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(1)
R; CF,

84443

-29.

%% S B A X CF; R, B
1 | #&(IR,2R;15,28) | N-CH;, H 6 |2-F 3-Cl| HCI
2 | #&(1R,2R;15,2S) | N-CH; H 2 4-CF; HCl
3 | &(OR2R;1S,2S) | N-CH; | H 2 6-CF; HCl
4 | &(R2R;18,2S) | N-CH; | H 2 5-Cl HCl
5 | #&(IR,2R;15,2S) | N-CH; H 2 4-F -
6 | #(1R,2R;18,2S) | N-CH; | H 2 5-CF; -
7 | #&(R,2R;15,25) | N-CH;, H 2 3-Cl HCl
8 | #&(IR2R;1S,2S) | N-CH; | H 4 2,6-Cl, HCl
9 | #(IR2R;15,2S) | N-CH; | H 4 2-Cl HCl
10 | #&(IR2R;18,28) | N-CH; | H 4 3-Cl HCI
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&% bR 3 A X CF, R, ]
11 | &(IR,2R;18,2S) | N-CH; | H 3 4-F HCI
12 | #(1R,2R;1S,2S) | N-CH; H 3 H HCl
13 | #(IR2R;1S,28) | N-CH; | H 5 2-Cl HCl
14 (18,29) N-CH; | H 5 2-Cl HCI
15 (1R,2R) N-CH; | H 5 2-Cl HCI
16 | #(IR,2R;18,2S) | N-CH; | H 3 5-CF; HCI
17 | &%(IR,2R;1S,28) | N-CH; | H 3 2-Cl HCI
18 (18,25) N-CH; | H 3 2-Cl HCI
19 (1R,2R) N-CH; | H 3 2-Cl HCI
20 | #(1R,2R;1S,2S) | N-CH; H 3 4-Cl HCI
21 | #(IR,2R;18,28) | N-CH; | H 5 | 2-F 3-Cl -
22 | #(IR,2R;18,2S) | N-CH; | H 5 2-F -
23 | #&(IR2R;1S,2S) | N-CH; | H 5 |2-OCH;, | HCI

4-CgHj
24 | &R(IR2R;1S,2S) | N-CH; | H 5 3-Cl, HCI
4-NH,
25 (1R,2R) N-CH; | H 5 3-Cl, HCI
4-NH,
26 | #&(1R,2R;18,28) | N-CH; |2-CH;| 3 2-Cl HCI
27 | #(IR2R;1S,2S) | N-CH; | H 3 2,6-Cl, HCl
28 (18,28) N-CH; | H 3 2,6-Cl, | HCI
29 | #%(1R2R;1S,2S) | N-CH; | 4-F 3 2-Cl HCI

84443 -30-
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84443

-31-

C AR 2|t A X CF; | R, ]
30 (18,2S) N-CH; 4-F 3 | 2-Cl | HCI
31 (1S,28) N-CH; 4-Cl 3 | 2-Cl | HCI
32 (1S,28) N-CH;  [4-C(CH;)»| 3 | 2-Cl | tfa
33 | &(1R,2R;18,25)| N-CH,CH; H 3 | 2-Cl | HCI
34 (1S,28) N-CH;, 4-CH; | 3 | 2-Cl | HCI
35 | 8 (1R,2R;18,28) N-CH; H 2 | 4Cl | HCl
36 | #(1R,2R;18,285) NH H 3 | 2-Cl | HCI
37 (1S,28) NH H 3 | 2-Cl | HCI
38 (1IR,2R) NH H 3 | 2-Cl | HCI
39 | &(1R,2R;15,25) N-CH,CH(CH;),] H 3 2-Cl | HCl
40 (1S,28)  |N-CH,CH(CH,;),) H 3 | 2-Cl | HCI
41 | & (1R,2R;15,2S)| N-(CH,),CH; H 3 2-Cl | HCI
42 (1S,28) N-(CH,),CH; H 3 | 2-Cl | HCI
43 (1S,28) N-CH,cC3H; H 3 | 2-Cl | HCI
44 | & (1R,2R;18,285) N-CH; H 3 | 2-CH; | HCI
45 (1S,28) N-CH(CH), H 3 | 2-Cl | HCI
46 (1S,28) N-(CH,);CH; H 3 | 2-Cl | HCI
47 (18,28) N-CH,C=CH H 3 | 2-Cl | HCI
48 (18,28) N-CH,C¢H; H 3 | 2-Cl | HCI
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84443

