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WHAT IS CLAIMED IS: 

1. 	A compound of formula 1.0: 

R2  
O
':• 

FIN 	41/ 	H 
I 
N 

RI 

5 or a pharmaceutically acceptable salt or solvate thereof 	herein al, R2  and Q 

are independently selected, and wherein: 

Q is: 

si.
N 

R5  ; 

R1  is selected from the group wit sisting of: heteroaryl and substituted 

10 heteroaryl, wherein said substitute. heteroaryl is substituted with 1 to 3 substituents 

independently selected from th 	roup consisting of: -OH, alkoxy, and 

—0-alkylene-0-alkyl; 

R2  is selected from 	e group consisting of: -0-alkyl and -S-alkyl; and 

R5  is selected fr 	the group consisting of: 

15 (a) triazoly • henyl-, 

(b) triaz. yl-phenyl- wherein said phenyl is optionally substituted with 1 to 3 

substituents in. :pendently selected from the group consisting of: halo and alkoxy, 

(c 	ubstituted triazolyl-phenyl- wherein said phenyl is optionally substituted 

with 1 to 	substituents independently selected from the group consisting of: halo and 

20 alkoxy .nd said triazolyt group is substituted with one or two substitutents 

ind: a: ndentiy selected from the group consisting of: alkyl, hydroxy substituted alkyl, 

ylene-O-alkyl, and amino, 

(d) triazolyl-thienyl-, 

(e) triazolyl-thienyl- wherein said thienyl is optionally substituted with 1 to 2 

substituents independently selected from the group consisting of: halo and alkoxy, 

(f) substituted triazolyl-thienyl- wherein said thienyl is optionally substituted 

with 1 to 2 substituents independently selected from the group consisting of: halo and 



5 
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alkoxy, and said triazolyl group is substituted with one or two substitutents 

independently selected from the group consisting of: alkyl, hydroxy substituted 	lkyl, 

-allcylene-0-alkyl, and amino, 

(g) triazolyl-pyridyl-, 

(h) triazolyl-pyridyl- wherein said pyridyl Is optionally substit 	=d with 1 to 3 

substituents Independently selected from the group consisting of: h 	o, alkyl, and 

alkoxy, provided that the carbon atoms adjacent to the nitrogen ..m in said pyrldyl 

are not substituted with halo, and 

(I) substituted triazolyl-pyridyl-wherein: (1) said • 	idyl is optionally 

10 

15 

substituted with 1 to 3 substituents independently select- i from the group consisting 

of: halo, alkyl, and alkoxy, provided that the carbon at. 	adjacent to the nitrogen 

atom in said pyridyl are not substituted with halo, a • (2) said triazoly1 group is 

substituted with one or two substItutents Indepe . ently selected from the group 

consisting of: alkyl, hydroxy substituted alkyl, 	-lkylene-0-alkyl, and amino, 

0) trlazolyl-thiazdyl-, 

(k) triazolyl-thlazolyl- wherein 	:id thiazolyl is optionally substituted with 1 

substituent Independently selected f • 	the group consisting of: halo, alkyl, and 

alkoxy, amino, alkylamino, and dial 	lamino wherein each alkyl is independently 

selected, and 

20 (I) substituted triaz• 	1-thiazolyl- wherein (1) said thlazolyl is optionally 

substituted with 1 substitu 	independently selected from the group consisting of: 

halo, alkyl, and alkoxy, 	no, alkylamino, and dialkylamino wherein each alkyl is 

independently select-.,and (2) said triazolyl group is substituted with one or two 

substitutents Independently selected from the group consisting of: alkyl, hydroxy 

25 substituted alkyl -allcylene-0-alkyl, and amino, 

(m 	•yridazlnyl-thienyl-, 

pyridazinyl-thienyl- wherein said thlenyl is optionally substituted with 1 to 

2 subst tents independently selected from the group consisting of: halo and alkoxy, 

and 

30 (o) substituted pyridazinyl-thienyl- wherein (1) said thienyt Is optionally 

bstituted with 1 to 2 substituents independently selected from the group consisting 

of: halo and alkoxy, and (2) said pyridazlnyl group Is substituted with I to 3 

substitutents independently selected from the group consisting of: =0, alkyl, amino, 

alkylamino, dialkylamino wherein each alkyl is Independently selected, and halo, 
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provided that the carbon atoms adjacent to the nitrogen atoms in said pyridaziny - re 

not substituted with halo, and 

provided that when said -alkylene-0-alkyl group is bound to the 	ogen of 

said triazolyl in (c), (f), (i) and (I) of F16  the alkylene moiety of said -alkyle 	0-alkyl 

5 	group is not -CH2-. 

2. The compound of Claim 1 wherein R' is a pyridyl s2ostituted with a 

substituent selected from the group consisting of: -OH, alkoxy and 

-0-alkylene-0-alkyl. 

10 

3. The compound of Claim 2 wherein said ubstituent Is selected from the 

group consisting of: -0-C113, -0-C2H3, -O-CH(CH3 ., and -04CH2)2-0-CH3, 

4. The compound of Claim 1 whe - n R1  is selected from the group 

15 	consisting of: 

15-..""-11%. 	N 
%.. K. 	 I o..3 	

N 	
N 

CH3  	 0 	C 	, and 	 o 	%Cii3  

5. The compo nd of Claim 1 wherein R2  is selected from the group 

consisting of: -0CH3 a d -SCH3. 

20 

6. Th: 	ompound of Claim 1 wherein R6  is selected from the group 

consisting of: 

(a) a substituted triazolyl-phenyl- wherein the triazolyl moiety is 

substitut 	with one or two alkyl groups selected from the group consisting of: 

25 	-C,-C.: kyl, -C1aialkyl, -Cr-C2alkyl, and -CH3; 
(b) a substituted triazolyl-phenyl- wherein the triazolyl moiety is 

bstituted with one or two alkyl groups selected from the group consisting of: 

-C1-C4alkyl, -C1-C2alkyl, and -CH3; 
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(c) a substituted triazolyl-phenyl- wherein the triazolyl moiety is 

substituted on the nitrogen with an alkyl group selected from the group consist 	g of: 
-C1-Calkyl, -C1-C2alkyl, and —CH3; 

(d) a substituted triazolyl-phenyl- wherein the triazolyl m.rety Is 

5 	substituted on the nitrogen with an -alkylene-O-alkyl group selected ft. 	the group 

consisting of: -C2-04alkylene-O-Ci-Ccalkyl, -02alkylene-O-C1-C2a 

-02-aialkylene-0-0113, and —CH2CH2OCH3; 

(e) a substituted triazolyl-phenyl- wherein the riazolyl moiety is 

substituted on the nitrogen with an -alkylene-O-alkyl group 	acted from the group 
10 	consisting of: -C2alkylene-O-C1-C2alkyl, and —CH2CH20 	3; 

(f) a substituted triazolyl-phenyl- wh- ein the triazoly1 moiety is 

substituted on the nitrogen with a hydroxy substitut . • alkyl group selected from the 

group consisting of: hydroxy substituted -C,-Coal 	I, hydroxy substituted -C1-C2alkyl, 
and hydroxy substituted -CH3; and 

15 (g) a substituted triazolyl-. enyl- wherein the triazolyl moiety is 

substituted on the nitrogen with a hydro .. substituted alkyl group selected from the 

group consisting of: CH2COH(CH42, - d -CH2CH2OH. 

