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I4b€>#1 %4 |n |R® R® EELE E
No. No.
32 |Bla|l |H 14+ =F & [-1H- % -5-% | H0 (1:2)
33 |Bla|1l |H |14-=F# -5[-COOCH- |HCI(L:3)
1H- ket 2%
34 |Bla|l |H 2- % Semperd
35 |Bla|l |CH, |2-me#s
36 |Bla|1 TE | 2mpop st
37 |Bla|1 |H 2ok HCI (1:2); %35 >160°C
38 |Bla|1 |CH; |2-mss
39 |Bla|2 |H 2-mpor & HCI (1:3); H,0 (1:2)
40 |Blb|2 |H 2- oz £
41 |BIb|3 |H 2oz HBr (1:3)
42 |Blalo |- 2-ER K |
43 |Bla|l |H |2-#=& HCI (1:3); H,0 (1:1)
44 |Bla|1l |H |[356-=F% 2-patsk
45 |Bla|l |H 3-[C;Hs-0-(CH,),-O]- HCI (1:3); H,O (1:3)
6- PR 2-oqpop sk v
46 |Bla|1 |H 3 R D A HCI (1:3); H,0 (1:2)
47 |Bla|1 |[H 3. BA 2oz ik
48 |Bla|1 |H 35 AR 2wk HCI (1:3); H,O (1:1)
49 |Bla|1 |H 3- AA 60 FA [2- ek | HCI(1:3): B0 (1:3)
50 |Bla|1 |H |3 #&k -6tk HCI (1:2); H,O (1:1)
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B BERHE (D

Lbf‘#h gzl n |R R® B2

s1 |Bla|1 |H |3 FRE-6 74 2-%%A |HC(1:3); H0 (12)

52 |Bla|1 |H |3-F&& 6 T4 2%z

53 |Bla|1 |H |3- 7% |2-%ws

3 |B2b|1 |H |3-0H4,5-(-CH,-OH),-2-%= 4| HCI (1:3); H,0 (1:2)

54 |Bla|1l |H |3-%%%

55 |B3 |1 |H | 1,54CHs);1H-w% 2- 2%

56 |Bla|1 |H |46 =F% 2t

57 |Bla|l1 |H 4 F 2wt

58 [Bla|l |H |4 P& 2-%%4

50 |Bla|1 |H |4 F& -1H4 o= 5% | HCI(1:3); KO (1:1)

60 |Bla|1 |H |4qm=s HCI (1:3); H;0 (1:1)

61 |Bla|l |H |4-wm=zi

62 |Bla|1l |H |4p#=s

63 [Bla|1 |H |54 & -l ¥4 -1H-
Toskek 2-8

64 |Bla|1l |H |5 %& 2% HCI (1:1)

65 |Bla|1 H 5- FA -2-mbef &

66 |Bla|1 |H |6-(CHyO-CH)-2-%s# | HCI(1:2); H,O (1:3)

67 (Bla|l |H 6-( fFRA 2wk -

68 |Bla|1l |H |6-[-CON(CH;))-2- oz

69 |Bla|1 |H |6 # -2 wgs HCI (1:2)

70 |Bla|1 |H |61 i -2-w%zs

71 |Bla|1l |H |6 £ -2-®=% HCI (1:2)

72 |Bla|1l |H |6-HOOC-2- weozs

73 |Bla|1 |CH; |6-:# F& . 2-mag | HCI(1:3); 1,0 (1:1)