-32-

% T EEAL & A X |CF| R, | B
i

49 (18,2S)  |N-CH,[3,4-(OCH;),C¢Hs]| H 3 |2Cl| -
50 |#(1R,2R;18S,2S) N-CH; H 5 |2-CH;| HCl
51 |#(1R,2R;18,28S) N-(CH,);CF; H 3 | 2-Cl | HCI
52 (18,29) N-(CH,),CH; H 3 |2-CH;| HCI
53 |#(1R,2R;18S,2S) N-(CH,),CH; 4-F | 3 |[2-CH;| HCI
54 |3 (1R,2R;18S,28) N-(CH,),CH; 4-F | 3 |2-Cl| HCI
55 |#(1R,2R;18,25) N-(CH,),CHj 4-Cl | 3 | 2-Cl| HCI
56 |#(1R,2R;18,2S) N-(CH,),CH; 4-C1 | 3 |2-CHs| HCl
57 (18,28) N-CH; H 3 |2-CH;| HCI
58 (18,28) N-(CH,),CHj 4-F | 3 |2-Cl| HCI
59 |#(1R,2R;18,28),  N-CH,CH=CH, H 3 | 2-Cl | HCI
60 (18,2S) N-CH,CH=CH, H 3 | 2-Cl | HCI
61 (18,29) NH H 3 [2-CHs5| HCI
62 (18,28) NH H 6 | 2-F, | HCI

3-Cl

63 (18,28) NH H 5 | 2-Cl | HCI
64 |#£(1R,2R;18S,29) NH H 2 |4-CF,;| HCI
65 |#(1R,2R;18,29) NH H 3 | H | HCl
66 |#(1R,2R;18S,2S) NH H 3 | 2-F | HCI
67 |#(1R,2R;18S,2S) NH H 3 |5-CF;| HCI
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E30 oAl A X |CF| R | B
68 #(1R,2R;18,25) NH H 2 |5-CF;| HCI
69 #(1R,2R;18S,28) N*(O)CH; H 3 | 2-Cl | HCI
70 #(1R,2R;18,25) N*(0")CH, H 3 | 2-Cl | HCI
71 (18,2S) N'(CH;), H 3 | 2-Cl | HCI

oM FOIR - ZEaBMHeEHBEHRY
a4 FT05H | RKBEMEYWEHBREZIEY
%2

%% 15 25(°C) 135

1 >270 -

2 152-154 )

3 >285 -

4 275-276 ]

5 51-52 ]

6 169 -

7 228-229 -

8 287-288 -

9 84-86 ]

10 187-191 -

11 237.5-238.5 -

12 174-176 ]

13 229-231 -

84443

-33.
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84443

%3k 15 25(°C) o’
14 95-100 +67.7 (c=0.26; CH;0H)
15 95-100 -66.5 (c=0.275; CH;0H)
16 200-201.5 -
17 215-216 -
18 230-232 +70.7 (c=0.825; CH;OH)
19 243-248 -74.26 (c=0.715; CH,OH)
20 225-227 -
21 150-151 -
22 196-197 -
23 153-154 -
24 270-272 ]
25 175-185 +18.4 (¢=0.091; CH,OH)
26 277-279 -
27 297-300 -
28 260-262 +50.53 (c=0.56; CH;OH)
29 109-111 -
30 236-238 +50.23 (c=0.325; CH;OH)
31 238-240
32 95-97
33 230-232 ;
34 222-224 +70.9 (¢=0.573; CH;0H)
35 258-259 -
36 234-235 ]

-34-
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B 1 2:(°C) 33
37 223-225 +80.7 (¢=0.5; CH;0H)
38 217-219 -74.2 (¢=0.51; CH;OH)
39 158-160 -
40 80-82 +67.3 (c=0.854; CH;0H)
41 124-126 -
42 210-212 +80.7 (c=0.896; CH;OH)
43 200-202 +71.7 (¢=0.882; CH;0H)
44 259-260 -
45 256-258 +18.1 (c=1; CH;0H)
46 200-202 +79.7 (c=0.798; CH;0H)
47 79-81 -
48 216-218 +66.4 (c=1; CH;0H)
49 132
50 256-257
51 162-164
52 101-103 +57.9 (c=0.87; CH;0H)
53 234-236
54 110-112
55 199-201
56 94-96
57 141-143 +56.3 (¢=0.59; CH50H)
58 224-226 +74.90 (c=0.66; CH;0H)
59 138-140
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%% 15 25(C) A3

60 104-106 +78.5 (c=0.57; CH;OH)
61 214-216 +54.8 (c=0.2; CH;OH)
62 135-137 +86.3 (c=0.5; CH;OH)
63 194-196 +61.5 (c=0.5; CH;OH)
64 149-151

65 199-201

66 221-223

67 167-169

68 255-257

69 126-128

70 100-102

71 121-123
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Compound of general formula (I) .
X
A
HN.__0
(I)

R; cr, .
w
in which A represents either a group of formula N-R; in .

which R; represents a hydrogen atom, an alkyl group, a
cycloalkyl group, a phenylalkyl group, an alkenyl group
or an alkynyl group, or a group of formula N'(07)R; in
which R; is as defined above,

or alternatively a group of formula N*(R')R; in which R’
represents an alkyl group and R; is as defined above, X
represents a hydrogen atom or one or more substituents
chosen from halogen atoms and trifluoromethyl, alkyl
and alkoxy groups, R; represents a hydrogen atom, one or .
more substituents chosen from halogen atoms and
trifluoromethyl, alkyl and alkoxy groups, amino groups

of formula NR3Rs; in which R; and R; each represent a

hydrogen atom or an alkyl group, or form with the | '

nitrogen atom carrying them a pyrrolidine, piperidine

or morpholine ring, or an optionally substituted phenyl

group.

Application in therapy.
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