNE 3L 1L ¢ i

£EFK
0
=
A 00
N NCHy—x
— " N

H::_NCHQ \ / OMC

#13gt—THRERE—3-[4— (2~ EHREFE)—kE—1—
EIBEPERE——FEESTRE . Uml 465 2. 8 ZRILBAER
WREWEXNETHE 1R, HERREA T A 50m] §. 4 50ml
O.SNWHR. REREZRELSY. UNEELHKBERE S A E
PHE 12 A UEGHR. FNEURBSABAAE AR L AL R
TR, RE . REETFEH. & 850mg LXfth a4, ks,

NMR&: 7.39-8.20(m,6H), 6.72-7.0(m,3H), 4.7(s,2H), 3.40-
€.00(m,11E), 2.32-2.70(m,4E), 2.05(br. s,2H).

MS(m/z):  420(M*), 143(100%).

PR FAHE U T4,

3-[4—(4-—&%%)—%#—1-—&]&& FEEX—4—BHER
XK

MS(m/z): 403(M*), 125(100%)



3—[3—{4—4—EBEXE)—KE—1-F) 22— FEAR
E]—4—FEETE
MS(m/z): 429(M*), 109(100%).

I (4-FERE-1-D)BEFEE4—FRETE

MS(m/z): 368(M*), 91(100%).

s—[4—{1— 4—BEZ)—2—FFARLEFE)—K%F—~1-
Rl-$EFEE4—FPHREFE

MS(m/z): 517(M%),.109(100%).

#ELHEY 6
4—F—5- [3—(4—QC—FHEPE)—KE—1-£)—%KE
FE L - FEEFEARE]-6—CHEE-3CH)—% %M

] 0 . O\)JO — N |
~ v
T TN NCH =N AN
N \__/ ,
X" NHCH, OMe
B

Me

# 2.4g 3—[4— QSR EFR)RE—1—F ) REFRE-
- FREFRE, g4, 5— K —6—-LRE-3(HI-%%EH,
580mg = Z.J,10ml HEM 1oml XEAHEAHEHREH T ER
HE.BEREEFN. UG RRBEY. ANE UKRSAERR



RFERFEAEEHTE. rER g EREEFEN(TRLE:
BE=6.1 E44 . FH=12:1), KELE-_IBPER.HE L5 L
RRAM. HEERE.

NMRS: 7.40-8.28(m,6H);, 6.72-7.05(m,3H);, 4.62-5.40(m,5H),
3.48-4.50{m,11E)., 5.32-2.70{m,4H), 1.31(t,3H).

MS(m/z): 592(M%), 143(100%).

L%l 16
1—EBE—4—U—REFE)—KE

/N
OHC-N NCH;-@’NHz
./

¥ 9g —FEE—4— A—HEF K%, 180ml FER 14
6g KA EALR AR B RA Y EAE TR, ERPEERPAL
6g WMEAM. %ﬁﬁA%EOCﬁﬁSOé}#EE#m‘Fﬁ#SOﬁ
s, BREELZREK, ®A 200ml % EREREE WA U
28% B E AR T E pHI0. KT, B LEEREIRAH. BRK
b4 fo B AL S ACE R K R R AR B TR, KRE.REELE
. BE-_lHEZ & 8. 0g t#kfeM, HEERE,

NMRS: 7.82(s,1H). 6.97(d,2E), 6.47(4d,28B), 3.01-
3.91(m,BH), 2.11-2.48(m,4H) .

MS(m/z): 263 (M), 218(100%).



A 17
1—EBE—4—U—t—TEEEEEFTE)—%%E

OHC=-N NCH, NHCO,'Bu
—/

Bagl—FPHE—4—EXFEKE 50ml FEP 4 8 HE -
i—TEEAEGLA DM EE S M., RERERNA, UERE
BG4 ZEH (LB LE . FE=0.DFA_LBEZE,. %55 1g
tReHm.HhEEREK.

NMRS: 7.87(s,1H). 6.97-7.42(m,5H), 3.15-3.65(m,6H), 2.15-

2.57(m,4H), 1.45 s,9H).

MS(m/z): 319(M ), 106(100%).