74 |Bla|l1 |H 6 FEE 2k

1 |Blal1 |H |6 78 2w4s

75 |Bla|1 |CH, |6 P& 1-2-opepst

2 |B2a|1 |H |6 F4& I3-[-O(CH,),-OH]- | HCI(1:3); H,0 (1:2)
2-apr

76 |Bla[1 |H |6-F% -3-[-O-(CHy)- HCI (1:4); H,0 (1:1)
N(CHy),]-2- %24
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Ion:‘ _No.
7 |B6 |1 |H 6-(-COOC,Hs)-2- o2& |
*) 2 S
3//T'/Rb
I
X
1N)
5
Rc N a,
—< T
.H—Mﬁ~>——N N l
\-(CHZ)n N /
feety | | D a R R® R° LR EE o
No. No.
78 |Bla|l1 |CH |H H CH, -
4 |B3 |2 |cH |H H H -
10181 6|1 |cu | |H  |cHazs |-
308 |Bib|1 |N 3-0H | 6-CH; | H -
%3 > |
\ C
N R
3 4 R?
N N
H—N a—t | ffzw
\N =
1 7
fetdh | Rl | a R? R® R® 32 $4E
No. No.
82 |B4 | CH, 5-OCH, 6-OCH, | H
83 | Blb| NH 5-Cl 6-Cl CH, | HBr(1:3)
& 84 | Blb|NH 5-CH, 6-CH; | CH; | HBr(1:3)
ff'; 85 | Blb|NH 4-Cl H CH, | HBr(1:3)
4o 86 | Blb|NH 7-Cl H CH, | HBr(1:3); H,O (1:1)
?,} 87 |Blb|NH 6-NO, H CH; | HBr (1:3); H,O (1:1)
% 88 | Blb| NH 7-CH, H CH; | HBr(1:3)
B 89 |Blb|NH 5-NO, H CH; | HBr(1:3); H,O (1:1)
J; 90 | BIb|NH 7-CH, H CH,
f\' 91 | Blb|NH 4-CH, H CH, | HBr(1:3)
¥ 92 | Blb| NH 4-CH, H CH,
it
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A7
B7
2 BFRRHA (D)
itadn | el | a R? R’ R° 38 $ 4%
No. No.
93 [ BI1b|NH 5-CF; H CH;,
94 |Blb|NH 6-CF; H CH;,
95 |B1b|NH 6-Cl H CH;
96 |B1b|NH 5-Cl H CH;
5 |B4 |NH 6-{-COOC,Hs) | H CH;
497 |B4 |NH 6-(-COOC,Hs) | H CH; | HCI (1:3); H,O (1:1)
98 |B4 |NH 6-(-CH,-OH) |H CH; | HCI (1:3); H,O (1:2)
99 [B4 |NH 6-(-CH,-OH) | H CH;
100 [ Bla | CH[N(CH,),] | H H CH; | HCI (1:4); H,0 (1:1)
*)4
|
6 5 N
L—}\IT_X:t ) N
D
N
ity | F# | * | L B S
No. “No.
101 | B4 |4 |3-xfimezk HCI (1:4); H,0 (1:2)
102 | B4 H
18 |Bl4 |4 -(CHZ)CZ;{NH-SHO B2 146°C
103 | B7 4 H,C 3o—g——NHy—CHZ—
CH,
104 | B16 |4 sz—zcuz— HCI (1:4); H,O (1:2); s 226°C
105 | B16 |4 | -CH,-C(CHs),-NH, HCI (1:3); H,0 (1:2); s 195°C
& 106 | B16 |4 |-CH,-CH(CH,OH)- NH, HCI (1:4); H,0 (1:2); %2 200°C
ﬁ 23 |B19 |4 |-CH(C,Hs)-CH,-NH, $35112°C
;; 107 | B19 |4 | -CH(CHs)-CH(CsHs)-NH, (A); 135 106°C
% 108 | B19 |4 | -CH(CgHs)-CH(CsHs)-NH, (B); % 98°C
% 109 [ B19 |4 |2-m#xEe ik ®x 116°C
A 110 |B19 |4 |-CH( %7# )-CHyNH, 50 168°C
] 111 | B19 |4 | -CH[C(CHs);]-CH,-NH, 3 133°C
z 112 | B19 |4 |-CH[CH,-N(CH,),]-CH,-NH, wx 112°C
1’; 113 | B19 |4 | sCH,-CH(NHp-¥% %X 128°C
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-118-

