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WHAT IS CLAIMED 15:

1. A compound of farmuta 1.0:

HN

i
NI~

R1

5  or a pharmaceutically acceptable salt or solvate thereof Avherein R', R2and Q

are independently selecied, and wherein:

Qis:
&,
.
RS .

R'is selected from the group gansisting of: hetercaryl and substituted
10  heteroaryl, wherein said substituted’heteroaryl is substituted with 1 to 3 substituents
indepandently selected from thegroup consisting of: ~-OH, atkexy, and
—0-alkylene-O-alkyl:
R? i5 selected from e group consisting of: -O-alkyl and -S-alky; and
R® is selected frozf the group consisting of: ’
15 (a) triazoly}phenyl-,
(b} triazglyi-phenyl- wherein said phenyl is optionally substituted with 1 t0 3
substifuents indépendently selectad from the group consisting of: halo and alkoxy,
{c)/5ubstituted triazolyl-phenyl- wherein said phenyl is optionally substituted
with 1 o ¥substituents independenily selected from the group consisting of: halo and
20  alkoxy,4nd said tdazoly! group is substituted with one or two subsfitutents
indgpandently selected from the group consisting of: atkyl, hydroxy substituted alkyl,
ylens-O-alkyl, and amino,
{d) triazolyl-thienyl-,
(e) triazolyl-thienyl- wharein said thieny! is optionally substituted with 1 fo 2
substituents independently selected from the group consisting of; halo and alkoxy,
{f) substituted irfazolyl-thienyl- wherein said thienyl is optionally substituted
with 1 to 2 substituents independently selected from the group consisting of: halo and
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afkoxy, and said triazolyl group is substiiuted with one or two substitutents
indapendently selected from the group consisting of: alkyl, hydroxy substituted Alkyl,
-alkylene-O-alkyl, and amino,
{g} triazolyl-pyridyl-,
{h) triazolyl-pyridyl- wherein sald pyridyl is optionally substityted with 1 to 3
substituents Independently selected from the group consisting of: halo, alkyl, and
alkoxy, provided that the carbon atoms adjacent to the nitrogen
ars not substituted with halo, and
(i) substituted triazolyl-pyridyl- wherein: {1) said pytidyl is optionally
substituied with 1 to 3 substituents independently select
of: halo, alkyl, and alkoxy, provided that the carbon al ad]acent to the nitrogen
atom in said eridyl are not substituted with hals, apd (2) said triazolyl group is
substituted with one or two substitutents Independently sefected from the group
consisting of: alkyl, hydroxy substituted alkyl, -alkylene-O-alkyl, and amino,
{j) trizzotyl-thiazolyl-,
{k) trlazolyl-thiazolyl- wherein $éid thiazoly! is optlonally substituted with 1
substituent Independently selected from the group consisting of: halo, atkyl, and
alkoxy, amino, alkylamino, and dialkylamino wherein each alkyl is independently
selected, and
{i) substituted tiazgil-thiazolyl- wherein (1} said thlazolyl is optionally
substituted with 1 substituent independantly selectad from the group consisting of:
halo, alkyl, and alkoxy, grhino, alkylamino, and dialkylamino wherein each alk is
indspendsntly selected, and (2) said triazolyl group is substituted with one or two
substitutents Indepghdently selected from the group consisting of; allod, hydroxy
substituted alkyl/~alkylene-O-alkyl, and amino,
(m)Ayridazinyi-thienyi-,
pyridazinyl-thlenyl- whereln said thienyl Is optionally substituted wilh 1 to
2 substijdents independenily selecied from the group conslisting of: halo and alkoxy,
and

from the group consisting

{0} substituted pyridazinyl-thienyl- wherein {1) sald thienyl Is optionally
bstituted with 1 to 2 substituents independentiy selected from the group consisting
of: halo and alkoxy, and (2) sald pyrdaziny! group Is substituted with { to 3
substitulents independantly selected from the group consisting of: =0, alkyl, amino,
alkylamino, dialkylamine whersin each alkyl is Independently selected, and halo,
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provided that the carbon atoms adjacent to the nitrogen atoms in said pyridaziny|
not substituted with hato, and

provided that when said -alkylene-O-atkyl group is bound to the nifrogen of
said triazolyl In (c), {f), (i) and (1) of R® the alkylene moiety of said -atkyle
group is not—CHz-.

2, The compound of Claim T wherein R' is a pyridyl substituted with a
substituent selected from the group conslsting of: -OH, alkoxy/and
—-alkylene-O-alkyl.

a The compound of Claim 2 wherein said gubstituent Is selected from the
group consisting of; -0-CHa, ~0-CaHs, —~0-CH(CH;)4, and —O-{CHz)p-0-CH;,

4,  The compound of Claim 1 whergin R' is selected from the group
consisting of:

Aoy
. 4

|
CHy oNeH and Y o %o,

5.  The compound of Claim 1 wherein R? is selected from the group
consisting of: -OCH; apd ~SCH,.

6. ‘The/tompound of Claim 1 whereln R® is selacted from the group
consisting of:
{a) a substituted triazolylxphenyl- wherein the triazolyl moiety is
substituted with one or two alkyl groups selected from the group consisting of:
“C1-Cetltiyl, -C-Caalkyl, -C4-Caalkyl, and —CHg;

(b} a substituted triazolyl-phenyl- whetein the triazolyl moiety is
bstituted with one or two alkyl groups selected from the group consisting of:
-Cy-Calkyl, -Cy-Cialkyl, and ~CHg;
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{€) a substituted triazolyl-phenyl- wherein the triazolyl moiety is
substituted on the nitrogen with an alky! group selected from the group consistifig of:
-Cy-Cyalkyl, -Cq-Cealkyl, and —CHg;

(d} a substituted triazolyl-phenyl- wherein the triazolyl meisty Is
substituted on the nitrogen with an -alkylene-O-alkyl group selected irof the group
consisting of: -Cz-C,aliylene-O-Cy-Cgaliyl, -Calkylene-0-Cy-Caal
-Co-Caalkylene-0-CHa, and —GHzCH0CH;,

{e)  asubstituted triazolyl-phenyl- wherein the Afiazolyl moiety is
substituted on the nitrogen with an -alkylene-C-alkyl group
consisting of: -Czalkylene-O-Cs-Caalkyl, and —CHzCH20

{)  asubstituted tAazolyl-phenyl- wherein the iriazolyl moiety is
substiluted on the nitrogen with a hydroxy substituted alky group selected from the
group consisting of: hydroxy substituted -C,-Caaliyl, hydroxy substituted -C-Caalkyl,
and hydroxy substituted -CHg; and

(@) asubslituted trazolyl-
substituted on the nitrogen with a hydro,
group consisting of: CHaCCOH(CHy)s,

lected from the group

enyl- wherein the triazolyl moiety is
substituted alkyl group selected from the
d -CHoCH0H,

7. The cempound of @laim 1 whereln the opticnal halo substituents for the
pheny! molety of R® are F.

8. The compotind of Clalm 1 whereln R® Is a substituted tilazolyl-phenyl-

group whergin:
4}

{a)said triazolyl moiety is optionally substituted on the nitrogen with a

tragen with one ~CH; group, and on the carbon with one —CHa group, (f) said
triazolyl moisty is optionally substituted on tha carbon with a—NHz group, or (g} said
triazolyl moiety is optionally substituted on the nitregen with a ~GHCH0CHa group;
and wherein said phenyl molety Is optionally substitted with halo; or
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163
(a) sald triazolyl molety is optionally substituted on the nitrogen with a

subslituent selected from the group consisting of: =CH,COH(CHa)z, and CH.CH0H,
(b) said triazolyl moiaty is optionally substituled on the nitregen with apalky group, ()
said riazolyl moiety is optionally substituted on the rilrogen with aryalkyl group, and
on the carbon with an alkyl group, (d) said trlazolyl molety Is optighally substituted on
the nitrogen with a —CHa group, {e} said triazolyl moiety is optjgnally substituted on the
nitrogen with one ~CHa group, and on the carbon with one »CH; group, (f) said
triazolyl moiety is opllonally substiluted on the carbon with a —~NH; group, or (g} sald
triazoly! moiety is optionally substituted on the nitrogey with a ~-CHzCH-OCH; group;
and wherein said phenyl moisty is optionally substit(ited with alkoxy; or