7. The compound of • aim 1 wherein the optional halo substituents for the 
20 	phenyl moiety of 135  are F. 

8. The comp. nd of Claim 1 wherein 115 1s a substituted triazolyl-phenyl- 
group wherein: 

(1) 

25 (a 	aid triazolyl moiety is optionally substituted on the nitrogen with a 

substituent s. - cted from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 

(b) said tn.. • olyl moiety is optionally substituted on the nitrogen with an alkyl group, (c) 

said tri 	lyl 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 

30 	th trogen with a —CH3  group, (e) said triazolyl moiety is optionally substituted on the 
• trogen with one —CH3  group, and on the carbon with one—CH, group, (1) said 

triazolyl moiety is optionally substituted on the carbon with a —NH2  group, or (g) said 
triazolyl moiety is optionally substituted on the nitrogen with a —CH2CH2OCH3  group; 
and wherein said phenyl moiety Is optionally substituted with halo; or 
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(2)  

5 

(a) said triazolyl moiety is optionally substituted on the nitrog= 	with a 

substituent selected from the group consisting of: —CH2COH(CH3)2, and 	H2CH2OH, 

(b) said triazolyl moiety is optionally substituted on the nitrogen with a' alkyl group, (c) 

said triazolyl moiety is optionally substituted on the nitrogen with a 	alkyl group, and 

on the carbon with an alkyl group, (d) said triazolyl moiety Is opti nally substituted on 

the nitrogen with a —CH3 group, (e) said triazolyl moiety is opt .nally substituted on the 

nitrogen with one —CH3 group, and on the carbon with one 	1-13 group, (f) said 

10 triazolyl moiety is optionally substituted on the carbon wi 	a —N1-12  group, or (g) said 

triazolyl moiety is optionally substituted on the nitroge with a —CH2CH2OCH3  group; 

and wherein said phenyl moiety is optionally substi 	ted with aikoxy; or 

(3)  

15 (a) said triazolyi moiety is op i • nally substituted on the nitrogen with a 

substituent selected from the group con 	ling of: —CH2COH(CH3)2, and -CH2CH2OH, 

(b) said triazolyl moiety is optionally s. •stituted on the nitrogen with an alkyl group, (c) 

said triazolyi moiety is optionally s •stituted on the nitrogen with an alkyl group, and 

on the carbon with an alkyl grout., (d) said triazolyl moiety is optionally substituted on 

20 the nitrogen with a —CH3 gro •, (e) said triazolyi moiety is optionally substituted on the 

nitrogen with one-CH3  g • p, and on the carbon with one —CH3 group, (f) said 

triazolyi moiety is optio ♦  fly substituted on the carbon with a —NH2  group, or (g) said 

triazolyl moiety is opt.nally substituted on the nitrogen with a —CH2CH2OCH3  group; 

and wherein said 	enyl moiety Is substituted with halo; or 

25 

(4)  

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

substitu nt selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 

(b) 	triazolyl moiety Is optionally substituted on the nitrogen with an alkyl group, (c) 

30 s 	trlazolyi moiety is optionally substituted on the nitrogen with an alkyl group, and 

•n the carbon with an alkyl group, (d) said triazolyl moiety is optionally substituted on 

the nitrogen with a —CH3 group, (e) said triazolyl moiety is optionally substituted on the 

nitrogen with one —CH3 group, and on the carbon with one —CH3  group, (f) said 

triazolyl moiety is optionally substituted on the carbon with a —NH2  group, or (g) said 
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triazolyl moiety is optionally substituted on the nitrogen with a —CH2CH2OCH3  gro p; 

and wherein said phenyl moiety is substituted with alkoxy; or 

(5)  
5 

10 

(a) said triazolyl moiety is substituted on the nitrogen wit 	a substituent 

selected from the group consisting of: —cH2COH(CH3)2, and -CH2C 20H, (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 • 	the carbon with an 

alkyl group, (d) said triazolyl moiety is substituted on the nit • !en with a —CH3  group, 

(e) said triazolyl moiety Is substituted on the nitrogen wit, one —CH3  group, and on the 

carbon with one —CH3  group, (1) said triazolyl moiety i substituted on the carbon with 

a —NH2 group, or (g) said triazolyl moiety Is substit 	=don the nitrogen with a 

—CH2CH2OCH3  group; and wherein said phenyl f piety Is optionally substituted with 

halo; or 

15 

(6)  

(a) said triazolyl moiety 	substituted on the nitrogen with a substituent 

selected from the group consisting •f: —CH2COH(CH3)2, and -CH2CH2OH, (b) said 

triazolyl moiety is substituted on 	nitrogen with an alkyl group, (c) said Manly! 

20 moiety is substituted on the n 	• fen with an alkyl group, and on the carbon with an 

alkyl group, (d) said triazol 	moiety is substituted on the nitrogen with a —CH3 group, 

(a) said triazolyl moiety':substituted on the nitrogen with one —CH3  group, and on the 

carbon with one —CH group, (f) said triazolyl moiety is substituted on the carbon with 

a —NH2 group, or 	said triazolyl moiety is substituted on the nitrogen with a 
25 —CH2CH2OCH3 	oup; and wherein said phenyl moiety is optionally substituted with 

alkoxy; or 

(7)  
(a) said Mandyl moiety is substituted on the nitrogen with a substituent 

30 se sled from the group consisting of: —CH2COH(CH3)2, and -C1-12CH2011, (b) said 

azoly1 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 tdazolyi moiety is substituted on the nitrogen with a —CH3  group, 

(e) said triazotyl moiety is substituted on the nitrogen with one —CH3  group, and on the 
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carbon with one -CH3  group, (f) said triazolyl moiety is substituted on the carbo 	ith 

a-NH2  group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

-CH2CH2OCH3 group; and wherein said phenyl moiety is substituted with 	. o; or 

5 (8)  
(a) said triazolyl moiety is substituted on tie nitrogen 	ith a substituent 

selected from the group consisting of: -CH2COH(CH3)2, and -C 2CH2OH, (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, : 	. on the carbon with an 

10 alkyl group, (d) said triazolyl moiety is substituted on the 	itrogen with a -CH3 group, 

(a) said triazolyl moiety is substituted on the nitrogen 	ith one -CH3 group, and on the 

carbon with one -CH3 group, (0 said triazolyl mole• is substituted on the carbon with 

a -NH2  group, or (g) said triazolyl moiety is sus -eluted on the nitrogen with a 

-CH2CH2OCH3  group; and wherein said phe 	I moiety is substituted with alkoxy; or 

15 

(9)  
(a) said triazolyl moiety 	substituted on the nitrogen with a substituent 

selected from the group consistin• • : -CH2COH(CH3)2, and -C1-12C1-120H, (b) said 
triazolyl moiety is substituted • 	he nitrogen with an alkyl group, (c) said triazolyl 

20 moiety is substituted on the 	rogen with an alkyl group, and on the carbon with an 

alkyl group, (d) said triazol 	moiety Is substituted on the nitrogen with a -CH3 group, 

(e) said triazolyl moiety - substituted on the nitrogen with one -CH3 group, and on the 

carbon with one -CH group, (f) said triazolyl moiety is substituted on the carbon with 

a -NH2 group, ors said triazolyl moiety Is substituted on the nitrogen with a 

25 -CH2CH2OCH3  a roup; and wherein said phenyl moiety is unsubstituted. 