et | & | * | L LEE S
No. | No.
114 | B19 |4 -CH[CHZ-(I-f:ﬁ.ﬂbtfzJ%)] -CH,-NH, |HCI (1:4); 53 203°C
115 | B19 |4 |-CH,CH(:#®#% - )-NH, H,0 (1:2); %1 84°C
24 | B20 |4 | -CHyCHICH(CHy):}-NH, 552 115°C
116 | B20 |4 |-CH,-CH(CH,)-NH, H,0 (1:1)
117 | B20 |4 | -CH(CH,)-CH(CH,)-NH, (B); = 114°C
118 | B20 |4 |-CH,-CH(C,H;s)-NH, s 140°C
119 | B20 |4 | -CHp-CH(cycloCeH,,)-NH, e 134°C
120 | B20 |4 | -CH(CH,)-CH(CH,)-NH, | (A); HCI (1:4); H,O (1:4);
ez 214°C
121 | B20 |4 |-CH,-CH(NH,)-CH,-CH(CH;),  |#x 124°C
10122 | B20 |4 | -CH,-CH(NH,)-(CHy),-CH; sp 142°C
123 | B20 |4 |-CH,-CH(NHp)-(CH),-CH(CHs), |3 152°C
124 | B20 |4 | -CH,-CH(NH,)-(CH,),-CH, mx 146°C
125 | B20 |4 | -CH,-CH(NHy)-(CHy),-CH; sz 136°C
126 | B20 |4 | -CH,-CH(NH,)-(CHp)y-% % sz 136°C
127 | B20 |4 | -CH,-CH(NH,)-CH,-C(CH), HCI (1:4); H;0 (1:1); #% 244°C
128 | B20 |4 |-CHyCH(NH)-CH(CH;)(CHy)  [(A); HyO (L:1); 55 80°C
15129 | B20 |4 | -CH,-CH(NH,-CH(CH:)(C;Hs)  |(B);%m. 90°C
130 | B20 |4 | -CH,-CH(NH,)-(CH,),- x 100°C
4- waEA )
131 | Bla |4 |-CHyCH(NH,)-(4-% Stk &) HCI (1:5); HyO (1:1); s 269°C
31 |B27a |4 | -(CHps-NH, : 5535 94°C
132 | B27a | 4 | -CH(CHa)-CH,-NH, sm. 142°C
133 | B27a | 3 | <(CHy),-NH, H,0 (1:1); g3 90°C
134 | B16 |4 | -(CHy):-NH, HCI (1:4); H,0 (1:1); 55 >250°C
20308 | B7 |4 | -(CHy)»NCHy), ;
327 | B7 |4 | (CH,),-N(CH)), HCI (1:4); H,0 (1:3); %3 180°C
X = i e A A B
(ma? hBEz IR
25 (B)HEHREHZIBEHEDY
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Rb
2 N l \/\]5
H2N~CH2—CH2—NO-'HN<\N T
1
| %% [(n [a |R® R® R® T
No. No.
135 |Bla |1 |CH | 6-[-COOCH(CH,),] | H H
136 |Bla |1 |CH | 6-[-COOC,H;] H H
137 |B16 |1 |CH | 6-CH,0H H H _
138 [B16 |1 |CH | 6-CH, 5-Cl 6-Cl | HCI (1:4); H,0O (1:1)
139 [B16 |1 |N |3-CH, H H |HCI1:3); K0 (1:1)
20 |B16 |1 |N |e6-CH, H H |HCI(1:3); H;0 (1:2)
140 [B16 |1 |N |5-CH, H H |HCI(1:4); H,0 (1:2)
141 |B16 |2 |CH |H H H |HCI(1:4); K0 (1:1)
142 |B16 |1 |CH |6-CH, 5-CH;  6-CHy|HCI (1:4); H,O (1:2);
2-AEE  (L:])
143 |B16 |1 |CH |6-CH, 4-Cl H |HCI (1:4); H;O (1:2)
144 |B16 |1 |CH | 6-CH; 7-Cl H |HCI(1:4); K0 (1:2)
145 |B16 |1 | CH | 6-CH, 6NO, |H |HCI(1:4); H0 (1:3)
146 |B16 |1 |CH |6-CH, 6NH, |H |HCI(1:5); H;0 (1:2)
147 | BI16 |1 |CH | 6-CH, 5NO, |H |HCI(1:4); K0 (1:1)
148 |B16 |1 |CH |e6-CH, 5-NH, |H |HCI(1:5); Hy0 (1:1)
149 | B16 |1 |CH |e6-cH, 7-CH, H
151 |B16 |1 |CH |e6-c H H
153 |B16 |1 |CH |6Br H H
” 154 |B16 |1 |cH |6-0H H 'H
f’; 155 |B16 |1 |CH |6-0CH, H H
% 156 | B16 |1 |CH |4-cI H H |HCI(1:4); H,O (1:1)
‘32 157 |B16 |1 |CH |4-0CH, H H |HCI (1:4); H,O (1:2);
A 2-mEE (L1
’é’ 158 |B16 |1 |CH b-CH,OCH, H H [HCI(1:4); H,0 (1:2)
3; 159 | B16 'l [N [5-COOC,H; H H |HCI (1:3); H,O (1:1)
% 160 |B16 |1 |cCH |6-CH, 4-CH, H [HCI(1:4); B0 (1:2)
A 161 | BI6 |1 |cH |6-CH, 6-COOC:H;| H | HCI (1:4); H,0 (1:1)
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184 | Ft5) n |a R? R® R® GBS S
No. No.
162 |B16 |1 |CH |6-CH, 6-CH,OH |H [H,0 (1:1)
163 |B16 |1 | CH | 6-CH;, 5-CFs H [HCI(1:4); H,0 (1:2)
164 |B16 |1 | CH |6-CH, 6-CF; H |HCI (1:4); H,0 (1:1)
5| 165 |B16 |1 | CH |6-CON(CHs) H H |HCI(1:3); H,0 (1:2)
166 | B16 |1 | CH | 6-CH; 5-Cl H |HCI(1:4); H,O (1:2)
2 |B18 |3 |cH |H H H |HCI(1:4); H,0 (1:2)
167 | B27a |1 | CH | 6-CH;, H H
305.|B16 |1 | CH | 6-CH, 5-CH; H |-
306 | B16 |1 | CH | 6-CH, 6-Cl H |HCI(1:4)
10 %6 .
as
RKTIiKifw
AN
R® N
HZN—éH—CHZ— C>—NH<\ D
N
tom | ®W |2 | R R® R® |R' |R° HE
No.. No.
168 | B27a | CHB-OH 5| H H |H -
169 | Bla | CHB-[-O-(CHy),- §-CH; |H H |H HCI (1:5); H,0 (1:2)
IN(CH;)]
152 | B16 |CH H H H CH; [H HCI (1:4); H,0 (1:3)
170 | B20 | CH| 3-NH, H H H |CH(CH,),|HCI (1:4); H,0 (1:3)
171 | B20 | N | 5-CH;, H H H |CH, w3 175°C
172 | B20 | N | 6-CH, H H H |CH, m 126°C
173 | B20 | N | 3-CH, 5-CH; |6-CH;|H |CH; HCI (1:4); H,0 (1:3);
, 53 208°C
174 | B20 | N | 3-CH, 5-CH; | 6-CHs| H |CH(CHa),| = 124°C
175 | B16 |N | H H H CH; |H HCI (1:3)
176 | B16 |N | 3-CH, 5-CH; |6-CH;|H |H HCI (1:4); H;O (1:1);
2- maw (1)
177 | B16 |N | H H H z% |H HCI (1:3); H,0 (1:1)
178 | B16 | N.| 6-CH, H H CH; |H HCI (1:3); H,O (1:1)
179 | B16 | CH| 4-CH, 6-CH; | H H |[H HCI (1:4); H,0 (1:2)
180 | B16 | CH| 6-Cl H H CH, |H HCI (1:3); H;O (1:1)
181 | B16 | CH| 3-OH 6-CH, | H H |H HCI (1:3); H,0 (1:2)
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e g1 |a | R R® R¢ R! |R® 1 PR R T
No. No.
182 | B16 | CH| 3-OCH, 6-CH; | H H H
183 | B16 | CH| 6-CH,0H H H CH; |H HCI (1:4); H,0 (1:1)
184 | B16 | CH| 3-[0-(CHy),- |6-CH; | H H H HCI (1:4); H,0 (1:2)
s OC,H; '
185 | B16 | CH| 3-OCH,CH,CI | 6-CH; | H H H HCl (1:3); H,O (1:2)
186 | B20 | CHl H H H CH, | CH, HCI (1:3); H,0 (1:3);
w2 170°C
187 | B20 | N | 6-CH; H H H |CH(CH,),|HCI (1:3); H,O(1:3);
w2 200°C
10188 B20 | CH H H H CH; |CH(CHa),| s=:233°C
189 | B20 | N | 5-CH;, H H H |[CH(CH,),|#&= 114°C
190 | B20 | CHl H H H H |CH(CH,),| 2 50°C
25 | B21 | CH| 3-Cl 5-CF; |H H H
26 [B22a | CH| 3-OH 6-CH; |H H |CH(CH,),
27 |B23 | CH| 3-O-(CH,),-OH| 6-CH; | H H H HCI (1:3); H,O(1:1)
1/528 | B24 | CH| 4-CH,OH 3-OH |5-CH,OH|H |H HCI (1:1)
192 | B27a | CH] 6-CH; H H CH; |H )
299 | B16 | CH| 3-CN H H |H H s 142°C
300 | B20 | CH| 4-OCH, 3-OCH; | H H [CH(CH,), |HCI (1:4); H,0(1:2);
sz 210°C
301 | B16 | CHB-NH-SO,-2% | 6-Cl H H H s 161°C
20307 | B20 | CH| 5-OCH; | 6-OCH,| H H  [CH(CHs), | CH04 (2:7);
1.2 90°C
4
E 3 7
2\N)6
1 4 R
RY NS A
5
1 HZN——éH-CHZ—N a—3<; | R”
& (CHY), N A6
3R 1 7
% R
% e | T | n|* |a R* [R° R® | R 32 $oif
Bt No. No.
% 193 | B16 | 2|2 |cH, H |H H |H Lo%HE  (1:3);
‘B H,0 (1:2); 52 125°C |
J’; 194 | B22b| 112 | NH Cl |H 6-CH; | CH(CHs),
’ﬁ, 195 | B22bl 1|2 | NH H | 7-CH; 6-CH; | CH(CH,),
& 196 | B16 | 2|2 | NH H |H H H L=HB (27,
ﬁ H,0 (1:2); %85 170°C
Ep
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A7
B7
N 120