3
{a) sald triazotyl moisly is optiénally substituted on the nitrogen with a
substituent selected from the group congisting of: ~CH,COH(CHs)e, and -CH2CHZOH,
(b} said triazolyl molety is optionally substituted on the nitrogen with an alkyl group, (¢}
said triazolyl molety is optionally sybstituted on the nitrogen with an alkyl group, and
on the carbon with an alkyl groug, (d) said Iriazolyl moiety is optionally substituted on
the nitrogen with a ~CHa groyp, (e} said triazolyl moiety is oplionally substiiuted on the

triazolyl moiety is opliénally substituted on the nitrogen with a ~<CH,CH2OCH; group;
and wherein said phienyl molety Is subsiitutad with halo; or

(a) sald triazolyl moiety is optionally substiiuted on the nitrogen with a
substitugnt selected from the group consisting of: ~CH2COM{CHa)z, and -CHCHOH,
{b} sald triazolyl moiety Is oplionally substituted on the nitrogen with an alkyt group, (¢}
i triazolyl molety is optionally substituted on the nitrogen with ar: alky! group, and

n the carben with an alkyl group, (d) said triazolyl moiety is opticnally substituted on
the nitrogen with a —CHs group, (e} said tiazolyl moiety is opticnally substfiuted on the
nitrogen with one ~CHs group, and on the carbon with one —CH; group, (f} sald
triazolyl moiety is oplionally subslituted on the carbon with a —-INH: group, or (g} said
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triazolyl moiety is optionally substituted on the nitrogen with a -CH,CH.0CH; grodp;
and whersin sald phenyl molety is substituled with alkoxy; or

(8)
(a) said triazelyl moiety is substlfuted on the nitrogen willya substituent

selacted from the group consisting of: ~-CHCOH(CH)z, and -CHRCHAOH, (b) said
triazolyl moisty is substituted on the nitrogen with an alkyl group, {¢) said triazoly]
moigty is substituted on the nitrogen with an alkyl group, and ofi tha carbon with an
alkyl group, {d) said #riazolyl moiety is substituted on the nitpdgen with a —~CH; group,
(e} said triazolyl moiety is substituted on the nitrogen with’one —CH; group, and on: the
carbon with ene —CH; group, (f) said triazolyl molety Is/substituted on the carbon with
a —NHz group, or (g} said triazolyl moisty Is subslitutad on the nitrogen with a
~CH2CH,0CH, group; and wherein said phenyl pcisty Is oplionally substiiuted with
halo; or

(6)
(a) said triazolyl moiety j& substiluted on the nitrogen with a substituant

selected from the group consisting 8f: -CH,COMH(CHg)z, and -CHzCH,OH, (b) said
triazolyl moiety is substituted on the nitrogen with an alkyl group, (¢} said tazofyt
moiety is substituted on the njtfegen with an alkyl group, and on the carbon with an
alkyl group, (d} said triazoly moiety is substituted on the nitrogen with a —CH, group,
(8) said triazolyl moiety ig subsiiiuted on the nitrogen with one —CHa group, and on the
carbon with ona —CHygroup, (f) said triazolyl moisty is subsiituted on the carbon with
a -NHz graup, or (g) said {rlazolyl moisty is substituted on the nitrogen with a
—-CHzCH;OCHs gfoup; and wherein said pheny! moiety is optionally substituted with
alkoxy; or

@
(a} said triazolyl moisty is subslituted on the nitrogen with a substituent
sejécted from the group conslsting of: ~CH,COH{CHa),, and -CH,CH:OH, (b) said
azolyl molely is substituted on the nitrogen with an afkyt group, {¢) said triazolyl
moilety is substituted on the nitrogen with an alkyl group, and on the carbon with an
alkyl group, (d) said triazolyt molety is substituted on the nitrogen with a ~CHa group,
(e} said tiazolyl moiety is substituled on the nitrogen with one —CH, group, and on the
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carbon with one —-CHz group, (f) said trlazolyl moiety is substituted on the carbo
a-NH; group, or {g) sald triazolyl moiety is substituted on the nlirogen with a
~CH:CHzCCH, group; and wherein said phenyl molety is substituted with

ith
0; or

(8}
{a) sald triazoly! moiety is substituted on the nilrogen with a substituent

selected from the group consisting of: -CHzCOH(CHa)z, and -CH,CH,OH, (b} said
irfazolyl moiety is substituted on the nitrogen with an alkyl grodp, {¢) said triazolyl
miglety is substituted on the nitrogen with an alkyl group, on the carbon with an
alkyl group, {d} said triazolyl moiety is substituted on thefiltrogen with a —-CHa group,
(e) said triazolyl moiety is substituted on the nitrogen with one —CH, group, and on the
carbon with ane —CHa group, {f) said triazolyl moiefy is substiiuted on the carbon with
a —NH; group, or (g} said triazolyl moiety Is substiluted on the nitrogen with a
—CHaCH,OCH, group; and wherein said phengl molety Is substituted with alkoxy; or

(9)
(a) sald idazotyl moiety J& substituted on the nitrogen with a substituent

selected from the group consistingAf: <CHaCOM(CHa)z, and -CHzCH20H, (b) sald
riazolyl moiety is substituted orythe nitrogen with an alkyl group, {¢} said triazolyl
molsty is substituled on the nfrogen with an atkyl group, and on the carbon with an
alkyl group, {d) said triazolyl mofety Is substituted on the nitrogen with a —CH; group,
(8) sald trfazolyl molaty 4 substituted on the nitrogen with one —CHs group, and on the
carbon with one —CHy'group, {f) said triazalyl moiety is subsiituted on the carbon with
a -NHz group, or () sald triazolyl meiety Is substituted on the nitrogen with a
~CH2CH0CH, group; and wherain sald phenyl moiely is unsubstituted.

The compound of Claim 1 wherein R® is a substituted triazolyl-phenyl
group whenein said triazolyl moiety is substituied with: (a} one substituent selected
from the group conslsting of: -CH,COH(CHz)z, and -CH:CH:0H, (b} one alkyl group,
{c)Awo alkyl groups, {d} one —~CHj group, (@) two —CH, groups, (f) one ~NH; group, or
) one ~CH:CHOCHa graup.

10.  The compound of Claim § wherein the aplional alkoxy substituents for
the phenyl molety of R® are —OCH;.
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11,  The compound of Claim 1 wherein R® is selected from the group
consisting of:

(2} a substituted trazolyl-thienyl- wharein the trlazolyl mole
substituled with one or two alkyl groups selected from the group conslsfing of:
-Cy-Csalkyl, -C:-Caalkyl, -C-Caalkyl, and —CHg;

(b) a substifuted triazolyl-thienyl- wherein the trlazol molety is
substituted with ons or two alkyl groups selected frem the gro
-C1-C.alkyl, -C1-Caalkyl, and —CHa;

(¢} a substltuted trlazolyl-thienyl- wherein
subslituted on the nitrogen with an alky! group salect
-C4-Caalkyl, -C4-Czalkyl, and —CHg;

{d) asubstituted tiazolyl-thieny) wherein the triazolyl moiety is
substituted on the nitrogen with an -alkylene-(-alkyl group selected from the group
consisting of: -Cz-C.alkylene-Q-C4-Cgalkyl, ACalkylene-0-Cs-Caalkyl,
-C2-Cialkylene-G-CHs, and -CHaCH.O

{e)  a substituted tr

consisting of:

triazolyl moisty Is
from the group consisting of:

lyl-thienyl- wherein the iriazolyl molety is
substituted on the nitrogen with an Aalkylene-O-alkyl group salected from the group
consisling of: -Cealkylane-0-Cy-Zralkyl, and ~CHzCHQOCHs;

{fy  a substityfed trlazolyl-thienyi- wherein the triazolyl mojety is
substituted on the nlirogen &ith a hydroxy substtuted alkyl group selected from the
group conslsting of: hydpoxy substituted -C,-Caalkyl, hydroxy substituted -Gq-Caalkyl,
and hydroxy substitutgd -CHy; and

{3} /asubstituted triazolyl-thienyl- whersin the triazolyl molety is
substituted on 6 nitrogen with a hydroxy substtuted alkyl group selected from the
group eonsistifig of: CHaCOH{CHa)y, and -CH.CHZOH.

