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R, is Cypalkyl, Ci alkoxy, arylalkyl or heteroarylalkyl, each of which is optionally
substituted by one or more substituents independently selected from halogen,
hydroxyl, amino, di-(Cis)alkylamino, Cis alkylamino, Ci¢ alkyl, Ci¢ alkoxy,
Cs. cycloalkyl, carboxylic acid, carboxylic ester, carboxylic amide, heterocycle, bicyclic
heterocycle, aryl, alkenyl, alkynyl, arylalkyl, heteroaryl, heteroarylalkyl, or nitrile and

Rs is a Cy.4 alkyl, or arylalkyl each of which is optionally substituted by one or more
substituents independently selected from halogen, hydroxyl, amino, Ci¢ alkyl, di-
(Cyp)alkylamino, Cq5 alkylamino, Cy4 alkoxy, Cs4 cycloalkyl, carboxylic acid, aromatic
or aliphatic carboxylic ester, carboxylic amide, heterocycle, aryl, alkenyl, alkynyl,
arylalkyl, heteroaryl, heteroarylalkyl, or nitrile.

In one aspect of the present disclosure, a compound of formula (1) is provided
O
B
~
NN
Rs Ria ()

or a pharmaceutically acceptable salt, solvate or polymorph thereof, wherein

Ria is selected from the group hydrogen, a substituted or unsubstituted acyl—er
aeylexy group,

Ris is selected from the group hydrogen, a substituted or unsubstituted acyl—er

aayiesy group,
with the proviso that R, and Rg are not both hydrogen,

R; is Cipalkyl,—C g alkexy arylalkyl or heteroarylalkyl, each of which is optionally
substituted by one or more substituents independently selected from halogen,
hydroxyl, amino, di-(Csg)alkylamino, Cis alkylamino, Cig alkyl, Cig¢ alkoxy,
Cs cycloalkyl, carboxylic acid, carboxylic ester, carboxylic amide, heterocycle, bicyclic
heterocycle, aryl, alkenyl, alkynyl, arylalkyl, heteroaryl, heteroarylalkyl, or nitrile and

R; is a Cyg alkyl, or arylalkyl each of which is optionally substituted by one or more
substituents independently selected from halogen, hydroxyl, amino, Cis alkyl, di-
(Cy)alkylamino, C,4 alkylamino, Cy alkoxy, Cs4 cycloalkyl, carboxylic acid, aromatic
or aliphatic carboxylic ester, carboxylic amide, heterocycle, aryl, alkenyl, alkynyl,
arylalkyl, heteroaryl, heteroarylalkyl, or nitrile,

with the proviso that said compound is not
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In a first embodiment the present disclosure provides compounds of formula (1)
wherein Rqa and/ or Rz are substituted or unsubstituted acyl and wherein R, is Cq¢
alkyl preferably -CH; and R; is Cy5 alkyl substituted with an alkylester.

In a second embodiment the present disclosure provides compounds of formula (1)
wherein Rqa and/or Ry are isobutyryl and wherein R, is -CHj;, and R; is heptan-3-yl
isobutyrate.

The compounds of formula (I) in any stereochemical form and their pharmaceutically
acceptable salt, solvate or polymorph thereof have activity as pharmaceuticals, in

particular as inducers of interferon.

In a further aspect the present disclosure provides a_compound of formula (D

or a pharmaceutically acceptable sall, solvate or polymorph thereof, wherein

Ry s selected from the group hvdrogen, a subsiiluted or unsubstituted acvl grou

Rip s selected from the group hvdrogen, a substituled or unsubstituted acyl aroup

R, is_Ciealkyl, arylalkvl or heteroarvialkyl, each of which is optionally substituted by

one or more subslituenis independently selacied from halogen, hvdroxyl, amino, di-