B BHEEA ()
feadn | Kl D * | a R* |R° R [R? 32 S8R
No. No.
197 | B16 | 1|2 [N(CHj) H |H H H
198 [B16 | 1|2 |N(CH,-%#% |H |H H H HCI (1:3); H,0 (1:1)
199 | B27a| 0|2 | NH H |H H H HCI (1:4); H,0 (1:2)
| 200 | Bla | 1]|2 | CH, OCH,6-OCH; | H H HCI (1:4); H,0 (1:1);
P 2- mEmE o (L:1)
201 |Bla [ 1|3 |NH H |H 6-Br | H HBr (1:4); H,0 (1:4)
202 | B16 | 1|4 | NH H |H H HCI (1:4); H,0 (1:3)
206 | B22bj 1|2 | NH CH;| H 6-CH; | CH(CHs), | -

X =ateg K B

10 L
%38 B
N .
R—NH—CH—CHy— O’a«jij
N
1ty | b1 L a R CEE R
No. |[No.
203 BL16 | 4--g=zh NH H HCI (1:4); H,0-(1:2)
204 B16 | 2-uEx i NH H HCI (1:3); H,O (1:1)
205 @16 2- oz A NH H
206 B16 | 3-Butk NH H HCI (1:3); H,O (1:1)
207 B16 | 4,6- = F 8.4 NH H HCI (1:4); H,0 (1:3)
- Ak 1 .
208 B16 | 2- Eoxk: NH H HCI (1:4); HyO (1:1)
209 B16 | 6- 7% -2-RE CH[N(CHs))] | H HCI (1:4): H,O (1:2);
) 2- Am®mH (L)
210 B7 |6- ¥4 -2-%®%& | CHIN(CHs;)] | -COOC(CHs)s|
211 [B25a | 2-hR A NH CH;, HCI (1:4); H,0 (1:2);
_ e 224°C
212 [B27a | 2-[C(CH;)3]-6-OH- NH H
4-FRHh
320 B30 | 2-kkE NH H HCI (1:4); H;O (1:1)
319 B27a | 24~ =F 4 -5-*5¢4 | NH H
329 B16 [25-=F4% 4--fag |NH H HCI (1:3); H,0 (1:1)
333 BI6 | 5- P& -3- Befekk | NH H HCI (1:3); H,O (1:1)
317 B27a | 2-0F & -5- ofek ik NH H e 115°C; HyO (1:1)
323 B27a | 4- ke NH H
326 B16 | 5- %% -12,4- «§=ox { NH H HCI (1:3)
3-%
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A7
B7
121
B~ BHARA ()
szbé;ifh L) L a R 32 B
No. |No. -
332 B16 [2-( m¥A )5- |NH H HCI (1:4); H,0 (1:2)
gur
331 B16 |3- P& |5-B3 4 NH H HCI (1:3); H,0 (1:1)
3 324 B16 | 24 —emi )4 | CH H HCI (1:4); H;O (1:1);
dopk mEE  (1:1)
325 [B27a | 2- T& 4-Fah CH, H o
318 [B27a | 2- ¥4 3- %A NH H mn 142°C
312 B25b | 2-wezk NH CH,-CH,0H | 151°C
1316 B30 |2 P& 5.Fus NH H HCI (1:4);H,0(1:1)
*9
RS
a— 4
InR)
4%
a
15 L
| HZN—CHZ_CHZ-—NO’HN"<\N:©
g | * | a R® R’ R B RS
No. | No.
b0 |213|Bl6 |2 [N | CHCH; |[H H HCI (1:4)
214 |B16 |5 [N |H 4-CH, H HCI (1:4); H,0 (1:3)
215 |B16 |5 |N |cH, 4-CH, H HCI (1:4); H,0 (1:2)
216 [B16 |2 |N |CH, 5-COOC,H; |4-CH; |HCI (1:4)
217 |B16 |2 |N |cCH, 5-Cl H HCI (1:4); H,0 (1:2)
218 |B16 |5 |N |[2- @m%  |2-SCH; H HCI (1:4); H,0 (1:1)
25 [219|B16 |5 [N | GH; 2-CH; 4:CH; |HCI (1:4): H,0 (1:2);
, 2 mmE (L)
220 |B16 |5 |N |cCH, 2-CH; 4-CH; |HCI (1:4); H,0 (1:2)
21 |B17 |2 |cH |cH, 5-CH; H H,0 (1:1)
221 |B27a |2 |CH | CH, 5-COOC,H; |H
222 | B27a |2 |CH | CH, 5-COOC,H;s | 4-Br
30 = BREABRBME
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s