The compound of Claim 1 whereln R® is a substituted triazolyl-thienyt-
harein:
A
{a} sald ifazolyt molety is optionally substituted on tha nitrogen with a
substituent selectad from the group consisting of: “CH2COH{CHs)s, and -CHaCH,OH,
(b) said triazolyi moiety is optionally substituted on the nitrogen with an alky! group, (c)
said trlazolyl molety is optionally substituted cn the nitrogen with an alkyl group, and
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on the carbon with an alky! group, (d) sald triazolyl molety is optionally substituleg’on

and wherein said thienyl moiety is optionally substituted with halo;

B
{a) said irlazolyl molsty Is optionally subslilutst on the nitrogen with a

substituent selected from the group tonsisting of: =CH:GOH(CHa)z, and -CH2CH2O0H,
{b} said triazolyl moiety 1s optionally substituled on the nitrogen with an alkyl group, (¢)
said iriazolyl moiety Is optionally substituted on theitrogen with an alky group, and
on the carbon with an alkyl group, (d) said iriazgiyl molety is optionally substiluted on
the nitrogen with a —CH; group, (e) said triazglyl moiety Is optionally substituted on the
nitrogen with one —CHa group, and on the garbon with one —CH, group. (f) said
triazolyl moiety is optionally substituted gn the carbon with a -NH; group, or {g} said
triazolyl molety is optionally substituted on the nitrogen with a =CHxCH.OCH3 group;
and wherein said thienyl moiety is gptionally substiiuted with alkoxy; or

©)
(a) sald trlazgfyl molety Is opticnally substituted on the nitrogen with a

substituent selected fropd the group consisting of: —-CH2COH{CHa)z, and -CH,CH2OH,
(b} sald triazolyl molety 1s oplionally substituted on the nitrogen with an alkyl group, (c)
sald friazolyi molely is optionally substituted on the nitrogen with an alkyt group, and
on the carbon with an atkyl group, (d) sald tiazoly] molety is optionally substiduted on
the nitrogen with a —CH3 group, (e) said triazolyl moiety Is optionally substituted on the
nitrogen with one —CHa group, and on the carbon with one —CH, group, (f} said
triazolylfMmoiety is oplionally substituted on the carbon with a —-NH; group, or (g) said
triazelyl moisty is optionally substituted on the nitrogen with a ~-CH2CHOCHa group;
wherein said thienyl moiety is substituted with halo; or

D)
(a) said irlazolyl moiety Is oplionally substiiuted on the nitrogen with a
substituent selected from the group consisting of; “CH.COH(CHa)z, and -CH;CH0OH,
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{b) said tiazolyl molety is optionally substituted on the nitrogen with an alkyl groug, {c}

said tiiazolyl moiety is optionally subsiituted on the nitrogen with an alkyl groug{ and

and wherein said thienyl molety is substituted with alkoxy; or

S
(a) said tiazolyl moiety Is substituted on the nitrogen with a substituent

selected from the group consisting of; ~CH.COH{CHa)a, and -CHCHOH, (b) said
trlazolyl molety Is substituted on the nitrogen wittyan alkyl group, {c) said trlazofyl
moiety is substiiuled on the nivogen with an | group, and on the carbon with an
alkyl group, (d) said tiazolyl moiety is subslifuted on the nitrogen with a —CHa group,
(e) said iriazolyl moiaty is substituted on the nitrogen with one —CH3 group, and on the
carbon with one -CHa group, (f) said trfazolyl molety is substituted on the carbon with
a —-NHz group, or {(g) said triazolyl mbiety is substituted on the nitrogen with a
~CH,CH:0CH; group; and whergin said thienyl moiety is optionally substituled with
halo; or

R
(a) said ifiazolyl moiety Is substiluted on the nitrogen with a substituent
selected from the group consisting of: ~-CH,COH(CHa)., and -CHCH.COH, (b) said
triazolyl moiety is'substituted on the nitrogen with an aliyl group, {c) sald idazolyl
molety is subpfituted on the nitrogen with an alkyi group, and on the carbon with an

Ha group, or {(g) said triazolyl moiety is substituted on the nitrogen with a
H2CH,COCH; group; and wherein said thisnyl molety is optionally substituted with
alkoxy, or
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{(a} sald triazolyl moiety is substituted on the nitrogen with a su
selected from the group consisting of: ~CHaCOH{CHa),, and -CHCH,OH,

moiety is substliuted on the nitrogen with an alkyl group, and on the gdrbon with an
alkyl group, (d) sald tlazolyl molaty is substituted on the nitrogan with a —CHs group,
(e) sald triazolyl molety Is substituted on the nitrogen with one —ZH;, group, and on the
carbon with one —CH, group, (f) sald triazolyl moiety is substifited on the carbon with
a~NHz group, or {g} sald trlazoly! moiety is substituted on jfie nltrogan with a
—CH3CH2OCHa group; and wherein said thienyl moiety i substituted with halo; or

H)
(8) said triazolyl molety is substitujéd on the nitrogen with a substituent

selected from the group conslisting of: -CH H{CHs)2, and -CHCHOH, (b) said
triazolyl moiety is substituted on the nitrogen with an alkyl group, (¢} said triazolyl
moiety is substituted on the nitrogen willt an alkyl group, and on the carbon with an
alkyl group, (d) sald trlazofyl molely is’substituted on the nitrogen with a —CHj; group,
(¢) said triazolyl molety is substituféd on the nitrogen with ane —CHa group, and on the
carbon with one —CHj; group, (fysaid triazolyl molety is substituted on the carbon with
a ~NH; group, or (g) said trigZolyl molety is substituted on the nitrogen with a
~CHCH0CH, group; angt'wherein said thienyl molety is substiiuted with alkoxy; or

is substiiuted on the nitrogen with an alkyl group, {c) said triazolyl
moiety is sUbstitutad on the nitrogen with an alkyl group, and on the carbon with an

id tiazolyl molety is substituted on the nitrogen with one —CHs group, and on the
on with one —CHjs group, (f} said triazolyl moiety is substiiuted on the carbon with
—NHz group, or (g) sald irlazolyl moiety Is substituted on the nitrogen with a
~GHaGH20CHs group; and wherein said thienyl moiety is unsubstituted.
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13.  The compound of Claim 1 wherein R is a substituted triazolyl-thie
group whereln sald trlazolyl moiely is substituted with: {a) one substituent selegted
from the group consisting ofi—CHCOH(CHs)z and -CH;CH-OH, (b) one alkyl group,
{c) two alkyl groups, (d) ene —CHa group, () two —~CH, group's, {f) one —pMH; group, or
{g) one -CH.CH.OCH; group.

14.  The compound of Claim 1 wherein the optional alk
the phenyl molety of R® are ~OCH,.

substituents for

15. The compaound of Claim 8 wherein R} is a piridy] substituted with a
substituent selected fram the group consisting of: -0-@Hg, -0-CyHs, —O-CH(CHa),, and
—0-{CH2)=0-CHj, and R is selected from the groys consisting of: -OCH; and —SCHs,

16.  The compound of Claim 8 whergin R is selected from the group
consisting of:

on the nitrogén and said pyridyl is substituted; or

c} A% is a substituted triazolyl-pytidyl- whereln sald triazolyl is substituted
on thetarbon and said pyridyl Is substituted; or

(d) A Is a substituted trlazolyl-pyridyl- whereln said triazolyl is substituted
the nitrogen and on the carbon, and said pyridyl is substituted; or

{e) R® is a substituted tiazolyl-pyridyl- wherein said triazolyl is unsubstituted
and sald pyridy| Js subsfituted,
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18, The compound of Claim 1 wherein:

(a) R® is a substituted triazolyl-pyridyl- wherein the iriazolyt Is substituted on the
nltrogen with an alkyl group, and the pyridyl is unsubstiluted; or

{b) R® s a substiluted triazolyl-pyridyl- wherein the trlazolyl Is subglituted on the
nitrogen with an alkyl group and substhiuted on the carbon with an al
wherein each alkyl group is Indepandently selected, and the pyridylis unsubstituted;
or

(c) R®is a subslituted {riazolyl-pyridyl- wherein the tri
nitrogen with a —CHz group, and the pyridyl is unsubstituted; or

{d) R® is a substituted triazotyl-pyridyl- wherein thef Iriazolyl is substituted on the
nitragen with a —CH, group and on the carbon with a #CH; group, and the pyridy! Is
unsubstituled.