F % 18
1—(4—t—TEEEEEFEOIRE

H-N NCH;@N’HCO:‘BU
./

¥igl—FHRE—MAG—TAKEEEFEIRELET 50ml F
BE. MR EmAE LSy ERAHET 10ml K PHRMABH.E



S0CIIRAH S A, REKERERKE ARGk, HIEU
BHEAAEREEARALAARRTR. K RERLER. U
kSR (G FE=5 DIACLRESE.B 3.2
LRk b, AEBEER.

NMRS : - .0-7.7(m,58), 3.38(s,2H) 2.60-3.12(m,48), 1.307
2.60(m,5H), 1.50(s,28).

MS(m/z): 291 (M*), 206, 106(100%) .

HEERAT
4—&-—5—[3—-(4—(4—5&%%)%%—1*%)%%H’Jﬁ%—ﬁ,
_EEEEaL]-6-RFAE3CH) %KW

N7 Cl O\/LL NCHz—O' H,
NHCH.,O'

Nm

B 1. 6g s [4— (- EFE)RFE—1—EHEEFRE—4F
£EFK,770mg 45—~ F—6—REAE-SCQH) %8,
460mg = ¥ k0 20ml FRARNBLHPARBEER 2R, BRE
LB, UEFHERG N AR URREAER LRI R LA
REMTE. KRB EEEH. MEREEFALREN(LRLE.
EB =01 REEG . FE=15.DFA_LBEE. & 1.62 Btk O
ol hEERE.



NMRS: 6.55-7.15(m,7H), 4.45-5.33(m,6E), 3.13-3.88(m,11lH),
2.13-2.58(m,4H), 1.28(d,6H).

MS(m/z): 465(M*-106), 430, 106(100%).

#HEXHS 8
4—F—5—[3—{(4—U—N—BFBREFH2ORE—1—-F)—8
EEELE 41— FREFEEE - 6—REEE-3CH) % %8

O
0

O
Y 2 I5r_\NCH NHCH
| 1 2
N . , ‘ N/
- NHCH, OMe
OYMC

Me

% 400mg 4—F—5—[(3—U—EEFHO)RE—1-X)EETF
FE—4-FEEFEEE]-6—RFRE-BCH)-%EWET
3ml FREBRT, #ZEREY R THHIA. REEE RN,
RE UEBEEVACFTERTH (LG . FE=0.DFA -8
%% ,% 380mg LRUAW. HELRE.

NMRS: 11.75(br. s,1H), 8.2-8.85(m,2H), 6.75-7.62(m,7E),
4.58-5.30(m,6H), 3.77(5,33), 3.20-3.75(m,68), 2.05-
2.60(m,4E), 1.27(d,6H).

MS(m/z): 464(M*-134), 137(100%).

WEZEH O



4—F—5—[3—{4—(4—N—ZBEEFTE)RE—1-F %
FEERE 4 —FEEFEE]-6—RFEREZ3CH)—%%¥

0
0
H Cl — 0
~ ' O
N \)'LN NCH, NHCMe
N~ . __/
NHCH, OMe
™
Me

¥ 400mg 4— B —5—[3—U—EF2)RFE-1-B)HEFEL
B —FEREYEELE]-6—BHEAE-SCH)—%%WAET
400ml # % ¥, A\ 220mg LHE, HAEREFRTHRS 2/
. REEEAR EURGERESY. AIE USRS KER AR
AHELAGEHNTE. RE . BEELER. UERKEENM AL
BRI (EF .- FE=VGDFR_LRE &, % 3d0mg LR &
Mo heeak.

NMRS: 11 84 (br. s,18) ., g.24(br. s,1E), 6.63-7.52(m,8E),

4.52-5.30(m, 68), 3.30-3.92(m,8H), 2.0-2.62(m,7E),

1.25(4,6E).
MS(m/z;: 613 (MY+H), 466.