P20 P x> 3 H mo 3 e P e o K 1

10

A7
B7
~BBEHHA (1D
%10 7 |
\N R?
Rb Rc
HIL—CHZ—CHZ—N—a b—-NH—<\ j@
et - {a | b R? R® R® POLE T
No. No.
14 |B1l |CH|CH |H COCH; |H ORK); 52126
15-|B1l |CH |CH |H COCH; |H (&%); 2 200
223 |B16 |CH |CH | H H H ( &X); HCI (1:4);
H,0 (1:1); s 210
29 |B25a |CH |N |CH; H H
224 |B25a |CH |N | CH, H CH, HCI (1:5); H,0 (1:3)
* 11
L
(CIHR?’),1
CH; O
H3C—-|——O—-y3—-HN—(CH2)2_NF_>_HN Q D
CH, <CHZ)p
l/(b/a‘#h K5l n |[p [R? L WP
No. | No. 2
25|87 |1 |1 |H |6 f 2wm=x
8 |B7 |1 |1 |H |6Fk 2wuax -
26|87 |1 |2 |H |2-mms -
227|B7 |1 |1 |H |5 %% 2-wats
228 |B7 |1 |1 |CH;|2 ozt
229B7 |1 |2 |H |2-wmas ,
20(B7 |1 |1 ]lH |4 %,_mg IH- ek 5-A
231(B7 |1 |1 |H [3- #x 2wt '
232(B7 |2 |1 |H |2-#=%%
23(B7 |1 |1 |H |14-=%% -1H “+"i 5ok
234|B7 |1 |1 |H |4-gas
235|B7 -|0 |1 |- |2-mxs
236 |B7 |1 |1 |H |6« ;ew,g )2- mho g
237(B7 |1 |1 |H |14+ =% -5(-COOC;Hs)-
1H- ket 2 A
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A
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A7
B7
-~ BEARA (D)
feedpn| ¥ |n |p [R® L HE R
No. No.
238 |B7 |1 |1 |CH|2q%ets
239 |B7 |1 |1 [H. |356 _?%.aww%g
240 |B7 |1 |1 c%‘}%%& o
241|B7° |1 |1 |CH; |64 %‘% -2-%4% i
242|B7 |1 |1 |H &ﬁ?4-$ﬁumﬁ& 2-%
243|B7 |1 |1 |H 4&—?£ 2 i
244|B7 (1 |1 |H |61 # v2-mmg
245|B7 |1 |1 |H |6{-COOCH)2ms
246 [B7 |1 |1 |H 1&—?%-Z%$ﬁ
247|B7 |1 |1 |H 6-?%;% D=
248|B7 |1 |1 |H |4 &'tS-z-w worgk o
249(B7 |1 |1 |H ¢?iﬂuz%¢%
250 | B7 1|1 |H 2@%% _ .
251{B7 |1 |1 |H 4?ﬁ%4;?£1%%¢£
252|B7 |1 |1 |H |6 7”*[3(0C2H40C2H5)-2-%n;g£
253|B7 |1 |1 [CH; |65 %F& 12w
254{B7 |1 |1 |H @,;»a%ﬁé \
9 |B$S |1 |1 |H 201-_?kM%q& Bk 4
@ﬁ% e ‘
255/B8 |1 |1 |H |1« %g )ML#& 2%
256 [B8 |1 |1 |H l&-ﬁ&)Z(SCHﬁIH—%d.-&g
257|B8 |1 |1 |CHy|6 £° 2k g
258 B8 |1 |1 |H [1- 55-24-_?2;; ~1H- #s& 1-5- 2!1: H,0 (1:1)
259|B8 |1 |1 |H [3% 54 6 FE Domn
260 [BS |1 |1 |H |46 =%sso Ex
2611B8 |1 |1 |H |5(-COOCH)-2-%e#%
262|Bs |1 |1 |H |124-27% mu%%lsg.
10 (B9 |1 |1 |H |3--O-CHCH6 F£ Duoporn
263|B9% |1 |1 |H | 6-(-CH,-O-CHy)- 2w )
11 [B% (1 |1 |H |3-[-0-CH:-N(CH,),]-6- ?i-z%ﬁg
12 |Bl0a | 1. |1 |H |6 £ -3-%s%
13 [BIOb |1 |1 |H |3-%4x%
330/B7 |1 |1 |H z?£4?aﬁ£¢%¢%. _
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D P Ol 3 H w2 e 3 o o

A7
B7

I

22N I
I~ EFEARER (129 I
|

I

%k 12 :

I

F l |

I

SN g #* :

CH; O Rl Ne__ AL R® I

i ) : B

HsC O0—C—HN—-C—CHy—N a—2<\ [ .