Iyl Is substituted on the

19.  The compound of Claim 1 whergin:

(a) R is a substituted triazolyl-thiazolyi- wherein said triazolyl is subsfiluted
and said thiazolyl is unsubstiluted; or

{b) R®is a substinzted tiazefyl-thiazoly!- wherein said triazolyl is substituted
on the nitrogen and said thiazolyl ig'unsubstituted; or

{c} R® is a substituledAfiazolylthiazolyl- wherein sald tiazolyl is substituted
on the carbon and said thiazpfyi Is unsubstifuied; or

(d) R is a substjtlted triazolyl-thiazolyl- wherein sald triazolyl Is substiuted
on the nitrogen and on e carbon, and sald thiazolyl is unsubstituted; or

&) A% is a glibstituted triazolyl-thiazolyl- wharein said iriazolyt Is substituted
and said thiazolyl j€ substituted; or

on the garbon and said thiazolyl is substituted; or

() B® is a substituted triazolyl-thiazolyl- wherein said Triazolyl Is substituled
orythe nitrogen and on the carbon, and said thiazolyl is substituted; or

{h) R*is a substiluted triazolyl-thiazolyl- wherein said trlazolyl is
unsubstituted and said thiazolyl is substituted. |

20. The compound of Clalm 1 whereln:
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{a) R® is a substituted triazolyl-thiazolyl- wherein the triazolyl ls substitytad
on the nitrogen with alkyl, and said thiazolyt is unsubstituled; or

(b) R® is a substituted trlazolyl-thiazolyl- wherein the triazolyl is sybslituted
on the nitrogen with an alkyl group and substituted on the carbon with aryalkyl group,
wherein each alkyl group is independantly selacted, and said thiazoly|is
unsubstiluted; or

(c) R® is a substituted triazolyl-thiazolyl- wherein the i olyl is substituled
on the nitrogen with a —CHa group, and sald thiazoly! is unsubétituted; or

(d) R%is a substituted triazolyl-thlazolyl- whereln the triazolyl is substituted
on the nitrogen with a —CHs group and on the carbon wi
thiazolyl is unsubstituted.

a =CHa group, and said

21.  The compound of Claim 1 wherein4® is a substituted pyridazinyl-thienyl-
wherein said pyridazinyl is substituted and sajd thienyl is unsubstituted; or R®is a
substituted pyridazinyl-thienyl- wherein said pyridazinyi is unsubstituted and said
thienyi is substituted; or R® Is a substituldd pyridazinyl-thianyl- wheraln sald
pyridazinyl is substituted and said thi

22, The compound of £lalm 1 wherein:

{a) R®is a substituted yridazinyl-thienyl-wherein said pyridazinyl is subsfituted
with a =Q group, and said thieny! is unsubsiiluted; or

(b) R® is a substitted pyridazinyl-thienyl-wherein said pyridazinyl is subsiituted
with an alkyl group, gnd said thieny! is unsubstituted; or

{c) R®is a substituted pyridazinyl-thienyl-wherein said pyridazinyl is substituted
with a methy! gréup, and said thienyl is unsubstiiuted; or
er embodiment of this invention R® is a substituted pyridazinyi-thlanyl-
wherein said pyridazinyl is substituted with a =0 group, and with an alkyl group, and
said thignhy! is unsubstitutad.
(d) B® is a substituted pyridazinyi-thienyl-wherein said pyridazinyl is substituted
a =0 group, and with a methy! group, and said thienyl is unsubstituied.

23.  The compound of Claim 1 whereln;
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24,  The compound of Clalm 23 whereinR' is a pyridyl substituted with a
substituent selected from the group consisting gf: -O-CHa, -0-CgHs, —O-CH(CHa)z, and
—0-{CHg)2-0-CH;, and A2 is selected from thé group conslsting of: -OCH, and —~SCH,,

25. ‘The compound of Claim 24 wherein H' is selected from the group
consisting of:

A
~)
\Q*';, ;<

and R? is selected frorh the droup consisting of; -OCH; and —SCH,.

26.  Th# compound of Claim 11 wharein the compound of formula 1.0 is a
compound of formula 1.1:

&N H‘2<:|
/clhn \/B\
Hriq IIEI N Q 1.1
N

R1
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27.  The compound of Claim 26 wherein R” is selecled from the group
consisting of:
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28. The compound of Claim 27 wHerein R'is a pyridyl substituted with a

substituent selected from the group congisting of: -Q-CHg, -0-CaHs, ~0-CH{CHa)z, and
10 —0-{CHg)2-0-CHa, and R? [s selected ffom the group consisting of: -OCH; and ~SCHs.

29. The compound of
consisting of:

laim 28 wherein R' is selected from the group









33. The compound of Claim 28
consisting of:

E $
10 \©\TN\>

N-ny ,

erein R" is selected from the group

Foy
A
; 73
N~§ N
, N GH

3
3 L
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34. The compound of Clalm 1 whereln R? is iriazolyl-phenyl¢

5 35,  The compound of Claim 1 wherein R® is triazolyl-thienyl-.

36. The compound of Claim 1 whereln 8 ig
m N

{

N

10 37. The compound of Claim 1

:

38. Tha compoung/of Claim 1 wharein R® is
s A
(e
N .
THe compound of Claim 1 whereln R Is
; 0
s
-0
N~

The compound of Claim 1 wherein R®is

ereln R® is:

N,
A
N.-N\

CHj .

15




41. A compound selected from the group consisting of compounds
A16 and A18 1o A30.
5 42. A compound selected from the group consisling of compéunds A31 o
A48,
43, The compound of Claim 41 whareln said compoynd is compound A1.
10 44, The compound of Claim 41 wherein sald ¢gmpound is compound A2,
45, The compound of Claim 41 wharain s4id compound is compound A3,
46.  The compound of Claim 41 whersin sald compaound is compound AG.
15
47.  The compound of Claim 4 wharein sald compound is compound A7,
48. The compound of Clagim 41 wherain satd compound is compound A13,
20 49,  Thsa compound gf Clalm 41 whersin sald compound is compound A19.
50. The compgund of Claim 41 whersin said compound is compound AZ2.
51. mpound of Claim 41 whersin sald compound is compound A24,
25
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he compound of Claim 41 wherein said compound is compound A25.
The compound of Claim 41 wherein sald compound is compound A27.
Tha compound of Claim 41 wherein said compound is compound A28.
The compound of Claim 41 wherein said compound is compound A29,

The compound of Claim 41 wherein said compound is compound A30.
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57.
selected from the group conslsting of compounds A1 to A16 and A18 to A

58.
59.

60,
Claim 42.

61.
82,
T B3,
64.

65.

-3a0-

A solvate, or a phamaceutically acceptable salt, of a compoun

A phamaceutically acceptable salt of a compound of Clzim 41.
A solvate of a compound of Claim 41.

A solvate, or a pharmaceutically acceptable s4lt, of a compound of

The compound of Claim 1 in pure and isolated form.

The compound of Claim 41 in pdre and isolated form,
The compound of Claim 47 in pure and isolaled form.
A phamaceullcally

eptable salt of a compound of Claim 42,

| composition comprising at least one compound of

Claim 1 and a pharmaceufically accepiable carrler.

66,

A phamriaceutical composition comprising at least one compound of

Claim 41 and a phérmaceutically acceptable carrer,

67.
Claim 42 ahd a pharmaceutically acceptable carrler.

pharmaceutical composition comprising af least one compound of
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74.

75.

76.

77.

