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(i) -Crofbiih-» L TRBM LS H1H2/A %5 R AT

RXAAE (4B 445 . "THERAPEUTIC BENZAMIDE DERIVATVES" )

The invention relates to therapeutic benzamide compounds of formula (I)

[IQZ
Y O /\
A N——X\
N H — Z—R'
R:"//

(1

wherein
A represents N or CH;

X is selected from the following groups:
() -C,salkylene-, optionally containing one or two double bonds and

optionally substituted by one or more hydroxy, C,s alkyl, C,; alkoxy, C,.

sacyl or C, acyloxy groups,
-2-
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W PXARARE (HAZLHE

BHEMERBAIMBARALERIE S Cle & ~ Crlelt & X

Ci.¢f 3 % Ci.of 8 AL R K >
(11) ER A&~ R AR X B BR K

B
(111) -C1 5'1*’ }Ef - -Cl 5’1‘%’ }}t‘ Eﬁ: %- N -Cl 6’{‘*’ })t, @w BF )E— ?
}Jrﬁ Ei- -C2-54"f7 e E.""L}_g- A 'Cz-sﬁ’ }E(N-Hﬁk

(1v) -Cas 1
N-C.¢ht &) Be & -

(V) -Croft % & -~ -Coeft 5 5 8 B % - ~ -Coef¥ & (N-

HEN-C¢t R)H B A- > AR
(vi) -Cogstb it BB AE- -~ -CosMIBBEBE- ~ -Crett 12
H % N-C.¢% &) Rie #% 4 -

Z'f&iﬁé’tﬁ'(:l-s’{‘f]}ﬁ%- ’ ﬁq@#&,r&i@%ﬁﬁ{@&i%
AR TREFEBE —BRALELL S Clei bk~ Cilelt &

(N-

oy
A RA

PET P Ok FE M Omo o e R gl o 9% Y

EXHAME (FAZLHE

(ii) oxo, sulfonyl, thioxo,

(i)  -C,salkylenecarbonyl-,-C, salkylenesulfonyl-,-C, ;alkylenethioxo-,

(iv) -C,salkyleneoxy-, -C,salkylenethio-, -C,salkylene(N-H or
salkyl)amino-,

(v)  =C,salkylenecarboxy-, -C, salkylenethioamido-, -C, ;alkylene(N-H or

salkyl)carboxamido-, and

(vij  =C,,alkyleneoxycarbonyl-, -C,salkylenethiocarbonyl-, -C, alkylene(N-H

or N-C, salkyl)aminocarbonyl-;

Z represents a direct link or -C, 4 alkylene-, optionally containing one double

N-C,.

N-C,.

bond and optionally substituted by one or more hydroxy, C, 5 alkyl, C, 5 alkoxy,

C,s acyl or C, 5 acyloxy groups ;

R'is selected from the following groups:
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A~ Crefit K R Cief 8 A B AKX

R'iz g T 7% :

(i) & > Crsd % A

(ii) Ce1o0F X "G BB AR L ZXMAESTAEY ~ Crli0 b
B I ~ CysBmW AKX ~ Cri0f W X

(i) BARERAZRMESBEAMARAHFFIHREL
AT HZARBRALSAS-14BRETF > ZARH LS A1-4
BE&EHBEAR R[ARIRBERT  ARZAEAZMBE
FETEO AR  ForlFfRF ik AR

(iv) FXABCl et ABZAEBHKE > RXZAC KA
HoR'ZATREBERTF > RE - A RC o8
B

(35 9 mi D 200350 300 4 Y N BY et B RS )

EXHABE (HALLHE

(i) hydrogen, C,,perfluoroalkyl,

(i) Ce.ro aryl, C,qcycloalkyl and fused benz derivatives thereof,
C,.,opolycycloalkyl, C.,cycloalkenyl, C,_wpolycycloalkenyl,

(i) a heterocyclyl selected from the group consisting of monocyclic

radicals and fused polycyclic radicals, wherein said radicals contain a

total of from 5-14 ring atoms, wherein said radicals contain a total of
ring heteroatoms independently selected from oxygen,

