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% 1 (%)

TR | ICsy (M)

39 2.5

40 30

/ 41 9

/ 42 87

43 2.5

/ 44 ¢

/ 45 5

47 36

48 400

49 22

=0 25

51 22

' 52 88

33 600

54 20

55 16

57 180

. 53 280

59 33

&0 28

61 9

62 300

63 . 43

o4 18

65 35

66 170

67 150

68 11

69 ; 600

70 80

71 2,4

72 - 280

73 230

74 600

75 70

76 55
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T 15| SR AR | ICqq (nM)
77 130
78 16
79 0
80 99
81 14
82 6
83 10
84 10
85 20
86 14
a7 7
38 8
89 14
70 24
91 10
92 10
93 13
94 10
95 3
96 5
97 3
98 8
99 3
100 19
101 76
102 35
103 200
1 5
105
106 250
107 56
108 30
109 13
110 2
111 7
112 140
113 150
114 23
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- 115 400
116 450
117 430
113 280
119 52
120 110
121 180
122 80
123 120
124 3
125 12
126 230
127 380
128 98
129 21 h
130 1100 -
131 1000
132 100
133 110
134 36
135 95
136 0
137 5
138 14
139 100
140 55
141 160
142 140
143 ?
144 490~
145 4
146 100
147 10
148 100
149 10
150 46
151 4
152 100
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162 : 13
163 .30
164 19
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169 - 98
170 46
171 200
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173 | 13
174 v &6
175 24
176 35
177 8
178 . 28
179 A 3%
180 150
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182 . 320 ©
183 .96
184 960
185 L. 62
186 - 680
187 96
188 57
189 39
190 87
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"NOVEL PYRAZOLE DERIVATIVES, METHOD OF )
PREPARING THEM AND PHARMACEUTICAL
COMPOSITIONS IN WHICH THEY ARE PRESENT"

HXRAHR (HAZLH -
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A compound of the formula : -

Ry X-CO-R

N (1)
g4 \V6‘

\V4
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“~82' 83’ Ba’ 85" Megell w2 w3’ Wwa' ws’ R wedl M
HAHE BEEREE HMABMET - (Ca-Ca)-t5 % -
(C:-Ca) HE  ZHAFEABE s BEE T2 %R
CRAB W (Cy-Ca) - E
X B EBE R -(CHa) w-N(Ra) -3 » 2 R 2 & &
S(Ca-Cs)-% % - Tix BEX— :
R B
- NRiRz E (KW R RR% B 2 (Ca-Co) BE) :
RBEERRBESEH CaCao) AR B &
(C2-Ca) % (HP BHERBESE (C1-Ca) I ¥ B Iy

AXEAME (RAZILHM -

identical or different and are independently hydrogen,
a chlorine or bromine atom, a (Cj-C3)-alkyl, a (C1-C3)-
alkoxy, a trifluoromethyl or a nitro group and gq 1is
optionally a phenyl group:;
- R4 is hydrogen or a (Cj-Cz)-alkyl:;
- X is either a direct bond or a Qroup -(CHp)x-N(R3)-,
in which Rz is hydrogen or-a (C1-C3)-alkyl and x is
'zero or one; and
- R is )
- a group -NRjR; in which ‘R; and Rp are
independently a (Cj-Cg)-alkyl; an optionally-
substituted non- aromatic (C3-C;s5) carbocyclic

radical ; an amino (C;-C4) alkyl group in which the

H S 2 FOp  H m R T 3

Mit : KELH B (E) ¥:5%4 - vhaly £5%
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)  BRE - (C1-Cs) B E (HPBEEES
Ca-Ca2) + ¥ » X ETZIKRNAWRNSE F -
(Cr-Co)-MBER (C.-Ca)-RABFERRH R 2 WK
) 3 FE(C.-Ca)-S & ZFH — (C.-Cs)-fx & ; =
ERE  BAMNS-ZE3-BEMRBREBER  HREREREZ X
MR RE(Ca-Ca) - % - BERFERRAD : 1 -
EMEFRE: SERRE HBEEERERRMO R
B &~ (Ca-Co) MR #E ~ (C1-Co) W EERK (C.-Cs) -4
%f?@éﬁ%ﬂiﬁﬁﬁ’Eﬁﬁéﬁﬁﬂkﬁﬁﬂﬁ&¥§§%~
(C1-Cs) ¥t % (m-%%ﬁﬁ%%?&%ﬂxﬁ%%é
BREBRAW (C.-Ca)-R.% > RER.ZBEMR->F &

?