78.
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At least one compound of Claim 1 for use in the treatment of cancer.
The use of at least one compound of Claim 1 in the manufacture of & medicament for the
treatment of cancer.
At least one compound of Clzim 1 in combination with an effective amount of at least one
chemotherapeutic agent for use in the treatment of cancer.
The use of at least one compound of Claim 1 in combination with an effective amount of at |#ast
one chemotherapeutic agent in the manufacture of a medicament for the freatment of cander.
At least one compound of Claim 1 in combination with an effective amount of at least oné
chemotherapeutic agent and an effective amount of radiation therapy for use in the trgatment of
cancer.
The use of at least one compound of Claim 1 in combination with an effective amdunt of at least
one chemotherapeutic agent and an effective amount of radiation therapy in thg manufacture of 2
medicament for the treatment of cancer.
At least one compound of Claim 1 and therapeutically effective amounts of/t least one
chemotherapeutic agent selected from the group consisting of: {1) taxangs, (2) platinum
coordinator compounds, (3) epidermal growth factor (EGF) inhibitors tifat are antibodies, (4) EGF
inhibitors that are small molecules, (5) vascular endolithial growth fagtor (VEGF) inhibitors that are
antibodies, (6) VEGF kinase inhibitors that are small molecules, (7) estrogen receptor antagonists
or selective estrogen receptor modulators (SERMs), (8) anti-tumor nuclecside derivatives, (9)
epothilones, {10) topoisomerase inhibitors, (11) vinca alkaloidg, (12) antibodies that are inhibitors
of V83 integrins, (13) folate antagonists, (14) ribonuclectidg reductase inhibitors, (15)
anthracyclines, (16) biologies; (17) inhibitors of angiogenesls andfor suppressors of tumor
necrosis factor alpha {TMNF-alpha) such as thalidomide (6r related imid), (18} Berfabl kinase
inhibitors, (19) MEK1 and/or MEK 2 inhibitors that are/small molecules, {20) IGF-1 and IGF-2
inhibitors that are small molecules, (21) small molegGle inhibitors of RAF and BRAF kinases, (22)
small molecule inhibitors of cell cycle dependent kinases such as CDK1 , CDK2, CDK4 and
CDKB8, (23) alkylating agents, and (24) famesyl froiein transferase inhibitors for use in the
treatment of cancer.
The use of at least one compound of Clainy and therapeutically effective amounts of at least one
chemotherapeutic agent selected from the group consisting of: {1) taxanes, (2} platinum
coordinator compounds, (3) epidermal growth factor (EGF) inhibitors that are antibodies, (4) EGF
inhibitors that are small molecules, () vascular endolithial growth factor (VEGF) inhibitors that are
antibodies, (6) VEGF kinase inhibitdrs that are smalt molecules, (7) estrogen receptor antagonists
or selective estrogen receptor mddulators (SERMSs), {8) anti-tumor nucleoside derivatives, {9)
epothilones, (10) topoisomerage inhibitors, (11) vinca alkaloids, {12) antibodies that are inhibitors
of aVB3 integrins, (13) folate’antagonists, (14) ribonucleotide reductase inhibitors, (15)
anthracyclines, (16) biologfes; (17) inhibitors of angiogenesls andfor suppressors of tumor
necrosis factor alpha (THF-alpha) such as thalidomide {or related imid), (18) Berfabl kinase
inhibiters, (13} MEK1 dnd/or MEK 2 inhibitors that are smali molecules, (20) IGF-1 and IGF-2
inhibitors that are spiall molecules, (21) small molecule inhibitors of RAF and BRAF kinases, (22)
small molecule infibitors of cell cycle dependent kinases such as CDK1 , CDK2, CDK4 and
CDKB, (23) alkylating agents, and (24) farnesyl protein transferase inhibitors in the manufacture
of a medicamént for the treatment of cancer.
At least ong’'compound of Claim 1 in combination with at least one signal transduction inhibitor for
use in the’treatment of cancer.
The usg of at least one compound of Claim 1 in combination with at least one signal transduction
inhibior in the manufacture of a medicament for the treatment of cancer.
At Jeast one compound of Claim 1 for use in the treatment of cancer selected from the group
onsisting of: lung cancer, pancreatic cancer, colon cancer, myeloid leukemias, thyroid cancer,
myelodysplasia syndrome, bladder carcinoma, epidermal carcinoma, melanoma, hreast cancer,
prostate cancer, head and neck cancers, ovarian cancer, brain cancers, cancers of mesenchymal
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origin, sarcomas, tetracarcinomas, myoblastomas, kidney carcinomas, hepatomas, non-Hodgkin's
lymphoma, multiple myeloma, and anaplastic thyroid carcinoma.

The use of at least one compound of Claim 1 in fhe manufacture of a medicament for the
treatment of cancer selected from the group consisting of: lung cancer, pancreatic cancer, colo
cancer, myeloid leukemias, thyroid cancer, myelodysplasia syndrome, bladder carcinoma,
apidermal carcinoma, mglanama, breast cancer, prostate cancer, head and neck cancers, gvarian
cancer, brain cancers, cancers of mesenchymal origin, sarcomas, tetracarcinomas,
myocblastomas, kidney carcinomas, hepatomas, non-Hodgkin's lymphema, multiple mygloma, and
anaplastic thyroid carcinoma.

At least one compound of Claim 1 for use in the treatment of cancer selected from the group
consisting of: melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, lyhg cancer,
breast cancer, and ovarian cancer.

The use of at least one compeound of Claim 1 in the manufacture of a medicament for the
treatment of cancer selected from the group consisting of: melanoma, pangreatic cancer, thryroid
cancer, calorectal cancer, lung cancer, breast cancer, and ovarian cancer.

At least one compound of Claim 1 in combination with an effective amgunt of at least one
chemotherapeutic agent, for use in the treatment of cancer selecledfrom the group consisting of:
melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, }ing cancer, breast cancer, and
ovarian cancer,

The use of at least one compound of Claim 1 in combination with an effective amount of at least
one chemotherapeutic agent in the manufacture of a medicgment for the treatment of cancer
selected from the group consisting of. melanoma, pancregtic cancer, thryroid cancer, colorectal
cancer, lung cancer, breast cancer, and ovarian cancey/

At least one compound of Claim 1 for use in the treaiffient of melanoma.

At least one compound of Claim 1 for dse in the treatment of pancreatic cancer.

The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of pancreatic cancer.

At least one compound of Clainy™ in combination with an effective amount of at least one
chemotherapeutic agent for yge in the treatment of pancreatic cancer.

The use of at least one comfiound of Claim 1 in combination with an effective amount of at least
one chemotherapeutic agént in the manufacture of a medicament for the treatment of pancreatic
cancer.

At least one compoupd of Claim 1 for use in the treatment of thyroid cancer.

The use of at least dne compound of Claim 1 in the manufacture of a medicament for the
treatment of thyreid cancer.

At least one corhpound of Claim 1 in combination with an effective amount of at least one
chemotherapeutic agent for use in the freatment of thyroid cancer.

The use of/at least one compound of Ciaim 1 in combination with an effective amount of at least

reatment of colorectal cancer.

. At least one compound of Claim 1 in combination with an effective amount of at least one

chernotherapeutic agent for use in the treatment of colorectal cancer.
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88. The use of at least one compound of Claim 1 in combination with an effective amount of at least
one chemotherapeutic agent in the manufaciure of a medicament for the treatment of colorectal
cancer,

100. At least one compound of Claim 1 for use in the treatment of lung cancer,

101.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of lung cancer.

102. At least one compound of Claim 1 in combination with an effective amount of at least 4ne
chemotherapeutic agent for use in the treatment of lung cancer.

103.  The use of at least one compound of Claim 1 in combination with an effective amgunt of at
least one chemotherapeutic agent in the manufacture of a medicament for the treajthent of lung
cancer.

104.  Alleast one compound of Claim 1 for use in the freatment of breast cancey

105.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of breast cancer.

106. At least one compound of Claim 1 in combination with an effective aghount of at least one
chemotherapeutic agent for use in the freatment of breast cancer.

107.  The use of af least one compound of Claim 1 in combination witlf an effective amount of at
least one chemotherapeutic agent in the manufaciure of a medicarment for the treatment of breast
cancer.

108. At least one compound of Claim 1 for use in the treatmeny/of ovarian cancer.

109.  The use of at least one compound of Claim 1 in the maplifacture of a medicament for the
treatment of ovarfan cancer.

110. At least one compound of Claim 1 in combination with an effective amount of at least one
chemotherapeutic agent for use in the treatment of oyarian cancer.

