WHAT IS CLAIMED IS:

1. A pharmaceutical tablet comprising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-(2-fluoro-4-iodo
phenyEamino)-G 8-dimethyl-2,4,7-trioxe-3,4,6,7-tetrahydro-2H-pyrjdo[4,3-
d]pyrimidin- 1»yl]phenyl}acetamlde dimethyl sulfoxide sclvate, sélected from:

about 0.5635mg, about 1.127mg, and about 2.254mg;

wherein,

b) the tablet contains from about 25% to about 89% by #eight of one or more
excipients, where the exciplents are substantially f ee of water; and

¢} the amount of unsclvated drug does not exceed about 20%.

2. A pharmaceutical tablet according to claim 1 vherein the amount of

unsolvated drug does not exceed 4 15%.

3. A pharmaceutical tablet accordingAb claim 1 wherein the amount of unsolvated
drug does not exceed about 10%. '

4. A pharmaceutical tablet 2 cording to claim 1 wherein the amount of unsolvated

drug does not exceed about 5%.

5. A pharmaceutje i {ablet according to claim 1 wherein the amount of unsolvated

drug does not - about 2%.

8. Apt maceutical fablet according o any one of the preceding claims wherein

the drug rtic]es are micronized.

A pharmaceutical tablet according to any one of the preceding claims wherein at
east 50% of the drug particles have a particle size of 30 micron or less.

-55-




8.

A pharmaceutical tablet according to any one of the preceding claims whereiat

[east 50% of the drug particles have a particle size of 5 micron or less.

9.

A pharmaceufical tablet according to any one of the preceding claimg wherein

the tablet contains from about 25% to about 89% by weight of one or mopé excipients

selected from: microcrystalline cellulose, powdered celiulose, pregelalihized starch,

starch, lactose, Di-calcium phosphate, lactitol, mannitol, sorbitol and/maltodexirin, where

the excipients are substantially free of water.

10.

A pharmaceuiical tablet according to any one of the/preceding claims wherein

the tablet is produced on a scale suitabie {0 prepare at lgast about 50,000 tableis.

11.

A pharmaceutical tablet according to any ghe of the preceding claims wherein

the tablgt is film coated.

12.

A pharmaceutical tablet according’to any one of the preceding claims wherein

the tahlet is film coated and wherein thé film coating contains a colorant.

13.

A pharmaceutical tablet # cording to any one of the preceding claims wherein

the tablet is film coated and wherein the film coating contains a colorant that contains
iron oxide. d

14.

A pharma utical tablet according to any one of the preceding claims for use in

treating cancerjn a human in need thereof.

/A process for preparing pharmaceutical tablets containing an amount of a drug,

ich is N-{3-[3-cyclopropyt-5-(2-fluoro-4-iodo-phenylamino}-6,8-dimethyi-2,4, 7-irioxo-
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3,4,6,7-tetrahydro-2H-pyrido{4,3-d]pyrimidin-1-yl]Jphenyl}acetamide dimethyl sulfoxide
solvate, in an amount selected from: about 0.5635mg, about 1.127mg, and about

2.254mg, which process comprises the steps of;
admixing:

N-{3-[3-cyclopropyl-5-(2-fluoro-4-iodo-phenyiamino)-6,8-dimethyl-2.4, %
trioxo-3,4,6, 7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1-ylJphenyl}acetagide
dimethyl sulfoxide solvate,

one ar more excipients, where the excipients are substantially free of water,
and

further excipients,

to form a mixture; and

compressing the mixture into tablets;
provided:

each tablet contains N-{3-{3-cyclopropyl-5-(2-flucrof-iodo-phenylamino)-8,8-
dimethyl-2,4,7-trioxo-3,4,8,7-tetrahydro-2H-pyridof4, 3-dIpyrimidin-1-
vllphenyllacetamide dimethyl sulfoxidein solvatg in an amount selected from:
about 0.5635mg_,,ébout 1.127mg, and about Z.254mg;

gach tablet contains from about 25% to afout 89% by weight of one or more

excipienis, where the excipients are substantially free of water; and

the amount of unsolvated drug doesfiot excesd about 20%.

16. Use of a pharmaceutical tablet according 1o any one of claims 1-13 in the

manufacture of a medicament fogfreating cancer in a human in need thereof.
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Claims

1. A pharmaceutical tablet comprising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluore-4-iodo-phenylamine}-6,8-dimethyl-2,4,7-tri-
0X0-3,4,6,7-tetrahydro-2H-pyridof4,3-dlpyrimidin-1-
yllphenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) the tablet contains from about 25% to about 80% by
weight of one or more excipients, where the excipients
are substantially free of water;

and c) the amount of unsolvated drug does not exceed
about 20%.