'az N KG % I

CH3 R 1 7 RC @

. z |

x|

i v & |

ot | x5 |R,R®  [R® |R° a R LY o
No. No. R )
@
264 | B7 |H,H OCH, | 6-OCH; | CH, H % s
265 | B7 |H, H H H N(CH;) |H ga_a 3
266 | B7 | H,H H |H N(CH,-C¢Hy) | H 2
267 | B7 |H,H Cl 6-Cl NH CH, :
268 |B7 |H,H CH, |6-CH, |NH CH; |
260 | B7 |H, H H 4-Cl NH CH, :
270 | B7 |H, H H 7-Cl NH CH, 3T
271 |B7 |B,H H 6-NO, |NH CH, i
272 |B7 |H,H NO, |H NH CH, :
273 |B7 |H, H H 7-CH, |NH CH, . |
274 | B7 |H,H H 4-CH; |NH CH; 1H,0 (1:1) :
275 |B7 |H,.H H 6Tias|NH CH; |
carbonyl Iﬁ

276 |B7 |H,H H p-m7%-|NH CH, ‘
methy] I

277 | B7 |H,H CF, |H NH CH, I
1278 |B7 |H,H H 6-CF; NH CH, :
279 | B7 |H,H H H NH -CO-N(CHs), :
& 280 |B7 |H,H Cl H NH CH, I
16 |BI2|CH,CH, |H |H NH H :
17 |BI3|HH -NH, |H NH CH, :
281 [ B13 | H, H H 6-NH, |NH CH, |
19 | B15 | -CH,0H, H | H H NH u :
- I

I

I

I

|

|

I
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A7
B7
I~ ZSEAEER (129
13 “ 7
_i____ Ra \
N
/~(CH, 2N
L—N (CHy);—(NH)p, \
\—(cHy, Z
5 RP
el o n o|p|a R* |R® |L HhEHH
No. No_‘
6 |BS5 1 2|1|CH |H |H |H
283 | B27a | 1 1/N |H |H |[-(CHy),NH; HCI (1:4), H,0 (1:1);
2- mmm (1)
10 {284 | B27a | 1 1|1{N [H -(CH;)'NH, HCI (1:1)
285 | B27a | 1 0/|2|CH |H [H |-(CH,),-NH, HCI (1:4), H0 (1:1);
. wm 205°C
286 [B4 |1 0|2|CH |H |H |H |
30 [B26 |0 11| CH [CH; | H }CH(CH;)-CH,-NH, |2 85°C
15 % 14
Ra 7
>
N CH,
N
V‘Q
N
{4 T | Ra. L R
No. | No.
288 | B25a |H —NC>—NH—(CH2)2—NH2
/\
280 |B4 |H —N NH
309 [B19 |H -NH-(CH,);-NH, HCI (1:3); H,0 (1:2)
347 | B16 |H -NH-CH(CH;)-(CH,),-NH-(CH,),-NH,  |HCI(1:4);
. 2- AKHE (1)
345 |B19 | H -N(CH3)-(CH,)3-NH-(CH,),-NH, HCI (1:4); H,O (1:1)
346 | B19 | H @?/?V HCI (1:4); H,O (1:1)
—NH NH\/\NH2
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A7
B7
B BRRHA (129
s | ® [Ra | L VL L€ 3
No. No.
341 | B25a | H @H?L HCI (1:3); H,0 (1:1)
—N NH,
s 1313 | B25c | OH | -NHCH,CH(OH)CH,NH,
%15
A
HZN—(CHz)n—CH—CHz— O—NH R?
Rc
| g |2 |n|R* [R® R R' |R 72 S
No. No.
290 | B16 |CH| 0| 3-OH | 6-CH;|7-CH, H |H HCI (1:4);H,0 (1:4)
291 | B22b N | 0| 3-OH | 6-CH;|7-CH; H |CH-(CHy,|-
292 | B22b ICH| 0 | 3-OH | 6-CH3|7-CH; H CH;_ HCI (1:4);H,0 (1:3)‘
293 | B22b ICH| 0 | 3-OH | 6-CH;3|7-CH; H CH-(‘CH3)2 -
195 | B22b ICH| 0 | 6-CHs;| H 7-CH; H CH-(CH,), |-
303 | B28 |ICH| 1| 6-CH3| H 7-CH; H OH H,O (1:1)
304 | B22b ICH| 0 | 6-CH3| H 6-CH; H CH-(CH;), |-
342 | B16 |CH| 0| 3-OH | 6-CH;|5-Cl 7-CHs| H HCI (1:4),
2- AEHB . (1:1)
348 | B16 ICH| 0| 3-OH | 6-CH;3|5-Br 7—CH3‘H HCI (1:4)
351 | B22b [CH| O | 3-OH | 6-CH3|4-CH; H CH-(CHa3), |HCI (1:4);H,0 (1:1)
340 | B16 |CH| 0| 3-OH | 6-CH;|4-CH; H H HCI (1:4);H,0 (1:2)
344 | B16 ICH| 0| 3-OH 6-CH3 4-CH; - « | 6-Cl H' HCI (1:4);H,0 (1:4)
349 | B16 CH| 0| 3-OH | 6-CH;|5-(4- 15(. ‘H H HCI (1:4);H,0 (1:2)
~sE ) |
350 | B16 |[CH| 0| 3-OH 6;CH3 6-(4-.-#.3?-‘7’» H H HCI (1:4);H,0 (1:2)
'Y
355 | B16 CH 0 | 3-OH | 6-CH;|7-CH; H H
356 | B16 |ICH| 0| 3-OH | 6-CH;3|7-CH; H H CsHs04(1:1);HO(1:1
357 | B16 ICH| 0| 3-OH | 6-CH;|7-CH; H- H CsHsO5(1:1);H,0(1:2
353 | B16 H| 0| 3-OH | 6-CH;| 7-CH; H H HCI(1:4);H,0(1:5)
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A7
B7
A~ B HEA (127
* 16
CHz—P
skt
L—N NH \I -—®
Q <1N b/
I o
el %5 |2 |b | R L P MBS
No. | No.
P95 [B22b [CH ICH | 5-C1 |-CH,-CH(NH,)-CH(CH), / N)\Cl
&y
b T H,0 (1:1)
097 [B22b |CH |CH | 5-C1 |-CH,-CH(NH,)-CH(CH3), N) ,
&y
H3C N
P98 [B22b [CHICH|H  |-CH,-CH(NH,)-CH(CH), l'N)\G
Lty
HO.
, ~ HBr (1:3).H,0
310 Blb CH|N |H |H PN | (1:1).CHO (L)
H,C N
302 Bla [CH[CH|S5-Cl |H /N>
b,
321 B27a[N |CH|H  |-CH,-CH,-NH, 24- ZF L -5
gk,
HO
339 B8 [N |CH | 7-CH;|-C(=0)-O-CH,-CH; B
NT CH,
Hj
336 [B9b [CHICH|H  |-C(=0)-0-C(CHj); NGNS
(':H] I P
N CH3
H);N
337 B25a CHICH|H  |-C(=0)-O-CH,-CHj; : S wm 171°C
. -
HO.
352 [B7- [CH [CH | 7-CH;|-(CH,);-NH- S
C(=0)0C(CH)y N o,
HO.
354 [B16 [CH |CH | 7-CH;|-(CH,);-NH-CH=0 S HCI(1:4)
Z
N CH;
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A7
B7
&~ BSEAIRER (O 128)
* 17
L
4
b
2T
R2—N a—b \ J
L/ N /\RC
1 7
5
4'&94% %% [a |b|c |R® R® |R° L LT
No. |No. |~ _ . . o
343 B1b ICH|NH| CH| H 5-Br |7-CH; |3- %% 674" . HBr (1:3)
| 2-wRE
338 Blb ICH|NH| CH|H H [7-CH; [3- @4 6- FA -
-k
10 CH(CHs), T
335 B20 N |NH| CH |—cH,—Cw—NH, |H H 2-vupog ik | v "% 198°C
334 B27a N [NH| CHHCH,),-NH, |[H [H 2- oz H . |mm 186
322 B27a N ICHl N KCH,),-NH, [H |H 2 FHE Soolosp
314 B27b CH|CH{ N CH,),NH, |H |[H 5- FATA ;2’-
L B