111.  The use of at least one compound of Claim 1 irrcombination with an effective amount of at
least one chemotherapeutic agent in the manufagfure of a medicament for the freatment of
ovarian cancer.

112.  Atleast one compound of Claim 1 in combination with antihormonal agents, for use in the
treatment of hormone-dependent breast cancer.

113.  The use of at least one compound of/Claim 1 in combination with antihormonal agents in the
manufacture of a medicament for the freatment of hormone-dependent breast cancer,

114, At least one compound of Claim/l in combination with antihormonal agents and in
combination with an effective amount of at least one chemotherapeutic agent, for use in the
treatment of hormone-dependent breast cancer.

115.  The use of at least one compound of Claim 1 in combination with antihormonal agents and in
combination with an effective amount of at least one chemotherapeutic agent in the manufacture
of a medicament for the tréatment of hormone-dependent breast cancer.

116. At least one compound of Claim 1 for use in the treatment of brain cancer.

117.  The use of at leagt one compound of Claim 1 in the manufacture of a medicament for the
treatment of brain cdncer,

118.  Atleast one ¢6mpound of Claim 1 in combination with an effective amount of at least one
chemotherapeic agent for use in the freatment of brain cancer.

119.  The use g7 at least one compound of Claim 1 in combination with an effective amount of at
least one chlemotherapeutic agent in the manufacture of a medicament for the treatment of brain
cancer.

120. At Jeast one compound of Claim 1 in combination with an effective amount of femozolomide
for uge in the treatment of brain cancer.

121. /The use of at least one compound of Claim 1 in combination with an effective amount of

émozolomide in the manufacture of 2 medicament for the treatment of brain cancer.

122. Al least one compound of Claim 1 for use in the treaiment of prostale cancer.

3. The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of prosiate cancer.
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124, At least one compound of Claim 1 in combination with an effective amount of at least one
chemaotherapeutic agent for use in the freatment of prostate cancer.

125.  The use of at least one compound of Claim 1 In combination with an effective amount of at
least one chemotherapeutic agent in the manufacture of a medicament for the treatment of
prostate cancer.

126.  Atleast one compound of Claim 1 for use in the freatment of myelodysplastic sybdrame

127.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of myelodysplastic sybdrome.

128.  Atleast one compound of Claim 1 in combination with an effactive amount of at ledst one
chemotherapeutic agent for use in the treatment of myelodysplastic sybdrome cancer.

128.  The use of at [easi one compound of Claim 1 in combination with an effective/amount of at
least one chemotherapeutic agent in the manufacture of a medicament for the ireatment of
myelodysplastic sybdrome cancer.

130.  Atleast ene compound of Claim 1 for use in the treatment of myeloid letikemia.

131.  The use of at least one compound of Claim 1 in the manufacture of a/medicament for the
treatment of myeloid leukemia.

132.  Atleast one compound of Claim 1 in combination with an effectivé amount of at least one
chemotherapeutic agent for use in the treatment of myeloid leukenda.

133,  The use of at least one compound of Claim 1 in combinationAvith an effective amount of at
least one chemotherapeutic agent in the manufacture of a megfcament for the treatment of
myeloid leukemia.

134. At least one compound of Claim 1 for use in the freatrpent of acute myelogenous leukemia.

135.  The use of at least one compound of Claim 1 in the shanufacture of a medicament for the
treatment of acute myelogenous leukemia.

136.  Atleast one compound of Claim 1 in combinatign with an effective amount of at least one
chemotherapeutic agent for use in the treatment of acute myelagenous leukemia.

137.  The use of at least one compound of Claim A in combination with an effective amount of at
least one chemotherapeutic agent in the manyfacture of a medicament for the treatment of acute
myelogenous leukemia,

138.  Atleast one compound of Claim 1 fogdise in the treatment of chronic myelomonocytic
leukemia.

138.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of chronic myelomonocyiiG leukemia.

140.  Atleast one compound of Clgim 1 in combination with an effective amount of at least one
chemotherapeutic agent for usg'in the treatment of chronic myelomonocytic ieukemia.

141.  The use of at least one gompound of Claim 1 in combination with an effective amount of at
least one chemotherapeutj¢ agent in the manufacture of a medicament for the treatment of
chronic myelomonocytic leukemia.

142.  Atleast one compgund of Claim 1 for use in the treatment of chronic myelagenous leukemia.

143.  The use of at legst ane compound of Claim 1 in the manufacture of a medicament for the
treatment of chropit myelogenous leukemia,

144.  Atieast one£ompound of Claim 1 in combination with an effective amount of at least one
chemotherape(itic agent for use in the treatment of chrenic myelogenous leukemia.

1458.  The use/of at least one compound of Claim 1 in combination with an effective amount of at
least one £hemotherapeutic agent in the manufacture of a medicament for the treatment of
chronicmyelogenous leukemia.

146,  Atleast one compound of Claim 1 for use in the treatment of bladder cancer.

147. he use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of bladder cancer.

1487  Atleast one compound of Claim 1 in combination with an effective amount of at least one
chemotherapeutic agent for use in the treatment of bladder cancer.
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149.  The use of atleast one compound of Claim 1 in combination with an effective amount of at
least one chemotherapeutic agent in the manufacture of a medicament for the treatment of
bladder cancer.

150.  Atleast one compound of Claim 1 for use in the treatment of non-Hodgkin's lymphoma.

151.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of non-Hodgkin's lymphoma.

152.  Atleast one compound of Claim 1 in combination with an effective amount of at least ofie
chemotherapeutic agent for use in the treatment of non-Hodgkin's lymphoma.

153.  The use of at least one compound of Claim 1 in combination with an effective amo{int of at
least one chemotherapeutic agent in the manufacture of a medicament for the treatiient of non-
Hodgkin's lymphoma.

154. At least one compound of Claim 1 for use in the treatment of multiple myelgiha.

165.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the
treatment of multiple myeloma.

186.  Atleast one compound of Claim 1 in combination with an effective arpfount of at teast one
chemotherapeutic agent for use in the freatment of multiple myeloma.

157.  The use of at least one compound of Claim 1 in combination witlyan effective amount of at
least one chemotherapeutic agent in the manufacture of a medicapient for the treatment of
multiple myeloma.

158.  Atieast one compound of Claim 1 in combination with antjformonal agents or at least one
compound of Claim 1 in combination with antihormonal agenfs and in combination with an
effective amount of at least one chemotherapeutic agent, for use in preventing hormone-
dependent breast cancer,

168.  The use of at least one compound of Claim 1 in cembination with antihormonal agents or at
least one compound of Claim 1 in combination with dntihormonal agents and in combination with
an effective amount of at least one chemotherapedtic agent in the manufacture of a medicament
for the prevention of hormone-dependent breastcancer.
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WHAT IS CLAIMED 18:

1. A compound of formula 1.0:

R2
Q
A\ AO o)
Pe
N N AL
M Q

(1.0)

or a pharmaceutically acceptable salt or solvate thereof, wherein R', R*and Q
are independently selected, and wherein:

Qis:
2 .
R5 .

R is selected from the group consisting of: heteroaryl and substituted
heteroaryl, wherein said substituted heteroaryl is substituted with 1 fo 3 substituents
independently selected from the group consisting of: -OH, alkoxy, and
-O-alkylene-O-alkyl;

R?is selected from the group consisting of: ~O-alkyl and -S-alkyl; and

R’ is selected from the group consisting of:

(a) triazolyl-phenyl-,

(b) triazolyl-phenyl- wherein said pheny! is optionally substituted with 1 t0 3
substituents independently selected from the group consisting of: halo and alkoxy, and

{c) substituted triazolyl-phenyl- wherein said phenyl is optionally substituted
with 1 to 3 substituents independently selected from the group consisting of: halo and
alkoxy, and said triazolyl group is substituted with one or two substiiutents
independently selected from the group consisting of: alkyl, hydroxy substituted alkyl,
-alkylene-O-alkyl, and amino, provided that when said -alkylene-O-alkyl group is bound
to the nitrogen of said triazolyl in (¢} the alkylene moiety of said -atkylene-O-alkyl group
is not —CHa-.