2. The pharmaceutical tablet, according to claim 1, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-iodo-phenylamino}-6,8-dimethyl-2,4,7-tri-
0X0-3,4,6,7-tetrahydro-2H-pyridof 4,3 -djpyvrimidin-1-
yllphenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg; about 1.127 mg, and
about 2.254 myg; wherein,

b) the drug particles are micronized;

¢) the tablet contains from about 25% to about 89% by
weight of one or more excipients, where the excipients
are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%.

3. The pharmaceutical tablet, according to claim 1, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluore-4-iodo-phenylamino)-6,8-dimethyl-2,4,7-tri-
oxo0-3.4,6,7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1-
yl|phenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) the drug particles are micronized;

c) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbito] and maltodextrin, where the excipi-
ents are substantially free of water; and
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d} the amount of unsolvated drug does not exceed about
20%.

4. The pharmaceutical tablet, according to claim 1, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-3-
(2-flvoro-4-iodo-phenylamino)-6,8-dimethyl-2 4,7 -tri-
ox0-3,4,6,7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1 -
yllphenyl }acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) the drug particles are micronized,

¢) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodextrin, where the excipi-
ents are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%;

e) the tablet is film coated.

5. The pharmaceutical tablet, according to claim 1, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-iodo-phenylamine}-6,8-dimethyl-2,4,7-tr1-
ox0-3,4,6,7-tetrahydro-2H-pyrido[4,3-d]pyrumidin-1-
yllphenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b} the dmg particles are micronized;

c) the tablet 1s produced on a scale suitable to prepare at
least about 50,000 tablets;

d} the tablet contains from about 25% to about 8%% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodexirim, where the excipi-
ents are substantially free of water;

e) the amovnt of unsolvated drug does not exceed about
20%; and

f) the tablet 1s film coated.
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6. The pharmaceutical fablet, according 1o claim 1, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-Auoro-4-iodo-phenylamine)-6,8-dimethyl-2,4,7-1ri-
0x0-3,4,6,7-tetraliydro-2H-pyridof4.3-d]pyrimidin-1-
vilphenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) the drug particles are micronized,

c) the tablet is produced on a scale suitable to prepare at
least about 50,000 tablets;

d) the tablet contains from about 25% to about 8% by
weight of one or more excipients selected from: nicro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodextrin, where the excipi-
ents are substantially free of water;

e) the amount of unsolvated drug does not exceed about
20%; and

£ the tablet is film coated and wherein the film coating
contains a colorant.

7. The pharmaceutical tablet, according to claim 1, com-

prising;

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-iodo-phenylamino}-6,8-dimethyl-2.4,7-tri-
0x0-3,4,06,7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1-
yllphenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) the drug particles are micronized;

¢) the tablet is produced on a scale suitable to prepare at
least about 50,000 tablets;

d) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodextran, where the excipi-
ents are substantially free of water;

) the amount of unsolvated drug does not exceed about
20%; and

) the tablet is film coated and wherein the film coating
contains a colorant that contains 1ron oxide.
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8. The pharmaceutical tablet comprising;

a) an amount of a drug, which is N-{3-[3-cyclopropyl-3-
(2-fluoro-4-iodo-phenylamino)-6.8-dimethyl-2,4,7-tr1-
ox0-3,4,6,7-tetrahydro-2H-pyrido{4,3-d}pyrimidin-1-
yl|phenyl}acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) at least 50% of the drug particles have a particle size of
30 micron or less;

c) the tablet contains from about 25% to about 89% by
weight of one or more excipients, where the excipients
are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%.

9. The pharmaceutical tablet, according to claim 8, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-iodo-phenylamine}-6.8-dimethyl-2.4,7-tri-
ox0-3.4,6,7-tetrahydro-2H-pyrido{4.3-d]pyrimidin-1-
yllphenyl }acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b) at least 50% of the drug particles have a particle size of
30 micron or less;

¢) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodextrin, where the excipi-
ents are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%.

10. The pharmaceutical tablet, according to claim 8, com-

prising:

a) an amount of a drug, which is N-{3-[3-cyclapropyl-5-
{2-fluoro-4-iodo-phenylamine)-6,8-dimethyl-2,4,7-tri-
oxo-3.4,6,7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1-
yllphenyl }acetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,
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b) at least 50% of the drug particles have a particle size of
30 micron or less;

c) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltodextrin, where the excipi-
ents are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%; and

) the tablet is film ¢oated.