30 

9. The compound of Claim 1 wherein Fe is a substituted triazolyl-phenyl 

group 	erein said triazolyl moiety is substituted with: (a) one substituent selected 

from , e group consisting of: -CH2COH(CH3)2, and -CH2CH2OH, (b) one alkyl group, 
(c 	o alkyl groups, (d) one -CH3  group, (e) two-CH3  groups, (1) one -NH2 group, or 

one --CH2CH2OCH3 group. 

10. The compound of Claim 1 wherein the optional alkoxy substituents for 

the phenyl moiety of Rs  are -OCH3. 
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11. 	The compound of Claim 1 wherein R5  is selected from the group 

consisting of: 

(a) a substituted triazolyl-thienyl- wherein the triazolyl mole,  is 
3 	substituted with one or two alkyl groups selected from the group consl 	Ing of: 

-C1-C6alkyl, -C1-C4allyl, -C1-C2alkyl, and -CH3; 

(b) a substituted triazolyl-thienyl- wherein the trlazo 	moiety is 

substituted with one or two alkyl groups selected from the gro • consisting of: 

-01-C4alkyl, -01-Czalkyl, and -CH3; 
10 	 (c) a substituted trlazolyi-thienyl- wherein 	- triazolyl moiety Is 

substituted on the nitrogen with an alkyl group select,. from the group consisting of: 

-C1-Calkyl, -CI-C2alkyl, and  -CH3; 

(d) a substituted triazolyl-thieny 	wherein the triazolyl moiety is 

substituted on the nitrogen with an -alkylene iP -alkyl group selected from the group 

15 	consisting of: -Crasalkylene-O-Ci-Ccalkyt 	2alkylene-O-C1-C2alkyl, 

-C2-C4alkylene-O-CH3, and -ChlaCH20 	; 

(e) a substituted tif.  - 	41y1-thienyl- wherein the triazolyl moiety is 

substituted on the nitrogen with an 	lkylene-O-alkyl group selected from the group 

consisting of: -C2alkylene-O-C/- r alkyl, and -CH2CH2OCHs; 

20 	 (f) 	a substit 	ed triazolyl-thlenyl- wherein the triazolyl moiety is 

substituted on the nitrogen 	ith a hydroxy substituted alkyl group selected from the 

group consisting of: hyd •xy substituted -C1-C4alkyl, hydroxy substituted -C1-CzalkYl, 
and hydroxy substitu =d -CH3; and 

(g) 	a substituted triazolyl-thlenyl- wherein the triazolyl moiety is 
25 	substituted on 	nitrogen with a hydroxy substituted alkyl group selected from the 

group consis 	g of: CI-12COH(CH3)2. and -CIACH2OH. 

1 . 	The compound of Claim 1 wherein R5  is a substituted triazolyl-thienyl- 
gro . 	herein: 

30 	 (A) 

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

substituent selected from the group consisting of: -CH2COH(C1-6)2, and -CH2CH2OH, 

(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 



- 315 - 

on the carbon with an alkyl group, (d) said triazolyl moiety is optionally substitute•. on 

the nitrogen with a —CH3  group, (e) saki triazolyl moiety is optionally substitu - • on the 

nitrogen with one —CH3 group, and on the carbon with one —CH3 group, (f) 'n id 

triazolyl moiety is optionally substituted on the carbon with a —NFI2  group or (g) said 

5 triazolyl moiety is optionally substituted on the nitrogen with a -CH2C 20CH3 group; 

and wherein said thienyl moiety is optionally substituted with halo; • 

(B)  
(a) said triazolyl moiety Is optionally substituti • on the nitrogen with a 

10 substituent selected from the group consisting of: —CH2 	•H(CH3)2, and -CH2CH2OH, 

(b) said triazolyl moiety Is optionally substituted on th 	nitrogen with an alkyl group, (c) 

said triazolyl moiety Is optionally substituted on the 	itrogen with an alkyl group, and 

on the carbon with an alkyl group, (d) said triaz.- 	moiety is optionally substituted on 

the nitrogen with a —CH3 group, (e) said triaz• 	moiety is optionally substituted on the 

15 nitrogen with one —CH3  group, and on the •-rbon with one —CH3  group, (f) said 

triazolyl moiety is optionally substituted • 	the carbon with a —NH2  group, or (g) said 

triazolyl moiety is optionally substitut: i on the nitrogen with a —C1-12C1-120C1-13 group; 

and wherein said thienyl moiety is '•ptionally substituted with alkoxy; or 

20 (C)  

(a) said triaz• yl moiety Is optionally substituted on the nitrogen with a 

substituent selected fro. the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 

(b) said triazolyl mol- 	Is optionally substituted on the nitrogen with an alkyl group, (c) 

said triazolyl mole . is optionally substituted on the nitrogen with an alkyl group, and 

25 on the carbon 	h an alkyl group, (d) said triazolyl moiety is optionally substituted on 

the nitrogen 	h a —CH3  group, (e) said triazolyl moiety Is optionally substituted on the 

nitrogen 	h one —CH3 group, and on the carbon with one —CH3  group, (f) said 

trial* 	oiety is optionally substituted on the carbon with a —NH2  group, or (g) said 

triaz• yl moiety is optionally substituted on the nitrogen with a —C1-12CH2OCH3  group; 

30 a 	wherein said thienyl moiety is substituted with halo; or 

(D)  

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

substituent selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 
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(b) said triazolyl moiety is optionally substituted on the nitrogen with an alkyl grout, (c) 

said triazolyl moiety is optionally substituted on the nitrogen with an alkyl grou 	and 

on the carbon with an alkyl group, (d) said triazolyl moiety is optionally su • 	uted on 

the nitrogen with a -CH3 group, (e) said triazolyl moiety is optionally sub ituted on the 

5 nitrogen with one -CH3  group, and on the carbon with one --CH3  grou , (I) said 

triazolyl moiety is optionally substituted on the carbon with a -NH2 r oup, or (g) said 

triazolyl moiety is optionally substituted on the nitrogen with a -C 2CH2OCH3  group; 

and wherein said thienyl moiety is substituted with saran,: or 

10 (E)  
(a) said triazolyl moiety is substituted on 	e nitrogen with a substituent 

selected from the group consisting of: -C1-12COH(C 	)2, and -CH2CH2OH, (b) said 

triazolyl moiety Is substituted on the nitrogen wit 	n alkyl group, (c) said triazolyl 

moiety is substituted on the nitrogen with an • 	I group, and on the carbon with an 

15 alkyl group, (d) said triazolyl moiety is su• 	d on the nitrogen with a -CH3  group, 

(e) said triazolyl moiety is substituted on 	e nitrogen with one -CH3 group, and on the 

carbon with one -CH3  group, (f) said 	azolyl moiety is substituted on the carbon with 

a -NH2  group, or (g) said triazolyl / 0 ety is substituted on the nitrogen with a 

-CH2CH2OCH3 group; and where 	said thienyl moiety is optionally substituted with 

20 halo; or 

(F)  
(a) said 	iazolyl moiety Is substituted on the nitrogen with a substituent 

selected from the a oup consisting of: -CH2COH(CH3)2, and -CH2CH2OH, (b) said 
25 triazolyl moiety i substituted on the nitrogen with an alkyl group, (c) said tdazolyl 

moiety is sub 	tuted 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 -CH3  group, 