¥l & Z R 10
4—F—5—[3—{2—U—U—EFE)—-%KFE—-1—-X)—4H
B —4—BEEFEE]-3CH) - EWMEEE (L4 No. 7)



O
H. B . | NCH -
AU O
N
X NH-—CHQ‘O—OMe "ZHCI

#10% EMFPENME D 440mg 4— R —5—[3— {2~ (4—(4—
EFBORFE-1-BOLEE) - FHREFER]-3CH)— %
Wi Sml AT AR TR EA . EEPHEH 223, B ETHE
RREH 2N, HEREAPHN_CRELLE S, B 465mg L ¥
AH, AL H 176—183CHE & B 1X.

MS(m/z): 562 (MT-2HBCe), 482, 238, 223(100%), 203, 125, 91.

Bl & EEA 11

4= B—5—[3—{2—U—U—EFHX)KEN1~-H) 78—
-FREFEE]-SCH)-REREI KL (L4 No. 8)



# 163mg 4—B—5—[3—(2—U—U—RFE)—"%K%E—1—
) - LERE) 44— FEEFEFE]-3CH)—%%W . Bmg EL R
foodml B ARAWRAMEY B TRE K. AREAFTPAZ
LREES R, % 120mg LRASH HBAH178-185CHDE
g 1K

# 4 S H B 12
4—E—5—[3—(2—UU—U—BFE)RE-1-F)LAE—
A—BEEEER]-3CH) —ERHEKE ({LEM No. 9

i el -
NCH, Cl
s ol Ol
-
N
NH"CH2 OMe

H,50.

# 700mg 4— B —5—3—{2— (4— 4—BFFIRE—1— &)



LEE)—4—FEEFEE]-3CH)— % %W ,5ml F8 ,.5ml £4
fo140mg HRERW R BEB I, AERKLER. FE
WREHERHR/CRE RS 800mg EREW. HIEE S 158
—162CH B ERE. |

MS(m/z): 482 (M*-Br-E,S0,), 238, 223(100%), 125

BREULHELIHASESLAPITRI ETELELAL
M El SRR PFRTOLEDES X ARRLN TN
Ryt &bl 5.



= 1

N ,
%I??.J BE (-c) MS(miz) LEHE
1 Solid 424(M*=-HCI), 100(100%) 10
2 Solid 414(M*=HCI), 100(100%) 10
3 193-196 425(M*-HCl), 86(100%) 10
4 170-180  483(M*-2HCI), 91(100%) 10
5 179-186 527(M*-2HCI), 190(100%) 10
6 128-135 527(M*-0Q35), 203(100%) 11
7 176-183 See Example 10 10
g 178-185 See Example 11 11
G 158-162 See Example 12 12
10 159-163 517(M*-2HCI), 125(100%) 10
11 179-184 517(M*-H,504). 125(100%) 12
12 170-173 517(M*-Q35), 125(100%) 11
13 180-187 545(M*-2HCI), 207(100%) 10
) 4 184-188 545(M*-Q35), 109(100%) 11
13 178-185 501(M*-2HCI), 221(100%) 10
16 217-221 501(M*-Q35), 109(100%) 11
17 157-162 573(M*-2HC1), 221(100%) 10
18 62-70 438(M*-HCl), 86(100%) 10
19 78-89 428(M*-HCI), 86(100%) 10
20 156-168 421(M*-2HCI), 113(100%) 10
21 Solid 435(M*-2HCI), 127(100%) 10
22 173-177 541(M*-2HCI), 91(100%) 10
23 175-180 569(M*-2HCI), 91(100%) i0
24 201-205 542(M*-2HCI), 91(100%) 10
5 164167 531(M*+-2HCI), 91(100%) 10
26 Solid 515(M*-2HCI), 109(100%) 10
27 169-172 543(M*-2Q35), 109(100%) 11
28 163-171 557(M*-2Q35), 109(100%) 11
Solid 576(M*-2HCI), 125(100%) 10