(Ciglalkylamino, Cqp alkviamino, Cie alkyl, O alkoxy, Cse cycloalkyl, carboxyiic acid

carboxvlic ester, carboxvlic amide, heterocycle, bicyolic heterocycle, aryl, alkenvl,

alkynyl, arvialkyl, hetercarvl, heterparvialkyl,_or nitrile and

R, is a Cip alkyl, or aryialkyl each of which is optionally substituted by one or more

substituents independently selected from halogen, hvdroxyl, amino, C.s alkyl, di-

H

(Ciaralkvlamine, Cig alkyvlaminoe, Cie alkoxy, Cse cycloalkyl, carboxylic acid, aromatic

or aliphatic carboxylic ester, carboxylic amide, heterocycle, arvl, alkenvl, alkynvl

arviallkyl, hetercaryl, heteroarvialkvl, or nitrile
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for use as a medicine,

So, in a further aspect the present disclosure provides a pharmaceutical composition
comprising a compound of formula (1) or a pharmaceutically acceptable salt, solvate or
polymorph thereof together with one or more pharmaceutically acceptable excipients,

diluents or carriers.

Furthermore, in a further aspect the present disclosure provides a compound of
formula (1) or a pharmaceutically acceptable salt, solvate or polymorph thereof
according to the current disclosure, or a pharmaceutical compaosition comprising said
compound of formula (1) or a pharmaceutically acceptable salt, solvate or polymorph
thereof for use as a medicament.

Another aspect of the disclosure provides for a compound of formula (I) or a
pharmaceutically acceptable salt, solvate or polymorph thereof, or said pharmaceutical
composition comprising said compound of formula (1) or a pharmaceutically acceptable
salt, solvate
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or polymorph thereof for use in the treatment of a disorder in which the induction of
interferon is involved.

Another aspect-embodiment of the disclosure provides for use of a compound of
formula (1) or a pharmaceutically acceptable salt, solvate or polymorph thereof, or said
pharmaceutical composition comprising said compound of formula (I) or a
pharmaceutically acceptable salt, solvate or polymorph thereof in the manufacture of a
medicament for the treatment of a disorder in which the induction of interferon is
involved, wherein said disorder is selected from the group consisting of a viral

infection, an immune disorder and cancer.

The term “alkyl” refers {o a straight-chain or branched-chain saturated aliphatic
hydrocarbon containing the specified number of carbon atoms.

The term “halogen” refers to fiuorine, chiorine, bromine or iodine.

The term “acyl” refers to the group defined as —(C=0O)R, where R is a substituted or
unsubstituted alkyl, cycloalkyl, aryl, heteroaryl.

The term “acyloxy” refers to the group defined as -(C=0)OR, where R is a substituted
or unsubstituted alkyl, cycloalkyl, aryl, heteroaryl.

The term “alkenyl” refers to an alkyl as defined above consisting of at least two carbon
atoms and at least one carbon-carbon double bond.

The term “alkynyl” refers to an alkyl as defined above consisting of at least two carbon
atoms and at least one carbon-carbon triple bond.

The term “cycloalkyl” refers to a carbocyclic ring containing the specified number of
carbon atoms.

The term “alkoxy” refers to an alkyl (carbon and hydrogen chain) group singular
bonded fo oxygen (e.g. methoxy group or ethoxy group).

The term “aryl” means an aromatic ring structure optionally comprising one or two
heteroatoms selected from N, O and S, in particular from N and O. Said aromatic ring
structure may have 5, 6 or 7 ring atoms. In particular, said aromatic ring structure may
have 5 or 6 ring atoms.
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Claims

1.