2. The compound of Claim 1 having the formula:
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R2
O
G
C][]Il
N/ N\/U\
Hr!\] H Q (1.1)
N~
R1
3. The compound of Claim 1 wherein R® is selected from the group

consisting of;

(@) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted with
one or two alkyl groups selected from the group consisting of: -C+-Cealkyl, -C+-Caalkyl, -
C4-Czalkyl, and —CHs;

(b) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted with
one or two alkyl groups selected from the group consisting of: -Cy-Caalkyl, -CG1-Caalkyl,
and —CHs;

(c) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on
the nitrogen with an alkyi group selected from the group consisting of; -C,-Csalkyl,
-C1-Cpalkyl, and —CHa;

(d) a substituted triazolyi-phenyl- wherein the triazolyl moiety is substituted on
the nitrogen with an -alkylene-O-alky! group selected from the group consisting of: -C,-
Caialkylene-0-C-Csalkyl, -Cealkylene-O-C4-Caalkyl, -Cy-Caalkylene-O-CHs, and
—CHCHOCHj3;

(e) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on
the nitrogen with an -alkylene-O-alkyl group selected from the group consisting of:
~Calkylene-0-C4-Caalkyl, and —-CH,CH,OCH;;

(f) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on
the nitrogen with a hydroxy substituted alkyl group selected from the group consisting
of: hydroxy substituted -C+-C,alkyl, hydroxy substituted -C,-Caalkyl, and hydroxy
substituted -CHs;

(9) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on
the nitrogen with a hydroxy substituted alkyl group selected from the group consisting
of: CH.COH(CHjs),, and -CH;CH,OH; and

(h) a substituted triazolyl-phenyl group wherein said triazolyl moiety is
substituted with: (1) one substituent selected from the group consisting of:
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~CH2COH{CHs)2, and -CH2CH,0H, (2) one alkyl group, (3) two alkyl groups,
{4} one —CHjs group, (5) two —CHj; groups, (6) one —NH; group, or (7) one
—CHCH.CCH4 group.

4. The compound of Claim 3 wherein said compound is selected from the
group consisting of: (a) to (g).

B. The compound of Claim 1 wherein: (a) the optional halo substituents for
the phenyl moiety of R® are F; or (b) the optional alkoxy substituents for the phenyl
moiety of R® are ~OCHs.

6. The compound of Claim 1 wherein R’ is an optionally substituted triazolyl-
phenyl- group; and wherein:
(1)

{a) said triazolyl moiety is optionally substituted on the nitrogen with a
substituent selected from the group consisting of: ~-CHCOH(CHs),, and -CH,CH,OH,
(b} said triazolyl moiety is optionally substituted on the nitrogen with an alkyl group, (c)
said triazolyl moiety is optionally substituted on the nitrogen with an alkyl group, and on
the carbon with an alkyl group, (d) said triazolyl moiety is optionally substituted on the
nitrogen with a —CHs group, (e) said triazolyl moiety is optionally substituted on the
nitrogen with one —CHs group, and on the carbon with one —~CHjs group, (f) said triazolyl
moiety is opfionally substituted on the carbon with a —NH; group, or {g) said triazoly]
moiety is optionally substituted on the nitrogen with a ~CH>CH,OCH; group; and
wherein said phenyl moiety is optionally substituted with halo; or

(2)

(a) said triazolyl moiety is optionally substituted on the nitrogen with a
substituent selected from the group consisting of: —CHCOH(CH,),, and -CH.CH,OH,
(b} said triazolyl moiety is optionally substituted on the nitrogen with an alkyt group, (c)
said triazolyl moiety is optionally substituted on the nitrogen with an alkyl group, and on
the carbon with an alkyl group, (d) said triazolyl moiety is optionally substituted on the
nitrogen with a —~CHj; group, (e) said triazolyl moiety is optionally substituted on the
nitrogen with one —CHs; group, and on the carbon with one —CH; group, (f) said triazolyl
moiety is optionally substituted on the carbon with a —-NH; group, or (g) said triazolyl
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molety is optionally substituted on the nitrogen with a —-CH;CH>OCH; group; and
wherein said phenyl moiety is optionally substifuted with alkoxy; or
(3)

(a) said triazolyl moiety is substituted on the nitrogen with a substituent
selected from the group consisting of: —-CH,COH{CHs),, and -CH,CH,0OH, {b) said
triazolyl moiety is substituted on the nitrogen with an alkyl group, {(c) said iriazoly!
moiety is substituted on the nitrogen with an alkyl group, and on the carbon with an
alkyl group, (d) said triazolyl moiety is substituted on the nitrogen with a —CHs group,
(e) said triazoly! moiety is substituted on the nitrogen with one —CHj group, and on the
carbon with one —~CH; group, (f) said triazolyl moiety is substituted on the carbon with a
~-NH; group, or (g) said triazoiyl moiety is substituted on the nitrogen with a
—CH,CH,OCH; group; and wherein said phenyl moiety is optionally substituted with
halo; or

)

(a) said triazolyl moiety is substituted on the nitrogen with a substituent
selected from the group consisting of: ~CH,COH(CHs),, and -CH,CH,0H, (b) said
triazolyl moiety is substituted on the nitrogen with an alkyl group, (c) said triazolyl
moiety is substituted on the nitrogen with an alkyl group, and on the carbon with an
alkyl group, (d) said triazolyl moiety is substituted on the nitrogen with a —-CH; group,
(e) said trizzolyl moiety is substituted on the nitrogen with one —CHs group, and on the
carbon with one —CHj; group, (f) said triazolyl moiety is substituted on the carbon with a
—NH; group, or (g) said iriazolyl moiety is substituted on the nitrogen with a
~CHCHOCH; group; and wherein said phenyl moiety is optionally substituted with
alkoxy; or

(5)

(a) said triazolyl moiety is substituted on the nitrogen with a substituent
selected from the group consisting of: —CH,COH(CHs),, and -CHCH:0H, {b) said
triazolyl moiety is substituted on the nitrogen with an alkyl group, (c) said triazoly!
moiety is substituted on the nitrogen with an alkyl group, and on the carbon with an
alkyl group, (d) said triazolyl moiety is substituted on the nitrogen with a -CHs group,
{e} said triazolyl moiety is substituted on the nitrogen with one —CHs group, and on the
carbon with one —CHs group, (f) said triazolyl moiety is substituted on the carbon with a
—NH. group, or (g) said triazolyl moiety is substituted on the nitrogen with a
~-CH:CH,OCH; group; and wherein said phenyl moiety is unsubstituted.
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7. The compound of Claim 6 wherein R is a substituted triazolyl-phenyl-

group.

5 8. The compound of Claim 6 wherein said compound is a substituted
triazolyl-phenyl wherein:
(a) R" is selected from the group consisting of:
(1) a pyridy! substituted with a substituent selected from the group consisting
of: -O-CHjs, -O-CzHs, O-CH(CHs)z, and —0O-(CHz)-O-CHj;
10 (2)

; and

(3)
el
NN e,
(4)
AS; = N
T l o/\/O

(b) R? is selected from the group consisting of: -OCH3 and ~SCHa.

15

“CHy: and

9. The compound of Claim 1 wherein:
20 (a) R’ is selected from the group consisting of:
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OH, OH . CHs N>NH |
Q\ & O
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CH3 CH3
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CHy CHy NH,
;i ;‘é F

N

N-""N N"'N

378 8

OH
CHs and OH

(b) R" is selected from the group consisting of:
(1) a pyridy! substituted with a substituent selected from the group consisting
of: -O-CHa, -O-C3Hs, —O-CH{CHa),, and —0O-(CHz)-O-CHj;
(2)
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Sy

!

X &) CH
Y 3

CHa

fn,\
f\o

5 CHa;and
(¢) R?is selected from the group consisting of: -OCH; and ~SCHs.

10.  The compound of Claim 1 wherein R is:

10
11.  The compound of claim 1 or 2, wherein R? is -OCH; R’ is:

5555 = |N
= o\rCHQ,
CHsy  and
R®is a substituted triazolyl-phenyl group wherein said triazolyl moiety is
15  substituted with: (a) one substituent selected from the group consisting of:
-CH2COH(CHas)2, and ~-CHCH.OH, (b) one alkyl group, {c) two alkyl groups, (d) one
-CHs; group, (e) two —CHj groups, (f} one -NH, group, or (g) one -CH,CH,;OCH; group.

