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Claims

1. A solid phase pharmaceutical composition comprising one or more pharmac

A1

wherein

A is COOR;s, OPO{OR;);, PO{ORs)2, SO,0ORs, PORsO
ester-forming group;

s or 1H-tetrazol-5-yl, Rs being H or an

W is a bond, Cy.aalkylene or C, alkenylene;

Y is Cgqearyl or Cigheteroaryl, optiopflly substituted by 1 to 3 radicals selected from
halogen, NO,, Cygalkyl, Cy.salkoxy; halo-substituted C,salkyl and halo-substituted

Ci.galkoxy;

Z is chosen from:
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wherein the asterisks of Z indicate the gfoint of attachment between -C{R;}(R.)- and A of
Formula la or [b, respectively; Rg is sen from hydrogen and Cygalkyl; and J; and J; are
independently methylene or a heteyiatom chosen from 8, O and NRs; wherein Rs is ¢hosen
from hydrogen and Cisalkyl; angfany alkylene of Z can be further substituted by one to three
radicals chosen from halo, hyffroxy, C,salkyl; or R can be attached to a carbon atom of Y to

form a 5-7 member ring;

R, is Ce.aparyl or Cagaeteroaryl, optionally substituted by Cy.saikyl, Ce.paryl, CeacarylCi.aalkyl,
Cs.oheteroaryl, C; heteroarylCalkyl, Csgcycloalkyl, CsscycioalkylCyaaltkyl,
Cs.sheterocyclogikyl or CagheterocycloalkylC,..alkyl; wherein any aryl, heteroaryl, cycloalkyl

or heterocygibalkyl of R; may be substituted by 1 to 5 groups selected from halogen, C,.

each of R; or Ry, independently, is H, halogen, OH, Cysalkyl, Cisalkoxy or halo substituted
C..salkyl or C,salkoxy.
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2. A composition of claim 1 wherein A is COOH.

3. A composition of claim 1 wherein the APl is 1-{4-[1-(4-cyclohexyl-3-trifluor
benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylic acid or a pharm
acceptable sait.

4. A composition of claim 1 wherein the APl is 1-{4-[1-(4-cyclohexyf-3-trifluoromethyl-
benzyloxyimino)-ethyl]-2-ethyl-benzyi}-azetidine-3-carboxylic acid gf a hemifumarate sait
thereof.

5. A composition of any preceding claim wherein the Al is in a mixture of materials
which is free of basic compounds.

8. A solid phase pharmaceutical composition gfomprising one or more pharmaceutically
acceptable excipients and an active pharmacgftical ingredient (“API") selected from the
compounds as defined in any of claims 1 tgf4, wherein the APl is in the form of particles

having an X90 diameter of at least 8um

7. A composition of claim 6 whgffein the particles have an X90 diameter of from 10um to

compoyfids as defined in any of claims 1 to 4, wherein the APl has a crystallinity of 80% or

0. A tablet comprising a compressed mixture consisting of 1-{4-[1-(4-cyclohexyi-3-
trifiluoromethyl-benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylic acid or a
pharmaceutically acceptable salt thereof and one or more non-basic excipients, the 1-{4-[1-
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(4-cyclohexyl-3-trifluoromethyl-benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylj
acid or pharmaceutically acceptable salt being in the form of particles having an X80
diameter of from 10 um to 200 pm.

11. A tablet of claim 10, wherein the pharamaceutically acceptable salt is a hefhifumarate
salt.

12. A tablet of claim 10 or 11 wherein said particles are at least 80% g/ystalline.

13. Atablet of claim 10, 11 or ¢laim 12 wherein the compressed gixture includes a
desiccant and is coated with a moisture barrier.
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THE CLAIMS DEFINING THE INVENTION ARE AS FOLLOWS:

1. A solid phase pharmaceutical composition comprising one or more
pharmaceutically acceptable excipients and an active pharmaceutical ingredient (“"API”)
which is 1-{4-[1-{4-cyclohexyl-3-irifluoromethyl-benzyloxyimino)-ethyl]-2-ethyl-benzyl}-
azetidine-3-carboxylic acid or a pharmaceutically acceptable salt, solvate or hydrate
thereof, wherein the APl is in a mixture of materials which is free of basic compounds.

2. A composition of claim 1 wherein the APl is 1-{4-[1-(4-cyclohexyl-3-triflucromethyl-
benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylic acid or a hemifumarate salt
thereof.

3. A solid phase pharmaceutical composition comprising one or more
pharmaceutically acceptable excipients and an active pharmaceutical ingredient ("API")
selected from the compounds as defined in claim 1 or 2, wherein the APl is in the form of
particles having an X890 diameter of at least 8um.

4, A composition of claim 3 wherein the particles have an X90 diameter of from 10um
to 300um.
5. A solid phase pharmaceutical composition comprising one or more

pharmaceutically acceptable excipients and an active pharmaceutical ingredient ("API")
selected from the compounds as defined claim 1 or 2, wherein the API has a crystallinity
of 80% or more.

6. A tablet comprising a compressed mixture consisting of 1-{4-[1-{4-cyclohexyi-3-
trifluoromethyl-benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylic acid or a
pharmaceutically acceptable salt thereof and one or more non-basic excipients, the 1-{4-
[1-(4-cyclohexyl-3-trifluoromethyl-benzyloxyimino)-ethyi]-2-efhyl-benzyl}-azetidine-3-
carboxylic acid or pharmaceutically acceptable salt being in the form of particles having an
X90 diameter of from 10 pm to 200 um wherein the 1-{4-[1-(4-cyclohexyl-3-trifluoromethyl-
benzyloxyimino)-ethyl]-2-ethyl-benzyl}-azetidine-3-carboxylic acid or a pharmaceutically
acceptable salt thereof is not in admixture with a basic compound.
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7. A tablet of claim 6, wherein the pharamaceutically acceptable salt is a
hemifumarate salt.

8. A tablet of claim 6 or 7 wherein said particles are at least 80% crystalline.

9. A tablet of any one of claims 6 to 8 wherein the compressed mixture includes a

desiccant and is coated with a moisture barrier.