(e) said 	azolyl moiety is substituted on the nitrogen with one -CH3 group, and on the 

car .. 	with one -CH3 group, (f) said triazolyl moiety is substituted on the carbon with 

30 a 	H2  group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

H2CH2OCH3 group; and wherein said thienyl moiety is optionally substituted with 

alkoxy; or 
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(G)  
(a) said triazolyl moiety is substituted on the nitrogen with a sus • ituent 

selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, •) said 

triazolyl moiety is substituted on the nitrogen with an alkyl group, (c) sale riazolyl 

5 moiety is substituted on the nitrogen with an alkyl group, and on the 	.ibon with an 

alkyl group, (d) said triazolyl moiety is substituted on the nitrogen 	h a —CH3 group, 

(e) said triazolyl moiety Is substituted on the nitrogen with one 	• H3 group, and on the 

carbon with one —CH3  group, (f) said triazolyl moiety is substi 	ed on the carbon with 

a —NH2 group, or (g) said triazolyl moiety is substituted on 	e nitrogen with a 

10 —CH2CH2OCH3 group; and wherein said thienyl moiety':substituted with halo; or 

(H)  
(a) said triazolyl moiety is subst 	d on the nitrogen with a substituent 

selected from the group consisting of: —CH 	• H(CH3)2, and -CH2CH2OH, (b) said 

15 triazolyl moiety is substituted on the nitro• n with an alkyl group, (c) said triazolyl 

moiety is substituted on the nitrogen w' 	an alkyl group, and on the carbon with an 

alkyl group, (d) said trlazolyl moiety i- substituted on the nitrogen with a —CH3 group, 

(e) said triazolyl moiety is substitu -don the nitrogen with one —CH3  group, and on the 

carbon with one —CH3  group, (1 said triazolyl moiety is substituted on the carbon with 

20 a —NH2 group, or (g) said tri 	oly1 moiety is substituted on the nitrogen with a 

—CH2CH2OCH3 group; a • wherein said thienyl moiety is substituted with alkozy; or 

(I)  
(a) 	id triazolyl moiety is substituted on the nitrogen with a substituent 

25 selected from t.e group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, (b) said 

triazolyl mai: 	is substituted on the nitrogen with an alkyl group, (c) said triazolyl 

moiety is • 	• fltuted 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 —CH3  group, 

(e) 	id triazolyl moiety is substituted on the nitrogen with one —CH3  group, and on the 

30 c. •on with one —CH3 group, (f) said triazolyl moiety is substituted on the carbon with 

- —NH2 group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

—CH2CH2OCH3 group; and wherein said thienyl moiety Is unsubstituted. 
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13. 	The compound of Claim 1 wherein R5  is a substituted triazolyl-thie 

group wherein said trlazolyl moiety is substituted with: (a) one substituent sele• ed 

from the group consisting of:-CH2COH(CH3)2  and -CH2CH2OH, (b) one al 	group, 

(c) two alkyl groups, (d) one -C1-13 group, (e) two -Cl-t3 group's, (f) one- 	2  group, or 

5 (g) one -CH2CH2OCH3 group. 

14. 	The compound of Claim 1 wherein the optional elk. 	substituents for 

the phenyl moiety of R5  are -OCH3. 

10 15. 	The compound of Claim 8 wherein RI  is a t tidy] substituted with a 

substituent selected from the group consisting of: -0-r 	3,  -0-C21-15, -0-CH(CH3)2, and 

-0-(CH2)r0-CH3, and FI2  is selected from the gro • consisting of: -0CH3  and --SCH3, 

16. 	The compound of Claim 8 whe 	R' is selected from the group 

15 consisting of: 

1 	N 

OyCH3 	S 	J1 
le 	

1 	N 

CH
.e.„.0, 

3 	, 	 0 	,and 	 o CH3 	 CH3  

and 112  is selected from the 	roup consisting of: -OCH3 and -SCI-13. 

17. 	The compound of Claim 1 wherein: 

20 (a) R5  Is 	ubstituted trlazolyl-pyridyl- wherein said triazolyl is substituted 

and said pyridyl I 	substituted; or 

(b) is a substituted triazolyl-pyridyl- wherein said triazolyl is substituted 

on the nitro 	and said pyridyl is substituted; or 

c) H5  is a substituted triazolyl-pyridyl- wherein said triazolyl is substituted 

25 on the arbon and said pyridyl Is substituted; or 

(d)F15 1s a substituted triazolyl-pyridyl- wherein said triazolyl is substituted 

. 	the nitrogen and on the carton, and said pyridyl is substituted; or 

(e) Rs  is a substituted triazolyl-pyridyl- wherein said triazolyl is unsubstituted 

and said pyridyl Is substituted. 
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18. 	The compound of Claim 1 wherein: 

(a) R5  is a substituted triazolyl-pyridyl- wherein the triazolyl Is substitute. on the 

nitrogen with an alkyl group, and the pyridyl is unsubstituted; or 

(b) R5  is a substituted triazolyl-pyridyl- wherein the triazolyl Is sub 	uted on the 

5 	nitrogen with an alkyl group and substituted on the carbon with an ale group, 

wherein each alkyl group is Independently selected, and the pyridy is unsubstituted; 

or 

(c) R5  is a substituted triazolyi-pyridyl- wherein the 	'• 	•lyl Is substituted on the 

nitrogen with a —CH3  group, and the pyridyl is unsubstitute. or 

10 (d) R5  is a substituted triazolyl•pyridyl- wherein th 	triazolyl is substituted on the 

nitrogen with a —CH3  group and on the carbon with a 	H3 group, and the pyridyl Is 

unsubstituted. 

19. 	The compound of Claim 1 wherein: 

15 (a) R5  is a substituted triazolyl-t '• zolyi- wherein said triazolyl is substituted 

and said thiazolyl is unsubstituted; or 

(b) R5  is a substituted triaz. yl-thiazolyl- wherein said triazolyl is substituted 

on the nitrogen and said thiazolyl i 	unsubstituted; or 

(c) R5  is a substituted riazolyl-thiazolyl- wherein said triazolyl is substituted 

20 	on the carbon and said this • 	I Is unsubstituted; or 

(d) R5  is a sub 	fed triazolyl-thiazolyl- wherein said triazolyl Is substituted 

on the nitrogen and on 	carbon, and said thiazolyl is unsubstituted; or 

(e) R5  is a 	bstituted triazolyl-thiazolyl- wherein said triazolyl Is substituted 

and said thiazolyl '• substituted; or 

25 (f) R5  s a substituted triazolyl-thiazolyl- wherein said triazotyl is substituted 

on the nit .. - n and said thiazolyl Is substituted; or 

•) R5  is a substituted trlazoly1-thiazolyl- wherein said triazolyl Is substituted 

on the . - rbon and said thiazolyl is substituted; or 

(f) R5  is a substituted triazolyl•thiazolyl- wherein said triazolyl Is substituted 

30 	o 	he nitrogen and on the carbon, and said thiazolyl is substituted; or 

(h) R5  is a substituted triazolyl-thiazolyl- wherein said triazolyl is 

unsubstituted and said thiazolyl is substituted. 