12.  The compound of claim 1 or 2, wherein R?is —SCHs, R'is:
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Sy

)

o\rcH3
CHy  and
R°is a substituted triazolyl-phenyl group wherein said triazolyl moiety is
substituted with: (a) one substituent selected from the group consisting of:
5 —CH,COH{CHs)z, and -CH.CH>0OH, (b) one alkyl group, (c) two alkyl groups, (d) one
—CHs group, (e) two —CHa groups, (f) one —NH; group, or {g) one ~CH,CH,OCH; group.

13. A compound selected from the group consisting of compounds A1 tc A16
10 and A18 to A30, and pharmaceutically acceptable salts thereof, and compounds A31 to
A48, wherein the structures of these compounds are as follows:

\ O
O}C\N\)LN \
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NH

N
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HN, 2~ N
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T )O\
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(A2) B
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15 OH



315

o
A
~ N
Nx\\ N |
9)
N,
N Y (A3) \ Y
A "5
YCHS CHa

CHa

=




316

CHy

VY

N—N

>_CH3

CHjy

Y

N~N

OH



(A9)

(A11)

37



318

N~pn
CHy
ol
Q. 0
N N
N W\ \/U\N
N 0 l
74 \N
N
= CH ! \>\CH
o 3 (A14) N 3



319

N f N
NN N~y
N i
W (A15) CHy
07 N0




320







322

O
Y
N (A27)
/_“\ N
-
O
H (1) N\)k&
se =

l r\}ﬁ NS
N (A28)



O
HN,
N SN
I o
A
/
3
HN\\@N
\
0
HN
N

—
O=\ D
NH
HN, 2~ N
N \
—

323



324

o=
D 3
(A33) N=N
"y N )\ OH
N \
T~ o
\ @]
Oy
o= D "
W Y
NN
(A34) A
HN. 2 7 N
N \
- CH






326

NH
N—N
(A41) A
HN N
\N/ 4 § }\
=~ O
\ 0
OTCNW} )
o= D
. »
(Ad2) NﬂN?
HN., = 2 )\
N \
P ans



ey
N—N
(A45) \
0
HN. 2~
N N
\ 0
OO0y,
0= D N
NH D \! \7
N—N
(A48) \
o)
HN, 2 ~7" 3 \\
N
\ o)
oy
o:ﬁ 8] N
NH D \Y \7
(A47) NTNQ
O
HN, 2~~~
N N
= ,and
\ O
w00
o= 3] N
N D Y
(A48) NTNG
O~
HN, 7 2R\
N

14.  The compound of claim 13 which is:
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(AB) N~N
CHz

e,

or a pharmaceutically acceptable sait thereof.

15.  The compound of claim 13 which is:

Ot
S 0
OQ\\\\“'C}\E \)'L N
N

or a pharmaceutically acceptable salt thereof.

16.  The compound of claim 13 which is:
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N
VY

N~p

CH378

0 cfr, OH
CHa Ny,

or a pharmaceutically acceptable salt thereof.
5 17.  The compound of claim 13 which is:

CHa

/

N Azso\@r
/ A\

or a pharmaceutically acceptable salt thereof.

CH3

10

18.  The compound of claim 13 which is:

2oLy

N— N
(A31)
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or a pharmaceutically acceptable salt thereof,

19.  The compound of claim 13 which is:

\ Q
O?C\N% N
w0 ° <Y

N—N
(A32) N

N i
— @)

¥

or a pharmaceultically acceptable salt thereof.

20. A pharmaceutical composition comprising at least one compound of any
previous Claim, or a pharmaceutically acceptable salt or solvent thereof and a

pharmaceutically acceptable carrier.

21, Acompound of any one of Claims 1 to 19, or a pharmaceutically
acceptable salt or solvate thereof for use in therapy.

22.  Acompound of any one of Claims 1 to 19, or a pharmaceutically
acceptable salt or solvate thereof for:

(a) use in treating cancer; or

{(b) use in treating cancer wherein said compound is used with at least one
chemotherapeutic agent; or

{c) use in treating cancer wherein said compound is used with at least one
chemotherapeutic agent, and radiation therapy; or

(d) use in treating cancer wherein said compound is used with at least one
chemotherapeutic agent selected from the group consisting of: (1) taxanes, (2) platinum
coordinator compounds, (3) epidermal growth factor (EGF) inhibitors that are
antibodies, {4) EGF inhibitors that are small molecules, (5) vascular endolithial growth
factor (VEGF) inhibitors that are antibodies, () VEGF kinase inhibitors that are smali
molecules, (7} estrogen receptor antagonists or selective estrogen receptor modulators
(SERMs), (8) anti-tumor nucieoside derivatives, (8) epothilones, (10) topoisomerase
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inhibitors, (11) vinca alkaloids, (12) antibodies that are inhibitors of «VB3 integrins, (13)
folate antagonists, (14} ribonucteotide reductase inhibitors, (15) anthracyclines, (16)
biologics; (17) inhibitors of angiogenesis and/or suppressors of tumor necrosis factor
alpha (TNF-alpha) such as thalidomide {or related imid), (18) Ber/abl kinase inhibitors,
(19) MEK1 and/or MEK 2 inhibitors that are small molecules, (20) IGF-1 and IGF-2
inhibitors that are small molecules, (21) small molecule inhibitors of RAF and BRAF
kinases, (22) small molecuie inhibitors of cell cycle dependent kinases such as CDK1,
CDK2, CDK4 and CDKB8, (23) alkylating agents, and (24) farnesyl! protein transferase
inhibitors; or

(e} use in treating cancer wherein said compound is used with at least one
signal transduction inhibitor; or

(f) use in treating cancer wherein said cancer being selected from the group
consisting of: lung cancer, pancreatic cancer, colon cancer, myeloid leukemias, thyroid
cancer, myelodysplastic syndrome, bladder carcinoma, epidermal carcinoma,
melanoma, breast cancer, prostate cancer, head and neck cancers, ovarian cancer,
brain cancers, cancers of mesenchymal origin, sarcomas, tetracarcinomas,
nuroblastomas, kidney carcinomas, hepatomas, non-Hodgkin's lymphoma, multipie
myeloma, and anaplastic thyroid carcinoma; or

(g) use in treating cancer wherein said cancer is selected from the group
consisting of: melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, lung
cancer, breast cancer, and ovarian cancer; or

(h) use in treating cancer wherein said compound is used with at least one
chemotherapeutic agent, and wherein said cancer is selected from the group consisting
of: melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, lung cancer,
breast cancer, and ovarian cancer; or

(i) use in treating cancer wherein said compound is used with antihormonal
agents, and wherein said cancer is hormone-dependent breast cancer; or

{i) use in treating cancer wherein said compound is used with antihormional
agents, and with at least one chemotherapeutic agent, and wherein said cancer is
hormone-dependent breast cancer; or

(k) use in treating cancer wherein said cancer is selected from the group
consisting of brain cancer, prostate cancer, myelodysplastic syndrome, myeloid
leukemia, acute myelogenous leukemia, chronic myelomonocytic leukemia, chronic
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myelogenous leukemia, bladder cancer, non-hodgkin’s lymphoma, multiple myeloma;
or

(1) use in treating cancer wherein said compound is used with at least one
chemotherapeutic agent, and wherein said cancer is selected from the group consisting
of: brain cancer, prostate cancer, myelodysplastic syndrome, myeloid leukemia, acuie
myelogenous leukemia, chronic myelomonocytic leukemia, chronic myelogenous
leukemia, bladder cancer, non-hodgkin’s lymphoma, multiple myeloma; or

{m) use in treating cancer wherein said compound is used with temozolomide,
and wherein said cancer is brain cancer; or

(n) use in preventing hormone-dependent breast cancer wherein said compound
is used with antihormonal agents; or

(0) use in preventing hormone-dependent breast cancer wherein said compound
is used with antihormonal agents, and with at least one chemotherapeutic agent.

23.  Use of a compound of any one of Claims 1 to 19, or a pharmaceutically
acceptable salt or solvate thereof for the manufacture of a medicament for treating
cancer.