30 98-120 565(M*-2HC1), 206(100%). 10
31 143-148 429(M*-HCI), 92(100%) 10
32 170-180 421 (Mt-HCID, 140(100%) 10

- 87 —



wen MS(m/z} T
No. BE (¢ ERHE
33 161-178 465(M*~HCI), 140(100%) 10
34 181-188 542(M*-2HCI), 92(100%) 10
35 182-190  498(M*-2HCI), 134(100%) 10
36 110-116 497(M*-Q36), 91(100%) 11
37 177-180  497(M*~HCI), 91(100%) 10
38 110-122  541(M*-Q36), 91(100%) 11
39 112-124 515(M*-Q36), 109(100%) 11
40 184-187 515(M*-HCI), 109(100%) 10
4] 82~ 86 543(M*-Q36), 234(100%) 1]
42 §8- 91 557(M*-Q35), 522(100%) 11
43 105-112  559(M*-Q36), 109(100%) 11
44 174-178  S59(M*=HCIl), 109(100%) 10
45 165-173 526(M*-HCl), 92(100%) 10
46 162-168 449(M*-HCI), 169(100%) 10
47 136-138 525(M*-HCIl), 91(100%) 10
43 130-133 569(M*-HCI), 91(100%) 10
49 130-135  553(M*-HCI), 91(100%) 10
50 134-135 515(M*-44-Q35), 109(100%) 10
51 133-137 10
52 128-129  529(M*-Q35), 109(100%) 10
53 134-135  531(M*-2Q35), 207(100%) 10
54 175-179  497(M*-2Q35), 91(100%) 10
55 195-196 515(M*=2Q35), 109(100%) 10
56 126-129  5357(M*-Q35), 109(100%) 10
57 142144 543(M*-2Q35), 109(100%) 10
58 121-125  564{M*-2Q35), 109(100%) 10
59 108-110  548(M*-2Q35), 143(100%) 10
60 126-128 646(M*-2Q35), 109(100%) 10
61 113-117 548(M*-Q35), 143(100%) 10
62 98-103 496(M*), 91(100%) 1
63 112-115  482(M*-Q35), 9P100%) 10
64 166-171 5585(M¥-1-@3a5), 109(100%) 10
65 162-163 545(M*-2Q35), 109¢100%) 10

— 88 -



D
%;}:f} t@gs cy MS(m/z) gmw%
66 174=-175 541(M*-Q35), 91(100%) 10
67 104~107 502(M*-Q36), 143(100%) 10
68 108-110  573(M*-Q35), 109(100%) 10
69 98-100 601(M*-Q35), 109(100%) 10
70 184-186  559(M*-2Q35), 105(100%) 10
71 118-119 562(M*-2Q35), 143(100%) 10
72. 130-132  690(M*+1-2Q35), 109(100%) 10
73 106-109 691(M*t+1-Q35), 109(100%) 10
74 §0- 83 540(M*) 6
75 105-108 526(M*-Q35), 91(100%) 10
76 102-103 §73¢(M*=-Q35), 109(100%) 10
77 94— 96 615(M*+1-2Q35), 106(100%) 10
78 §7- 89 465(M*-106), 106(100%) 7
79 118-121 509(M*+1-Q35), 106(100%) 10
§0 121-123 613(M*+1-Q35), 106(100%) 10




EHA 1CEFD

.44 No. 39 10g
1 20g
Vi iy 4g
MRRARES lg
R 0.1g
EREFERST 7%
Bt 42. 1g

RERF R LRESRAHRUASH 2 50mg BUR KL &
R A
R ERA 2(8E)

&% No. 43 10g
R 20g
WeFHEE 10g
HRERE - lg
Bt 41g

RERF 2R LIRELREFKNBEUEZFHS S0mg &
oWk &

wH EER 3B KK

L. a4 No.7 10g

X % 35g

B 1t 45g



SRR ERAS AR E KRR,
CEESTY T 9

ft. 44 No. 25 1. 0g
WA 20g
8 ALk 79g
Bt 100g

UERFERELRESUBBRE N LUHRF,
LEUES 37IE 33 $ 1D

(A)fL &4 No. 37 0.25%
M RFHE 0.10%
A 26.40%

(B)60—40u By 1,2—— 4 NA LGER
1-RERTLENBREHY 73.25%

RELBAGHA), BFBHNERBRAWEN—NERHE
B Wl TREENBERNERES N 2.46—2. 81Kg/em®, LI
5 —# AR RH |

R 42, 38 7 4

I X[ET k%R

1. &4 3 3%

K

HAMAHERAEET 100065 — F % F ® (DMSO, Wako
Junyakw) B8 . WM =% D,(LTD,,Ultrafine) R B2 £ % |
B % (Sigma) B K@ A % %, % % % M (Indomethacin) (Indo,
Sigma) %& F 100% & Z # (Komune Kagaku) . # % £ % (AP,
Sigma), — # 8 4 B (Wako Junyaku) & -F £ @ k¥ . % DMSO f