20. 	The compound of Claim 1 wherein: 
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(a) R5  is a substituted triazolyl-thiazolyl- wherein the triazolyl Is substit 	ed 

on the nitrogen with alkyl, and said thiazolyi is unsubstituted; or 

(b) R5  is a substituted trlazolyl-thiazolyl- wherein the triazolyl Is s 	tituted 

on the nitrogen with an alkyl group and substituted on the carbon with a 	alkyl group. 

5 	wherein each alkyl group is independently selected, and said thiazoly s 

unsubstituted; or 

(c) R5  is a substituted trlazolyl-thiazolyi- wherein the 	- otyl is substituted 

on the nitrogen with a -CH3 group, and said thlazolylls unsus - fluted; or 

(d) R5  is a substituted triazolyl-thiazolyl- wherein 	e triazolyl is substituted 

10 	on the nitrogen with a -CH3 group and on the carbon wi 	a -CH3 group, and said 

thiazolyl is unsubstituted. 

21. 	The compound of Claim 1 wherei 	•5  is a substituted pyridazinyl-thienyl- 

wherein said pyridazinyl is substituted and 	thienyl is unsubstituted; or Fi5  is a 

15 	substituted pyridazinyl-thienyl• wherein sal•. pyridazinyl is unsubstituted and said 

thienyl is substituted; or R5  fs a substitu 	d pyridazinyl-thienyl- wherein said 

pyridazinyl is substituted and said thl 	yl is substituted. 

22. 	The compound of 	lain) 1 wherein: 

20 (a) R5  is a substituted .yridazinyl-thienyl-wherein said pyridazinyl is substituted 

with a =0 group, and said 	ienyl is unsubstituted; or 

(b) R5  is a substi 	ted pyridazinyl-thienyl-wherein said pyridazinyl is substituted 

with an alkyl group, - 	d said thienyl is unsubstituted; or 

(c) R5  is a 	A bstituted pyridazinyl-thienyl-wherein said pyridazinyl is substituted 

25 	with a methyl g .up, and said thienyl is unsubstituted; or 

In an. 	er embodiment of this invention R5  is a substituted pyridazinyl-thienyl- 

wherein s d pyridazinyl is substituted with a =0 group, and with an alkyl group, and 

said thi =nyl is unsubstituted. 

(d) R5  is a substituted pyridazinyl-thienyl-wherein said pyridazinyl is substituted 

30 a =0 group, and with a methyl group, and said thienyl is unsubstituted. 

23. 	The compound of Claim 1 wherein: 
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24. The compound of Claim 23 wherein • is a pyridyl substituted with a 
substituent selected from the group consisting 	-O-CH3, -0-C31-13, —0-CH(CH3)2, and 
—0-(CH2)2-0-CH3, and R2  is selected from t : group consisting of: -OCH3  and —SCH3. 

0 
25. The compound of Claim • 4 wherein R' is selected from the group 

consisting of: 

../5  

ocH3 	 i  

..-",.CH3 
	

0, 
, 	 CH3 CH3 	 0 	and 	0 

and R2  is selected fro 	the group consisting of: -OCH3  and —SCH3. 
15 

26. T 	compound of Claim 11 wherein the compound of formula 1.0 is a 
compound of annuls 1.1: 

n2  0 
No. 

JHN 4.1 	N 	 (1.1) 
i 
N 

RI 	 . 
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27. 	The compound of Claim 25 wherein R5  is selected 

consisting of. 

el  N 	/ Si 
I 	>  

from the group 

N --N 	 1 	\ 
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IS N--N N 
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CH3  N N 	CH3  , , 

1 Irj. 
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1101 	N 	CH3  
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CH3   NHz  
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1 	> 
N--N 

IN,// N -N 	 S S 

CH3  i NI. 
CH3  OH OH 	, 	 , 

I 
CH3  , 



- 324 - 

N--r-1,  

\N

_

I 

	
\ 1 

	

X / 
N

N
NH 

04

N.

,

71N%CH3  N  

S „N 3  cH 	
0 

e F N / 	
N — N 	 , 

5 

0 / 1-........S S 	4._

. 

 
N, 	' 

N 	 / 	li 
CH3  , and 

28. The compound of Claim 27 	erein RI  is a pyridyl substituted with a 
substituent selected from the group con sting of: -0-CH3, -0-C3H5, -0-CH(CH3)2.  and 

10 	-0-(CH2)2.0-CH3, and R2  Is selected 	om the group consisting of: -OCH3  and -SCH3. 

29. The compound of • laim 28 wherein RI  is selected from the group 
consisting of: 

.../ni 

0 	 Si 	N 
0,CH3 .' 	 ,and 	 . 

15 
30. The compound of Claim 1 wherein R5  is selected from the group 

consistin 	of: 

* N 	* N 10 ) 	 ) 	 N 
NN 	 N-N 	 1 

N N  

) 	
SO 	N 

I 
OH 	 OH , 	 CH3  , 	N-NH , 
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31. 	a compound of Claim 29 wherein R5  Is 

consisting of  

	

40 	N 	III 	N 	155  40  
1 
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N 
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e 	 e O. . 	OH , 
) 

 

1 ) 
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32, 	The ompound of Claim 1 wherein 115  is 

consisting of; 

.52 	 S  0 
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S 
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33. 	The compound of Claim 29 	erein R5  is selected 

consisting of: 

from the group 
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34. The compound of Claim 1 wherein R5  is 1 

5 35. The compound of Claim 1 wherein R5  is 1 

36. The compound of Claim 1 wherein R5  is 

SO N 

\ 

10 37. The compound of Claim 1 erein R5  is: 

• N 

stElz  

38.  The compoun . of Claim 1 wherein 
tt--- \ 

Rs  is 

E....c  \Nit. c  H3  

N 

15 

39.  T compound of Claim 1 wherein 

s 
	0 

815 1s 

. 

40.  The compound of Claim 1 wherein 1:15  is 

/ 
R 

20 

i 

 

riazolyi-pheny 

azoly14 enyl-. 
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41.  A compound selected from the group consisting of compounds • 	to 

A16 and Alb to MO. 

5 42.  A compound selected from the group consisting of com • •unds A31 to 

A48. 

43.  The compound of Claim 41 wherein said compo and is compound Al. 

10 44.  The compound of Claim 41 wherein said c mpound is compound A2. 

45.  The compound of Claim 41 wherein id compound is compound A3. 

46.  The compound of Claim 41 wh: em said compound is compound A6. 

15 

47.  The compound of Claim 4 wherein said compound is compound A7. 

48.  The compound of Cl. m 41 wherein said compound is compound A13. 

20 49.  The compound f Claim 41 wherein said compound is compound A19. 

50.  The comp 	nd of Claim 41 wherein said compound is compound A22. 

51.  The • .mpound of Claim 41 wherein said compound is compound A24. 

25 

52.  he compound of Claim 41 wherein said compound is compound A25. 

The compound of Claim 41 wherein said compound is compound A27. 

30 54.  The compound of Claim 41 wherein said compound is compound A28. 

55.  The compound of Claim 41 wherein said compound is compound A29. 

56.  The compound of Claim 41 wherein said compound is compound MO. 
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57. A solvate, or a pharmaceutically acceptable salt, of a compoun 

selected from the group consisting of compounds Al to Alb and A18 to A,  : 

5 58. A pharmaceutically acceptable salt of a compound of C . rm 41. 

