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inhibitors of cholesterol synthesis - —
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] 1
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3}'51/ ﬁ%’ﬁ@'l :

Certain trans-6-[2-(3- or 4-carboxamido-substituted pyrrol-1-ylhalkyl]-4-
hydroxypyran-2-ones and the corresponding ring-opened acids derived therefrom which are
potent inhibitors of the enzyme 3-hydroxy-3-methylglutaryl-coenzyme A reductase (HMG
CoA reductase and are thus useful hypolipidemic or hypocholesterolemic agents.
Pharmaceutical compositions containing such compounds, and a method of inhibiting the
biosynthesis of cholesterol employing such pharmaceutical compositions are also disclosed.

HBp

OH !

R4

wherein X 18 —CHy—, —CH,CH)—, —CHzCHzO
H;— or —CH;CH(CH3)—.
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[R-(R*R*)]-2-(4-fluorophenyl)-.beta.,.delta.- -
Eﬁ Il ‘ﬁ% AR dihydroxy-5-methylethyl-3-phenyl-4- AL

[(phenylamino) carbonyl]- 1H-pyrrole-1-

1991102726 heptanoic acid, its lactone form and salts Roth; Bruce D.
g f FIFGIE F I thereof S 53 HTfE(UPC)
1993/12/28 514/422
L ﬁ%]gi :
[R-(R*,R*)]-2-(4-fluorophenyl)-.beta.,.delta.-dihydroxy-5- ((1-methylethyl)-3-

phenyl-4-[(phenylamino)-carbonyl]-1H-pyrrole-1-heptanoic  acid or (2R-trans)-5- (4-
fluorophenyl)-2-(1-methylethyl-N, 4-diphenyl-1-[2-(tetrahydro-4-hydroxy-6-oxo- 2H
-pyran-2-yl) ethyl]-1H-pyrrole-3-carboxamide; and pharmaceutically acceptable salts thereof.
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* R*)]-2-(4-fluorophenyl)-.beta.,.delta.-dihydroxy-5-(1-me
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(2R-trans)-5- (4-fluorophenyl)
-2-(1-methylethyl)-N,4-diphenyl-1-[2-(tetrahydro-4-hydro
Xy-6-0x0-2H- pyran-2-yl) ethyl]-1H-
pyrrole-3-carboxamide; or pharmaceutically acceptable
salts thereof.

9 Claim 2: A compound of claim 1 which is
[R-(R*R*)]-2-(4-fluorophenyl)-.beta.-.delta.-dihydroxy-
5-(1-methylethyl)-3-phenyl-4-[(phenylamino)carbonyl]-1H
-pyrrole-1-heptanoic acid.

0 Claim 6: The hemicalcium salt of the compound of claim
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