EtOH YR B4 H AR EF 0.25% v/v i 0. 1% v/v,

FiE 1:1:

#— A 300—450g R B, A B AF . ERBHPLEHE
SR BREVMHE 234X RLHFL. 55K 2mm FFH 4 FF7k
MAR, 5w HANRSEETI7CHALU 95%0,+5%
CO, 4 Hx#A Tyrode EXA L Sml WHEP,F#HEINU 1lg A KR
#%. %8 F — £ % k5% 3% H (Nihon Kohden, TD—112S) fi A R %
iL & X (Yokogawa Hokushin Electric,type 3066)32 5 AL/ 69 #2 5t ,

o i# A Tyrode AAWER P T (mM).

NaCl 137, KCl 2. 7, CaCl, 1. 8, MgCl; 1. 0, NaHCO; 20,
NaH,P¢), 0.32, #&# 11,

AR EBES0—60 04, L ARAK QML ERE. K
RREZE, KARDEBE 2030 44 . WA H R M GuM), BEH#
30245, mALTD,GouM)AREKE. RERZEE, URRFT A
MAEMES Y. X WAAPOMM) UK BARARE MR
B, UF AP G HMBH 100%, BN FCHRRE FLLETR
GR. AMNEFTRESOUALBERNKE (ECso, uM)., AP B A
EhHs., FRIFXRII-1,

— 92 —



FzI-1

BRI S No. ECsowM | B4 &4 No. ECs (1M
4 1.7 36 0.32
5 0.42 39 0.16
7 0.49 43 0.40
13 0.45 47 0.77
15 0.48 48 0.95
17 3.3 49 1.1
22 0.39 | 51 5.1
23 1.3 53 3.1
24 2.0 54 2.4
25 0.47 55 7.3
26 0.75 64 0.32
27 4.0 66 0.18
30 2.6 67 0.17
31 6.9 76 0.69
34 3.8
35 6.6 - B3 178




FiE1-2:

FRAEFE1I-1HEEANMNETE, BEREO—-NLHEH
A LM SR EER LA LRE, HAHE, S W 30—0 44
FALRE AFRAREARRBRE, A5, URRTARAFH
HEGHOREAR, RE. WA 1ImM AP KR EKEF AR
W R, UF A AP RB M B H 100%, AT EHMRET 2L
RTAER. FUETRE SOUR KRS EKF (ECsor pM) ., ¥ F
DMSO SR @E H 0.2v/v%. AP B A L4, ZRAFX
I1-2.



Table [11-2

TesLCNo:pound ECqgqy (UM) Tcs-t Clﬁgfpound ECp (WM)
16 0.34 66 0.067
24 0.98 67 0.041
26 0.91 69 0.43
16 0.24 71 0.25
39 0.17 73 0.49
43 0.28 74 0.046
47 0.54 753 0.490
48 0.21 76 0.04
51 0.097 77 0.057
54 0.3 78 01014
61 0.31 79 0.041
62 0.05 80 0.039
64 0.061
65 0.36 ARH 37