59. A solvate of a compound of Claim 41. 

60. A solvate, or a pharmaceutically acceptable 	:It, of a compound of 

10 Claim 42. 

61. The compound of Claim 1 in pure an 	isolated form. 

62. The compound of Claim 41 in • , re and isolated font 

15 

63. The compound of Claim 4 in pure and isolated form. 

64. A pharmaceutical 	eptable salt of a compound of Claim 42. 

20 65. A pharmaceuti 	composition comprising at least one compound of 

Claim 1 and a pharmaceu cally acceptable carrier. 

66. A pha 	aceutical composition comprising at least one compound of 

Claim 41 and a p 	nnaceutically acceptable carder. 

25 

67. pharmaceutIcal composition comprising at least one compound of 

Claim 42 d a pharmaceutically acceptable carrier. 
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68.  At least one compound of Claim 1 for use in the treatment of cancer. 
69.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the 

treatment of cancer. 
70.  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 cancer. 
71.  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 treatment of ca 	er. 
72.  At least one compound of Claim 1 in combination with an effective amount of at least o 

chemotherapeutic agent and an effective amount of radiation therapy for use in the tr atment of 
cancer. 

73.  The use of at least one compound of Claim 1 in combination with an effective a 	aunt of at least 
one chemotherapeutic agent and an effective amount of radiation therapy in th- manufacture of a 
medicament for the treatment of cancer. 

74.  At least one compound of Claim 1 and therapeutically effective amounts o -t least one 
chemotherapeutic agent selected from the group consisting of: (1) taxan s, (2) platinum 
coordinator compounds, (3) epidermal growth factor (EGF) inhibitors t I -t are antibodies, (4) EGF 
inhibitors that are small molecules, (5) vascular endolithial growth fa 	or (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-tu 	. r nucleoside derivatives, (9) 
epothilones, (10) topoisomerase inhibitors, (11) vinca alkaloid , (12) antibodies that are inhibitors 
of aVfl3 integrins, (13) folate antagonists, (14) ribonucleotid 	reductase inhibitors, (15) 
anthracyclines, (16) biologies; (17) inhibitors of angiogen- .. s and/or suppressors of tumor 
necrosis factor alpha (TNF-alpha) such as thalidomide 	•r related imid), (18) Bcr/abl kinase 
inhibitors, (19) MEK1 and/or MEK 2 inhibitors that ar- small molecules, (20) IGF-1 and IGF-2 
inhibitors that are small molecules, (21) small mole 	le inhibitors of RAF and BRAF kinases, (22) 
small molecule inhibitors of cell cycle dependent 	nases such as CDK1 , CDK2, CDK4 and 
CDK6, (23) alkylating agents, and (24) famesyl •rotein transferase inhibitors for use in the 
treatment of cancer. 

75.  The use of at least one compound of Clai 	1 and therapeutically effective amounts of at least one 
chemotherapeutic agent selected from t - group consisting of: (1) taxanes, (2) platinum 
coordinator compounds, (3) epidermal •rowth 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 inhibi irs that are small molecules, (7) estrogen receptor antagonists 
or selective estrogen receptor 	a dulators (SERMs), (8) anti-tumor nucleoside derivatives, (9) 
epothilones, (10) topoisomera e inhibitors, (11) vinca alkaloids, (12) antibodies that are inhibitors 
of aV/33 integrins, (13) folat= antagonists, (14) ribonucleotide reductase inhibitors, (15) 
anthracyclines, (16) biolo.'es; (17) inhibitors of angiogenesls and/or suppressors of tumor 
necrosis factor alpha (T,,F-alpha) such as thalidomide (or related imid), (18) Bcr/abl kinase 
inhibitors, (19) MEK1 	nd/or MEK 2 inhibitors that are small molecules, (20) IGF-1 and IGF-2 
inhibitors that are s 	all molecules, (21) small molecule inhibitors of RAF and BRAF kinases (22) 
small molecule in' ibitors of cell cycle dependent kinases such as CDK1 , CDK2, CDK4 and 
CDK6, (23) alk 	ating agents, and (24) farnesyl protein transferase inhibitors in the manufacture 
of a medica 	nt for the treatment of cancer. 

76.  At least on 	compound of Claim 1 in combination with at least one signal transduction inhibitor for 
use in the treatment of cancer. 

77.  The us 	of at least one compound of Claim 1 in combination with at least one signal transduction 
inhibi or in the manufacture of a medicament for the treatment of cancer. 

78.  At -ast one compound of Claim 1 for use in the treatment of cancer selected from the group 
insisting of: lung cancer, pancreatic cancer, colon cancer, myeloid leukemias, thyroid cancer, 

myetodysplasia syndrome, bladder carcinoma, epidermal carcinoma, melanoma, breast 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. 

79.  The use of at least one compound of Claim 1 in the manufacture of a medicament for the 
treatment of cancer selected from the group consisting of: lung cancer, pancreatic cancer, cold 
cancer, myeloid leukemias, thyroid cancer, myelodysplasia syndrome, bladder carcinoma, 
epidermal carcinoma, melanoma, breast cancer, prostate cancer, head and neck cancers, • arian 
cancer, brain cancers, cancers of mesenchymal origin, sarcomas, tetracarcinomas, 
myoblastomas, kidney carcinomas, hepatomas, non-Hodgkin's lymphoma, multiple my- oma, and 
anaplastic thyroid carcinoma. 

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

81.  The use of at least one compound of Claim 1 in the manufacture of a medic 	ent for the 
treatment of cancer selected from the group consisting of: melanoma, pan• reatic cancer, thryroid 
cancer, colorectal cancer, lung cancer, breast cancer, and ovarian cancer. 

82.  At least one compound of Claim 1 in combination with an effective am Aunt of at least one 
chemotherapeutic agent, for use in the treatment of cancer selecte 	rom the group consisting of: 
melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, 	ng cancer, breast cancer, and 
ovarian cancer. 

83.  The use of at least one compound of Claim 1 in combination 'ith an effective amount of at least 
one chemotherapeutic agent in the manufacture of a medicament for the treatment of cancer 
selected from the group consisting of: melanoma, pancreatic cancer, thryroid cancer, colorectal 
cancer, lung cancer, breast cancer, and ovarian cance . 

84.  At least one compound of Claim 1 for use in the trea 	ent of melanoma. 
85, The use of at least one compound of Claim 1 in the manufacture of a medicament for the 

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

chemotherapeutic agent for use in the treat r ent of melanoma. 
87.  The use of at least one compound of Clai . 1 in combination with an effective amount of at least 

one chemotherapeutic agent in the manufacture of a medicament for the treatment of melanoma. 
88.  At least one compound of Claim 1 for .se in the treatment of pancreatic cancer. 
89.  The use of at least one compound 	Claim 1 in the manufacture of a medicament for the 

treatment of pancreatic cancer. 
90.  At least one compound of Clai 	1 in combination with an effective amount of at least one 

chemotherapeutic agent for 	e in the treatment of pancreatic cancer. 
91.  The use of at least one co 	found of Claim 1 in combination with an effective amount of at least 

one chemotherapeutic a • -nt in the manufacture of a medicament for the treatment of pancreatic 
cancer. 

92.  At least one compourd of Claim 1 for use in the treatment of thyroid cancer. 
93.  The use of at least • ne compound of Claim 1 in the manufacture of a medicament for the 

treatment of thyroid cancer. 
94.  At least one co 	pound of Claim 1 in combination with an effective amount of at least one 

chemothera -utic agent for use in the treatment of thyroid cancer. 
95.  