11. The pharmaceutical tablet, according to claim 8, coni-

prising:

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-iodo-phenylaming)-6,8-dimethyl-2 4,7 -tri-
0x0-3,4,6,7-tetrahydro-2H-pyridof4,3-d]pyrimidin-1-
yllphenyl }acetamide  dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg: wherein,

b) at least 50% of the drug particles have a particle size of
30 micron or less;

¢) the tablet is produced on a scale suitable to prepare at
least about 50,000 tablets;

d) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltedextrin, where the excipi-
ents are substantially free of water: and

d) the amount of unsolvated drug does not exceed about
20%:; and

¢) the tablet is film coated.

12. The pharmaceutical tablet, according to claim 8, com-

prising

a) an amount of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-jodo-phenylamino)-6,8-dimethyl-2 4,7 -tri-
0x0-3,4,6,7-tetrahydro-2H-pyrido[4,3-d]pyrimidin-1-
vilphenyl}tacetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,
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b) at least 50% of the drug particles have a particle size of
20 micron or less;

¢) the tablef is produced on a scale suitable to prepare at
least about 50,000 {ablets;

d) the tablet contains from about 25% to about 89% by
weight of one or more excipients selected from: micro-
crystalline cellulose, powdered cellulose, pregelatinized
starch, starch, lactose, Di-calcium phosphate, lactitol,
mannitol, sorbitol and maltedextrin, where the excipi-
ents are substantially free of water;

e) the amount of unsolvated drug does not exceed about
20%; and

f) the tablet is film coated and wherein the film coating
contains a colorant,

13. The pharmaceutical tablet, according to claim 8, com-

prising:

a) an amouont of a drug, which is N-{3-[3-cyclopropyl-5-
(2-fluoro-4-10do-phenylamino)-6,8-dimethyl-2.4,7-tri-
oxa-3,4,6,7-tetrahydro-2H-pyrido[4.3-d]pyrimidin-1 -
yllphenyllacetamide dimethyl sulfoxide solvate,
selected from: about 0.5635 mg, about 1.127 mg, and
about 2.254 mg; wherein,

b} at least 50% of the drug particles have a particle size of
30 micron or less;

c) the tablet contains from about 25% to about 89% by
weight of one or more excipients, where the excipients
are substantially free of water; and

d) the amount of unsolvated drug does not exceed about
20%:; and

e) the tablet is film coated and wherein the film coating
contains a colorant that contains iron oxide.

14. The pharmaceutical tablet according to claim 6

wherein:

the tablet contains from about 25% to about 89% by weight
of one or more excipients selected from: microcrystal-
line cellulose and mannitol.

15. The pharmaceutical tablet according to claim 9

wherein:

the tablet contains from about 25% to about 89% by weight
of one or more excipients selected from: microcrystal-
line cellulose and mannitol.
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16. A process for preparing pharmaceutical tablets contain-
ing an amount of a drug, which is N-{3-[3-cyclopropyl-5-(2-
fluoro-4-iodo-phenylamine)-6,8-dimethyl-2,4,7-trioxo-3 4,
6,7-tetraliydro-2H-pyrido[4,3-d]pyrimidin-1-y1]
phenyl}acetamide dimethyl sulfoxide solvate, selected from:
about 0.5635 mg, about 1.127 mg, and about 2.254 mg, which
process comprises the steps of;

admixing: N-{3-[3-cyclopropyl-5-(2-fluoro-4-iodo-phe-

nylamino)-6,8-dimethyl-2,4,7-trioxo-3,4,6,7-tetrahy-
dro-2H-pyrido{4,3-d]pyrimidin-1-yl}
phenyl}acetamide dimethyl sulfoxide solvate, one or
more excipients, where the excipients are substantially
free of water, and further excipients, to form a mixtre;
and compressing the mixture into tablets; provided: each
tablet contains N-{3-[3-cyclopropyl-5-(2-fluoro-4-
iodo-phenylamine )-6,8-dimethyl-2.4.7 trioxo-3,4,6.7-
tetrahydro-2H-pyndo[4,3-d]pyrimidin-1-yl]
phenyltacetamide dimethyl sulfoxide solvate in an
amount selected from: about 0.5635 mg, about 1.127
mg, and about 2.254 mg;

each tablet contains from about 25% to about 89% by

weight of one or more excipients, where the excipients
are substantially free of water; and

the amount of unsolvated drug does not exceed about 20%.
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