A compound of formula (1)

0]
P
~
Ny
R3 Ria )

or a pharmaceutically acceptable salt, solvate or polymorph thereof, wherein

Ria is selected from the group hydrogen, a substituted or unsubstituted acyl—er

aeylexy group,

Rig is selected from the group hydrogen, a substituted or unsubstituted acyl—er

acyloxy group,

with the proviso that R4 and Rqg are not both hydrogen,

R; is Cipalkyl, Gi¢ atkoxy, arylalkyl or heteroarylalkyl, each of which is optionally
substituted by one or more substituents independently selected from halogen,
hydroxyl, amino, di-(Cqg)alkylamino, Ci¢ alkylamino, Cig alkyl, Csg alkoxy,
Cs. cycloalkyl, carboxylic acid, carboxylic ester, carboxylic amide, heterocycle,
bicyclic heterocycle, aryl, alkenyl, alkynyl, arylalkyl, heteroaryl, heteroarylalkyl, or
nitrile and

Rs is a Cygalkyl, or arylalkyl each of which is optionally substituted by one or more
substituents independently selected from halogen, hydroxyl, amino, Ci¢ alkyl, di-
(Cie)alkylamino, Cy alkylamino, Ci¢ alkoxy, Cse cycloalkyl, carboxylic acid,
aromatic or aliphatic carboxylic ester, carboxylic amide, heterocycle, aryl, alkenyl,
alkynyl, arylalkyl, heteroaryl, heteroarylalkyl, or nitrile,

with the proviso that said compound is not
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2. A compound according to claim 1 wherein Rys and/ or Rz are substituted or
unsubstituted acyl and wherein R, is C. alkyl preferably -CH; and Rj is Cq.5 alkyl
substituted with an alkylester.
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3. A compound according to claim 1 wherein R;5 and/or Rz are isobutyryl and

wherein R, is -CHj3, and Rj is heptan-3-yl isobutyrate.

4. A compound of formula (1)

P
H\!}l NT N RiB
R

|
3 Ria

or a pharmaceutically acceptable salt, solvate or polymorph thereof, wherein

Ria_is selected from the group hydrogen, a substituted or unsubstifuted acyl

ou

Ris_is_selected from the group hydrogen, a substituted or unsubsfituted acyl

rou

with the proviso that Ry, and Ry are not both hydrogen

Ry is Ciealkyl, arylalkyl or heteroarylalkyl, each of which is optionally substituted

by one or more substituents independently selected from halogen, hvdroxyl

amino, di-(Cie)alkylamino, Cq.s_alkylamino, Cig alkyl, Ci.¢ alkoxy, Cse cycloalkyl,

carboxviic acid, carboxvlic ester, carboxvlic amide, heterocycle, bicyclic

heterocycle, aryl, alkenvi, alkynyl, arvialkvl, heteroaryl, heleroarvialkvl, or nitrile

and

Rs.is a Cygalkyl, or arylalkyl each of which is optionally substituted by one or more

substituents independently selected from halogen, hvdroxyl, amino, Ci_alkyl, di-

(Cielalkylamino, Cqe_alkviamino, Cis alkoxy, Css cvcloalkyl, carboxylic acid,
aromatic or aliphatic carboxvlic ester, carboxylic amide, heterocycle, aryl, alkenvl,

alkynyl, arvialkyl, heteroarvl heteroarvialkyl, or nitrile

for use as a medicine.
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A pharmaceutical composition comprising a compound of formula (I) according to
claim 1-3 or a pharmaceutically acceptable salt, solvate or polymorph thereof
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together with one or more pharmaceutically acceptable excipients, diluents or

carriers.

. A compound of formula (I) or a pharmaceutically acceptable salt, solvate or

polymorph thereof according to claim 1-3, or a pharmaceutical composition
comprising said compound of formula (l) or a pharmaceutically acceptable salt,
solvate or polymorph thereof according to claim 5 for use as a medicament.

. A compound of formula () or a pharmaceutically acceptable salt, solvate or

polymorph thereof according to claim 1-3, or said-a pharmaceutical composition
comprising said compound of formula (I) or a pharmaceutically acceptable salt,
solvate or polymorph thereof according to claim 5, for use in the treatment of a

disorder in which the induction of interferon is involved.