96.  

The use o at least one compound of Claim 1 in combination with an effective amount of at least 
one che. otherapeutic agent in the manufacture of a medicament for the treatment of thyroid 
canoe,  
At I- cst one compound of Claim 1 for use in the treatment of colorectal cancer. 

97.  Tr - use of at least one compound of Claim 1 in the manufacture of a medicament for the 
. eatment of colorectal cancer. 

9; 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 colorectal cancer. 
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99. 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 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 •ne 

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 a 	. nt of at 

least one chemotherapeutic agent in the manufacture of a medicament for the trea 	ent of lung 
cancer. 

104. At least one compound of Claim 1 for use in the treatment of breast canoe 
105. The use of at least one compound of Claim 1 in the manufacture of a m- i cement for the 

treatment of breast cancer. 
106. At least one compound of Claim 1 in combination with an effective a' ount of at least one 

chemotherapeutic agent for use in the treatment of breast cancer. 
107. The use of at least one compound of Claim 1 in combination wit• an effective amount of at 

least one chemotherapeutic agent in the manufacture of a medi 	ent for the treatment of breas 
cancer. 

108. At least one compound of Claim 1 for use in the treatmen of ovarian cancer. 
109. The use of at least one compound of Claim 1 in the mar facture of a medicament for the 

treatment of ovarian cancer. 
110. At least one compound of Claim 1 in corn bination 	an effective amount of at least one 

chemotherapeutic agent for use in the treatment of o 	nen cancer. 
111. The use of at least one compound of Claim 1 i 	combination with an effective amount of at 

least one chemotherapeutic agent in the manufa. ure of a medicament for the treatment of 
ovarian cancer. 

112. At least one compound of Claim 1 in co 	• ination with antihormonal agents, for use in the 
treatment of hormone-dependent breast 	cer. 

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

114. At least one compound of Claim 	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-depende 	breast cancer. 

115. The use of at least one c. 	pound of Claim 1 in combination with antihormonal agents and in 
combination with an effectiv• amount of at least one chemotherapeutic agent in the manufacture 
of a medicament for the tr atment 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 lea 	one compound of Claim 1 in the manufacture of a medicament for the 

treatment of brain cancer. 
118. At least one 	•mpound of Claim 1 in combination with an effective amount of at least one 

chemotherape 	lc agent for use in the treatment of brain cancer. 
119. The use 	at least one compound of Claim 1 in combination with an effective amount of at 

least one c• emotherapeutic agent in the manufacture of a medicament for the treatment of brain 
cancer. 

120. At -ast one compound of Claim 1 in combination with an effective amount of temozolomide 
for u>e in the treatment of brain cancer. 

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

'. 	At least one compound of Claim 1 for use in the treatment of prostate cancer. 
3. 	The use of at least one compound of Claim 1 in the manufacture of a medicament for the 

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

treatment of myelodysplastic sybdrome. 
128. At least one compound of Claim 1 in combination with an effective amount of at I:zst one 

chemotherapeutic agent for use in the treatment of myelodysplastic sybdrome can 	r. 
129. The use of at least one compound of Claim 1 in combination with an effective -mount of at 

least one chemotherapeutic agent in the manufacture of a medicament for the 	eatment of 
myelodysplastic sybdrome cancer. 

130. At least one compound of Claim 1 for use in the treatment of myeloid I. kemia. 
131. The use of at least one compound of Claim 1 in the manufacture of 	edicament for the 

treatment of myeloid leukemia. 
132. At least one compound of Claim 1 in combination with an effectiv• amount of at least one 

chemotherapeutic agent for use in the treatment of myeloid leuke 	a. 
133. The use of at least one compound of Claim 1 in combinatio 	'th an effective amount of at 

least one chemotherapeutic agent in the manufacture of a me. cement for the treatment of 
myeloid leukemia. 

134. At least one compound of Claim 1 for use in the treat 1 ent of acute myelogenous leukemia. 
135. The use of at least one compound of Claim 1 in the 	anufacture of a medicament for the 

treatment of acute myelogenous leukemia. 
136. At least one compound of Claim 1 in combinat . 	with an effective amount of at least one 

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

least one chemotherapeutic agent in the man •facture of a medicament for the treatment of acute 
myelogenous leukemia. 

138, 	At least one compound of Claim 1 for 	se in the treatment of chronic myelomonocytic 
leukemia. 

139. The use of at least one compou 	of Claim 1 in the manufacture of a medicament for the 
treatment of chronic myelomonoc 	leukemia. 

140. At least one compound of Cl IM 1 in combination with an effective amount of at least one 
chemotherapeutic agent for us• in the treatment of chronic myelomonocytic leukemia. 

141. The use of at least one 	mpound of Claim 1 in combination with an effective amount of at 
least one chemotherapeut 	agent in the manufacture of a medicament for the treatment of 
chronic myelomonocytic eukemia. 

142. At least one compound of Claim 1 for use in the treatment of chronic myelogenous leukemia. 
143. The use of at le 	one compound of Claim 1 in the manufacture of a medicament for the 

treatment of chro 	myelogenous leukemia. 
144. At least one 	ompound of Claim 1 in combination with an effective amount of at least one 

chemotherap: tic agent for use in the treatment of chronic myelogenous leukemia. 
145. The us: 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 
chronic 	yelogenous leukemia. 

146. least 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. 
14;. 	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 bladder cancer. 
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149. 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 
bladder cancer. 

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

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 am• nt of at 

least one chemotherapeutic agent in the manufacture of a medicament for the treat, ent of non- 
Hodgkin's lymphoma. 

154. At least one compound of Claim 1 for use in the treatment of multiple myel. 	a. 
155. The use of at least one compound of Claim 1 in the manufacture of a me,  cement for the 

treatment of multiple myeloma. 
156. At least one compound of Claim 1 in combination with an effective a 	ount of at least one 

chemotherapeutic agent for use in the treatment of multiple myeloma. 
157. The use of at least one compound of Claim 1 in combination wit 	an effective amount of at 

least one chemotherapeutic agent in the manufacture of a medica 	ent for the treatment of 
multiple myeloma. 

158. At least one compound of Claim 1 in combination with an 	ormonal agents or at least one 
compound of Claim 1 in combination with antihormonal age 	s and in combination with an 
effective amount of at least one chemotherapeutic agent, •r use in preventing hormone-
dependent breast cancer. 

159. The use of at least one compound of Claim 1 in combination with antihormonal agents or at 
least one compound of Claim 1 in combination with =ntihormonal agents and in combination with 
an effective amount of at least one chemotherap- tic agent in the manufacture of a medicament 
for the prevention of hormone-dependent brea 	cancer. 
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WHAT IS CLAIMED IS: 

1. 	A compound of formula 1.0: 

R2  

HN 
N.\ 

411
zC  

ill 	 (1.0) 
I 
N ---- 

RI  

5 or a pharmaceutically acceptable salt or solvate thereof, wherein R1, R2  and Q 

are independently selected, and wherein: 

Q is: 

A .....-, 
N 

'% •Z-.. R5  ; 

RI  is selected from the group consisting of: heteroaryl and substituted 

10 heteroaryl, wherein said substituted heteroaryl is substituted with 1 to 3 substituents 

independently selected from the group consisting of: -OH, alkoxy, and 

-0-alkylene-0-alkyl; 

R2  is selected from the group consisting of: -0-alkyl and -S-alkyl; and 

R5  is selected from the group consisting of: 

15 (a) triazolyl-phenyl-, 

(b) triazolyl-phenyl- wherein said phenyl is optionally substituted with 1 to 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 

20 alkoxy, and said triazolyl group is substituted with one or two substitutents 

independently selected from the group consisting of: alkyl, hydroxy substituted alkyl, 

-al kylene-O-alkyl, and amino, provided that when said -alkylene-O-alkyl group is bound 

to the nitrogen of said triazolyl in (c) the alkylene moiety of said -alkylene-O-alkyl group 

is not -CH2-. 