— 95 —



(2) %% 77 =

W R R &R ENESRS—A NeHTEREXATR
% %

£ RN 1—2 K, % # K 8L (350—4509) WAk (L. v. YE AT O.
125ml B —EA(SF & & ) fz # (Capple Laboratories) £ 3 #
w5 &, # % %A Konzett Rossler 3 (Arch. Exp. Path.
Pharmak. , 195, 71, 1940) W % #1 % £ SRS—A N § WHE K & 2
iﬁ-@‘&%oﬁiﬁﬁﬁﬁﬁﬁEFHZ..E'i(urethane)(l.-Sg/kg)ﬁﬁﬁﬁ
HWHKE Eﬁfﬂ!ﬁﬂﬂﬁ)\%‘fﬁmPﬁ’ﬁ'%ﬂ#‘iﬂﬂ%f%?iﬂ
ZE W E S, B8 — &/ 25 4% R % Shinano, Model SN—
480—7), R E A A EH 4.5ml, EEH 50 K K ko /4, 3t R R
FAIRR, MA—L55EFF L ~ X THEREHEN F#R
% (Nihon kohden’, Model TP — sO2T)MAE MR EHHEML. KER
EURBRATAULIZLAERE. WK AEZE EAZERER
(0. 2mg/kg) 7 o, % B % % & (2mg/kg, 10min), # £ # & (pyril-
amine) (2mg/kg, 6min). f0 2 7 & % L% % (0. lmg/kg, Smin) Xt
B ETHLE, FEENCENHEEA sERBRW2AAHOR
A% PEXAERENHCOOE T A OD=C10—AHET
B EAGWE/ NELAEAI AT RE) X100, ﬁki“’h%%{*ﬁ
% 62+6% (FHMELFRARE n=6), MESDHAHKEH 56,

F -3 ol E & k&R E H 30mg/ke B W L .



=1-3

LA No. mil %

7 59
8 32
25 59
26 36
36 41
37 54
39 63
43 62
47 _ 37
64 26
67 29
74 30
77 65
78 54

80 30




11 4 1t 416

R H-FEARNEARBAEH 2464458

# # Chang % #9 % # (J. Neurochem. , 32, 1653(1979)) # 17
R, BRI AFERRMAF AR S0mM 3% % EF K
(PH7. 5)H A BB ERAWE SCTHR0AH A5, #1
kG AAARARER B RS N BK L WEHE LR
BT A A R 10pM S46 A48 X 94 Hi— R 9 Hl 1. 91H
()= {l—(HENBEER NS4 —ERRE4 D)/ (444 E
R ESE)) X100, £ P A E A TR LA 4N LA e 6°H
—FEER-BAKMEN. EHEE4ERA 10uM triprolisine
EELAWH-FEER-BARMER. ERFTFRIV,

®N
B A No.  qmal % | 58k No. MH o
7 56.1 24 g9.2
8 56.5 25 94.4
17 55.8 26 92.8
22 $6.6 29 93.6
23 92.2 30 90.5

I 47 o/ AR 5k K AR A
ZHAEA R L MRERER
HEMEI ARG (E1.8—2. skg)é@ﬂvbﬂac%mﬁm)\@ﬁ 1/

10 1*5[‘?\9‘3 LEUMMBANERBT. ¥EECQOOXDARLXK



T 54BN EFA LA MAMREPRP), TE, FLQ00Xg)ETH
10 4+ 418 3 {€ i/ 4 & f 3% (PPP), /A PPP #% PRP #% Z 300,
000/mm?; UH TR X, ¥PRPEPPPHELENRF . ATHELR
BymiXEE,at PRP % 0%, PPP ¥ 100%. RE . UHEMERH
HEF 100% 8y = F & TR (DMSO) # 3 1w A\ PRP(DMSO #y4 3%
#0.25%), 37°C,900rpm 5333k 2 54 5, 0 A — R B R F BL3E
FERGER, UHELLEREP 50X HEREAN S ot 493K E (ICs0: M)
REFHDNG AR PRERER. BRA ADP WAXH R XK
B &% R 8 % Nk F (5—10uM). i NBS HEMA TRACER 601 i#
fToARERME., ERITEV,

£z V

BRI S No. 1Cso M) | & il{L&% No. IC5o (uM)
4 5.2 25 5.1
5 4. 1 36 1.6
6 3.9 38 1.2
7 5.4 39 1.4
8 5.5 43 2.2
13 2.9 47 5.7
14 3.5 48 4.0
15 4.5 51 1.1
16 5.2 64 0.39
22 2.1 67 0.4
23 4.6




TR

HUALERTRL . XRXALSDRAR RS AXET KEE,. T
ABERPROMFERESE, KRR AT FEO R HRA
HREHNFEFR FULENTRAEIATER SRERRX,. TR
# 50 H 5% (hey fever ) S A L H &M, A ] 4 x ¥ X # spinal an-
thritis 4 X WEMF, LR OREES HH6k 0KF, fo 55
nmRERAGHEoETEAY.
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