15 C.EBEH

EHCl: P RALEO B EEIFTHIRENHEX

(CC50)

i

ZHkEEN)

#2 0 P T O ome B4 H w3 e o 9 3% 7
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20 EikAd CC50(50%4 #a 2t i % Pk B 8 )R 4 1C50(50%4= e

A ABHIIbZ U mokss A X 2t & 540k R B Rt
Sz 1C50 B CCH0- £AF &Kz 96 FLEBMATHE FEAN
180 #4F47 # K (Eagle’ s)A sz £ & - £+ 4 &£ SUFCS(FLU
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- B S ¢ e e 8 5 5

A7
B7

10

15

20

B BHARHA ()

Rl % 0%) A 20mM Hepes &k - Mtk > Ao 40 MABHE X
oG ER (RERXRBRREZ 1.848) 2— 4% =%
WA AEFARFEELUIARFRERARFE I BT H
B-HRABHREL S EBLEMRBAIBRTHELIMBO SH
BR BEABRYOAEAREZEFHBAR Hela afH
R L=HTFTH—HFHm& 100 TCID 50 =& 4 4.6 Ao 88
FE o B S0 WA REBREBAIBEEANESZHT
RA TGO ERNRAERFEEFTHFZIHBRARETI @
FH o3k 2 N 0 Hw Hela mph 2 %%k (4x10° 18 4=
B/ ZEFH)EAMAILT > BAHE 50 #H o EMHN ITCA Hh
Co.ZRATRAR -RE T X U ARESHERAC @
HFHERRFFEEE - AMATEZEIF A 25 st MIT
BR(3-(4, S-= F R Ed-2-%)-2, b-— KA w4 it
W) o BEBKBNITCT 2 1> 2B HREHBPEL -
Acde 100 %A 2-RBEEEF SBER  REBENKREMKR
L 10 nées% > T F SBTLEMR- - k% » 8 ERE
Z E ARG ¥ 2 % & 3 (Multiskan MCC, Flow Laboratories)
EoBR KOG A 690 nmZKE - # 690 nm B4F
ZHEAEBEHN 540 nmn X RAE FIoh o BFETIHSE
— MR -
#F & 1C50 ~ CCH0 & SI #|#HTF % 18 -
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e
A

¥ P S oo B¢ H Omo 3 e XD gl o 9 3

A7
B7
B~ BB (139
* 18
Co. No.| ICso (uM) | CCs0 (uM) SI
290 0.00013 >0.010 >79
292 0.00032 63.85 199526
351 0.00063 50.04 79433
297 0.00251 >099.93 >39811
296 0.00631 19.95 3162
27 0.0126 >100.08 >7943
192 0.0631 63.1 1000
144 0.1259 50.11 398
222 | 05012 | 39.59 79
142 1.2589 40.28 32
145 2.5119 >50.24 >20
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A5
B5

W P XEARER (RRILAAE FREGZEIBAEFRLIH B ()

AERALAMART XD

1
/R

N2
<
HAT#E -N-81tdh - AR B - m& B~ 2B & 5 1L 4 & 3
LEEEMBLELRRFRE (HFETETXRVARE) AE
%2 Mg £ ¥-a'=a’ a’=a'- %A 4 X -CH=CH-CH=CH- ~ -N-
CH-CH=CH- + ~CH=N-CH=CH- + ~CH=CH-N=CH- ~ -CH=CH-CH=N-
ZAR EPLARTFTTAEEERK QA TFTALR

-

R 4
4 R4 ] xl— 1
| R“—N v! X'—
RZ—E—Alk-—X‘—- R?—N—C(=0)—Alk—X'"— \ / \(/C}z):-
(CHy),

(b-1) (b-2) (b-3) (b-4)