POSE W N BT 3 )
4

e

(FEpen

AXBEAHE (BAZLH

amino is optionally disubstituted by a (C;-C3)-
alkyl; a cycloalkyl-(Cj-C3) alkyl in which the
cycloalkyl is C3-C12’ a phenyl which is
unsubstituted or monosubstituted or polysubstituted
by a halogen, by a (Cj-Csg)-alkyl or by a (C;-Cg)-
alkoxy; a phenyl (C;-Cgz)-alkyl; a diphenyl-(C;-C3)-
alkyl; a naphthyl; an anthracenyl; a saturated 59
to 8-membered heterocyclic radical which is
unsubstituted or -substituted by a (C1-C3)- alkyl,
by a hydroxyl or by a benzyl ’group ; a 1-

‘n_na.________ﬁ______

Y N

A

¥ P S op e ¢ e - 3

iz : AELH B (RE) 544 $Faly: : £5

e
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W FXEARE (FALLH

BRI K B R R RDE R T M B KR M B R
5-FE8-B M MBI  MH BB E s wor var weo B
well g2 g3’ g4’ 85 R egeB 2 I K 2 U5 B
~TEX B -(CH2)WN(Rs)- BB A BT R & 2 RaB 5
X REBRE BRE > RoB (Ca-Ca) 18 &
(Ca-Caz)- B E > HEGES R KK MR E
(Ca-Co) B EWM MM : R EMR MK EwE R
(Ca-Co) B MR M EE — (C.-Ca) % : B % -
(Co-Co)-$i % » H P I WIS % 2 Co-Caor HE K &N
RO KT (Ca-Co)-MEMRS : W2 — EFHE
RS T2 Ll R

AXEAHE (BRAZLH

adamantylmethyl; an aromatic heterocycle
unsubstituted, mono or-polysubstituted by a halogen,
a (Ci-Cg)alkyl, a (C3-Cg)-alkoxy or a (Cp;-Cz)-alkyl
substituted by an. aromatic heterocycle
unsubstituted or mono- or - polysubstituted by a
halogen, a (C;-Cg) alkyl, a (C;-Cg)-alkoxy,or else
R; is hydrogen and Ry *s as defined above, or else
R; and Ry, together with the nitrogen atom to which
they are bonded, form a saturated 57 to 8-membered
heterocyclic radical, said heterocyclic radical
being other than morpholine when wp, w3, wyg, wg and
wg and g3, g3, g4, g5 and gg are all hydrogen;

- a group Ry as defined above when X is -

¥2S PR Hom RO

B3 :

3 A B (RE) FHEH - $Hay: £ 3/

AEERZBA TEBERIZE (CNS) T 4 45 (210 X 297 248 )
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Ad
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@ FXEANE (A EHR

AXZAME (g R LM

(CHp )xN(R3)-; or

- a group Ry when X is a direct bond, Rg being a
(C1-C3)-alkyl; a (Cz-Cjp)-cycloalkyl which is
unsubstituted or substituted by a (C;-Cg)-alkyl; a
phenyl-(C;-C3)-alkyl which is unsubstituted or

substituted by a halogen or by .a (Cj-Cg)-alkyl; a

cycloalkyl-(C;-Cz)-alkyl in which the cycloalkyl is

=

f{: C3-C12 and is unsubstituted or substituted by a

i (C1-Cs)-alkyl; or a 2-norbornylmethyl;

;; or one of their salts, where appropriate.

g b7 :
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(Ca-Calfx & -~ (Ca-Col bt | 2 X Y £

“-Ra® ® K (C.-Ca) & & ;

"X B EHBK-(CH2)w-N(Ra)-% » HhR.2 8 &%

(Ca-Cs) S E > fix BEX— ;

(i) EX 2H# R 2
* "NRaR2 & » HAF R, ZEF » (C1-Co) & &
(Cs-CoIBITE » FIR228 (C1-Co) & « FEE R
Ca-Chas 'K BER HABFTEHLE » — » =&
(C1-Colte & » (CL-CaIBEERFSERR ; =
(C1-CaI e B B (C1-Cy) W E ; (Ca-Cro) B &
(Ca-Cs) R E ¥%  HEBELUFERX (C.-Cs) i8

[
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(C1-Ca)fe 2 5 B IR E (C.-Ca)l & ; HEFERRR2U K
R FHBEGMERAMIEREE NEHEERBEHRE

cRsE  HHFRsBFE (C1-Ca)le > HE (C1-Cs) ¥

ERMHA R (Cs-Ce)BIRE (Ca-Ca)tx £

(ii) HEX2 -CH2-N(Rs)->» RE (Cs-Cro) Bk & ;5 05 IR
P EHBRFTER(C.-Ca)REERAR; BEE B8
EFRRZZEE: (Cs-CrBEEE RFERKE
EARBEUN R _FF » (C1-Cs)REK
(C.-Ca)lg | & WA 5

(iii) BXB-NRs)- " REBKRE ; RERLAEASFR
RZFE; ((s-Cho)BHRE BEERANIERE
B K (Cs-Crol BRI K&

X HH

HiE#Hs:

1/ BXZ2HEBMRE -NR1R2> H FR22 (Ca-Ce) e & »
(Ca-C1s) BEREXRAEDRANXE »

2/ EXREEBMRE -NRR2» HHFR.RR MARFH
B E R Mg E s NE M KT ME

3/ X2 -NRa)-> HFR:Z2EMR 26 R EX
(Cs-Ci1o0) 18 % B & -

A ERAB AT HEARERCNS) A4#E (210X 2972 %)
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RiEFFEAEES BE&X (1) WY HFRE
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xHE R

(i ) HEXE-CHz-N(Rs)-» R2 (Cs-C ) BREEXZEE
E O HAERFREUN - Z_FEFE > (C1-Ca) R EK
(C1-Ca) b & & K
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