@ from 1-4
;ﬁ nitrogen and sulfur, and wherein individual rings of said radicals may
z{ be independently saturated, partially unsaturated, or aromatic, and
gt (iv) where either X is C,calkylene and Z is a direct link, or Z is C, salkylene,
g R' additionally may represent a halogen, cyano, nitro or C,sacyl group,
i
H wherein, when R' contains one or more rings, said rings may eac
§ independently bear 0 to 4 substituents independently selected from
0
ir; (i) halogen, hydroxy, cyano, nitro, formyl, C,_ealkylsulfonylamino,
= (i) C,,alkyl, Cyscycloalkyl, C,perfuoroalkyl
-2b -
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(vi) & % K~ Cieht 8% XK -
(vii) BE# A~ C
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K
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Y represents a direct or oxy link, -C, salkylene-, -oxyC
heterocyclyl consisting of monocy

EXHEARE (FAX LA )

(i)  C,zalkoxy, methylenedioxy, C, perfuoroalkoxy, C,salkylthio,
(iv)  amino, C,zalkylamino, di-C,salkylamino,

(v)  phenyl, phenoxy, phenylthio, halophenylthio, benzyl, benzyloxy,
(vi) hydroxycarbonyl,C,ﬁalkoxycarbonyl.

(vii) aminocarbonyl, C,ﬁalkylaminocarbonyl, di-C,salkyla

minocarbonyl, di-C,.

calkylaminocarbonyIC, salkoxy, C,,3perﬂuoroalkylaminocarbonyl,

(viii)  C,,acyl, C,sacyloxy, C,sacyloxyC,salkyl, C,acylamino, and
(ix)  anaromatic heterocyclyl consisting of monocyclic radica

Is, wherein said

radicals contain 5-6 ring atoms, wherein said radicals contain a total of

from 1-4 ring heteroatoms independently selected from oxygen, nitrogen

and sulfur, and where each of the said heterocyclyl groups is optionally

substituted by one or more groups independently selected from halogen,

C,.alkyl, C,,alkoxy, C, ,perfuoroalkyl and C,.,perfuoroalkoxy;

alkylene-or a

clic radicals, wherein said radicals contain 5

-2c-
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BF r#iait4A14BE& 82048 RARZIRE
BRETF o OARZEBRELAZLMBTEE N E — 18 X
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Cialt A ~Ci32 R K ARC 342 Ak & X
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HERLA AR HBBELA AP EZALA SERETF > Z A

BAeH 14 BEERAA S RARIERRTAERAER

&8 B ~ o T XF Kk

EXHAME (FAZLHE )

ring atoms, and wherein said radicals contain a total of from 1-4 ring
heteroatoms independently selected from oxygen, nitrogen and sulfur and

wherein the ring may be independently saturated, partially unsaturated, or

aromatic;

R? represents phenyl, C,scycloalkyl, or a heterocyclyl consisting of monocyclic
radicals, wherein said radicals contain a total of from 5-6 ring atoms, wherein
said radicals contain a total of from 1-4 ring heteroatoms independently selected
frorﬁ oxygen, nitrogen and sulfur, wherein the ring may be independently
saturated, partially unsaturated, or aromatic, and where each R? is optionally
substituted by one or more groups independently selected from halogen C,.
.alkyl, C, aikoxy, C,scycloalkyl, C,,perfuoroalkyl, C, ;periuoroalkoxy,
hydroxycarbonyl, C, ;alkoxycarbonyl, cyano, nitro, C,.alkylaminosulfonyl;

R? represents hydrogen or one or more groups independently selected from

-2d-
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conditions mediated by ApoB-100 regulation.

halogen, C,,alkyl, C, alkoxy, C,, perfluoroalkyl or C, ; perfluoroalkoxy;

or a physiologically acceptable salt, solvate or derivative thereof, pharmaceutical
compositions, to processes for their preparation and their use in the treatment of
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