S [ N £ N\

\;i CH—x|— gl N—X2— Y CH—X Y N—X
/ /
Ny, Ny, N N

H ¥ Alk & Coe =% 5 V' A X -NR*- & -CH(NR'R*) — — 1§
%5 X AN -S> S(=0)~ S(=0):~ 0~ CH: ~ C(=0) ~ CH(=CHz) ~
CHCOH) ~ CH(CHs) ~ CH(OCHs) ~ CH(SCHs) ~ CH(NR*R™) ~ CH.-NR*
& NR-CHes X* & 3424 ~ CH:~ C(=0) ~ NR' ~ Cis s & -NR' ~
NR-Ciakt Bk, tH2%5; uBh1ED; vAE2H3; B Ak ¥
B (b-3) ~ (b-4) ~ (b-5) ~ (b-6) ~ (b-DAE(b-8)F & AT %
FERE#HR CARANGHELER ARER Com AL

-2 - 89314(JANSEN)

ABGERBEH A T EBEFAZE (CNS) A4 ( 210X2972 % )

(S dm| i 2% 3ot bl e B (N B otessh Bk )
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PR TSR O 3 M o e X e o S B8

AS
B5

v P R AHR (ERHILAE

M RATERARFI BB amELZ 8B F ;6 AEHs
BRCu=—%; RATREZERKZERARE R A
ﬁ‘?%%*%%%%‘ﬁﬁ%%ﬁ‘%z\g%%% Ca-r
BHRER L ZE& NR):BRALTHEEE B —ERA
ARA RS%EL ~FE R G A G tR AR~ XA Cote &
EFECRAL R BE Co A RF A Coatp £ RR
RERR" 53 A &K Cotidk RR"ER® K R°HR" £5
A -(Cl)s-=1& % » A ¥ s B4 K5 A K~ Cati i >

FEEA AR C oA - ComBARCRARE X AAT

FREBRARZER -

( ﬁwm\‘w}%m%%mw N Esk BN )

EXERHE (BP2L4B  Respiratory syncytial virus =&
replication inhibitors |Tf~ B
This invention concemns the use of compounds of formula m TA‘]
Rl
/7

il /\}
Q—<\N:[a P o W
prodrugs, N-oxides, addition salts, quaternary amines metal complexes or
stereochemically isomeric forms thereof wherein -a'=a’-a’=a’- is a radical of formula
-CH=CH-CH=CH-, -N=CH-CH=CH-, -CH=N-CH=CH-, -CH=CH-N=CH-, -CH=CH-
CH=N- wherein each hydrogen atom may optionally be substituted; Q is a radical of

formula
il -
R* R* - Kl l
I R N Yl/>—x e
RZ—I!I—Alk—Xl-—- R*—N—C(=0)—Alk—X'— \W/ Chy),
(CHy),
(b-1) (b-2) (b-3) (b-4)
¥l CHx— yl N—x*— X CH—X'— Y‘/\N—xz—
/
(CHyp), (CHp), _
(b-5) (b-6) (b-7) (b-8)
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wherein Alk is Cj.¢alkanediyl; Y! is a bivalent radical of formula -NR2- or
-CH(NR’R*)-; X' is NR*, S, S(=0), S(=0),, O, CH,, C(=0), CH(=CH,), CH(OH), _
CH(CH;), CH(OCH;), CH(SCH3), CH(NR®R®®), CH,-NR* or NR*-CH,; X? is a direct
bond, CH,, C(=0), NR*, C,_salkyl-NR*, NR*-C;_salkyl; tis 2 to 5; uis 1 to 5; vis 2 or
3; and whereby each hydrogen in Alk and in (b-3), (b-4), (b-5), (b-6), (b-7) and (b-8),
may optionally be replaced by R?; provided that when R? is hydroxy or C,_salkyloxy,
then R? can not replace a hydrogen atom in the o position relative to a nitrogen atom; G
is a direct bond or C;.jpalkanediyl; R' is an optionally substituted monocyclic
heterocycle; R? is hydrogen, formyl, pyrrolidinyl, piperidinyl, homoiperidinyl, Cj.
scycloalkyl or C.jpalkyl substituted with N(R®), and optionally with another
substituent; R is hydrogen, hydroxy, C;ealkyl, C;.salkyloxy, arylC,.¢alkyl or arylC;.
salkyloxy; R*is hydrogen, C;.salkyl or arylC,.¢alkyl; R R*®, R* and R* each
independently are hydrogen or C,_¢alkyl; or R and R, or R*® and R** taken together
from a bivalent radical of formula —(CH,)s- wherein s is 4 or 5; RS is hydrogen, C;.
salkyl, formyl, hydroxyC,.salkyl, C;¢alkylcarbonyl or C,.alkyloxyarbonyl; aryl is
optionally substituted phenyl; for the manufacture of a medicament for the treatment of
viral infections, in particular RSV infections.
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Amended Claims in Chinese — Encl.(II)
5 (BB 93 £ 8 B Y B#EZ)
(Submitted on August %, 2004)
l. — 6 hReFRE2BR2aoY HYZLEeHWAET
KXt4
10 Rl
/
G
\ 1
N IN,2
o~ 1 b oo
N 247
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-CH=CH-CH=CH- (a-1) ;
-N=CH-CH=CH- (a-2) 5 &
-CH=CH-CH=N- (a-5) ;
HEd@l) @)@ EABTEALRETFITRERZET
20 FIEBEHER:BF ~Cre s ~ B~ X ~CF 7 %
T XA B :
Z
HE¥=Z%A=0;
25 QATXAMR :
‘fi gl CH—x— vl N—X
Rz———N—Alk—‘Xl"'— \(C/Hz)v \(CHZ)V
(b-1) (®-5) (b-6)
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