25 

2. 	The compound of Claim 1 having the formula: 
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R2  
0 

j
Cl ii, 

N.......„,.....--...,Q 	(1.1) HN * H 
N ---- 

3. 	The compound of Claim 1 wherein R5  is selected from the group 

consisting of: 

5 (a) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted with 

one or two alkyl groups selected from the group consisting of: -C1-Csalkyl, -C1 aialkyl, - 

C1-C2alkyl, and —CH3; 

(b) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted with 

one or two alkyl groups selected from the group consisting of: -01-C4alkyl, -C1-C2alkyl, 

10 	and —CH3; 

(c) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on 

the nitrogen with an alkyl group selected from the group consisting of: -C1-C4alkyl, 

-C1-C2alkyl, and —CH3; 

(d) a substituted triazolyl-phenyl- wherein the triazolyl moiety is substituted on 

15 	the nitrogen with an -alkylene-O-alkyl group selected from the group consisting of: -C2- 

Caalkyl ene-O-C1-C6alkyl , -C2a I kyl en e-0-01-C2alkyl , -02-C4a I kyl en e-O-CH3, and 

—CH2CH2OCH3; 

(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: 

20 	-C2alkylene-O-C1-C2alkyl, and —CH2CH2OCH3; 

(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 -C1-Cialkyl, hydroxy substituted -01-C2alkyl, and hydroxy 

substituted -CH3; 

25 (g) 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: CH2COH(CH3)2, and -CH2CH2OH; 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(CH3)2, and -CH2CH2OH, (2) one alkyl group, (3) two alkyl groups, 

(4) one —CH3  group, (5) two —CH3  groups, (6) one —NH2  group, or (7) one 

—CH2CH2OCH3  group. 

5 4. The compound of Claim 3 wherein said compound is selected from the 

group consisting of: (a) to (g). 

5. The compound of Claim 1 wherein: (a) the optional halo substituents for 

the phenyl moiety of R5  are F; or (b) the optional alkoxy substituents for the phenyl 

10 moiety of R5  are —OCH3. 

6. The compound of Claim 1 wherein R5  is an optionally substituted triazolyi- 

phenyl- group; and wherein: 

(1)  

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

substituent selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 

(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 

20 nitrogen with a —CH3  group, (e) said triazolyl moiety is optionally substituted on the 

nitrogen with one —CH3  group, and on the carbon with one —CH3  group, (f) said triazolyl 

moiety is optionally substituted on the carbon with a —NH2  group, or (g) said triazolyl 

moiety is optionally substituted on the nitrogen with a —CH2CH2OCH3  group; and 

wherein said phenyl moiety is optionally substituted with halo; or 

25 (2)  

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

substituent selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, 

(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 

30 the carbon with an alkyl group, (d) said triazolyl moiety is optionally substituted on the 

nitrogen with a —CH3  group, (e) said triazolyl moiety is optionally substituted on the 

nitrogen with one —CH3  group, and on the carbon with one —CH3  group, (f) said triazolyl 

moiety is optionally substituted on the carbon with a —NH2  group, or (g) said triazolyl 
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moiety is optionally substituted on the nitrogen with a —CH2CH2OCH3  group; and 

wherein said phenyl moiety is optionally substituted with alkoxy; or 

(3)  

(a) said triazolyl moiety is substituted on the nitrogen with a substituent 

5 	selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, (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 —CH3  group, 

(e) said triazolyl moiety is substituted on the nitrogen with one —CH3  group, and on the 

10 	carbon with one —CH3  group, (f) said triazolyl moiety is substituted on the carbon with a 

—NH2  group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

—CH2CH2OCH3  group; and wherein said phenyl moiety is optionally substituted with 

halo; or 

(4)  

15 (a) said triazolyl moiety is substituted on the nitrogen with a substituent 

selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, (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 —CH3  group, 

20 	(e) said triazolyl moiety is substituted on the nitrogen with one —CH3  group, and on the 

carbon with one —CH3  group, (f) said triazolyl moiety is substituted on the carbon with a 

—NH2  group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

—CH2CH2OCH3  group; and wherein said phenyl moiety is optionally substituted with 

alkoxy; or 

25 (5)  

(a) said triazolyl moiety is substituted on the nitrogen with a substituent 

selected from the group consisting of: —CH2COH(CH3)2, and -CH2CH2OH, (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 

30 	alkyl group, (d) said triazolyl moiety is substituted on the nitrogen with a —CH3  group, 

(e) said triazolyl moiety is substituted on the nitrogen with one —CH3  group, and on the 

carbon with one —CH3  group, (f) said triazolyl moiety is substituted on the carbon with a 

—NH2  group, or (g) said triazolyl moiety is substituted on the nitrogen with a 

—CH2CH2OCH3 group; and wherein said phenyl moiety is unsubstituted. 
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group. 

7. 	The compound of Claim 6 wherein R5  is a substituted triazolyl-phenyl- 

5 8. 	The compound of Claim 6 wherein said compound is a substituted 

triazolyl-phenyl wherein: 

(a) R1  is selected from the group consisting of: 

(1) a pyridyl substituted with a substituent selected from the group consisting 

of: -O-CH3, -O-C2H5, —O-CH(CH3)2, and —O-(CH2)2-O-CH3; 

10 (2)  

_SI  

ycH3  

cH3 	; 

(3)  

.5555 	N 
1 

C 	; and 

15 (4)  

-5115SS N 
., 	I 

- 	C17----°''Cbia ; and 

(b) R2  is selected from the group consisting of: -OCH3  and —SCH3. 

9. 	The compound of Claim 1 wherein: 

20 (a) R5  is selected from the group consisting of: 
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®N 	5  N 
* I 	> 

N - N 	 ‘ N-N

c) 	

N N 

	

) 	
10 It 

‘,1 
OH, 	 OH 	, 	 CI-13 	, N - N H 	, 

0 	 / F  
I 	

0 	N 
-- CH3 	 N 	 1  N 	 N N

/ 	
- N  

1 	 i 	\ 
CH3 	 CH3 	, ' 

IP 	N 
I 	\ 

0 	 CH3 	
101  

N 
0 	 zz.< 

Nom/  N—< 	 / 
CH3 	, 	 CH3 	, 	 NH2  

N 	 110 	N I. 	) 

N--N
\ 
	 N-N  

CH3  

CH3 OH and 	 OH ; 

(b) R1  is selected from the group consisting of: 

(1) a pyridyl substituted with a substituent selected from the group 

of: -O-CH3, -O-C2H5, —0-CH(CH3)2, and —0-(CH2)2-0-CHs; 

(2)  

consisting 
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I 
O-.1..„-C H3 

C1-13  

(3)  

15----..--- 	N 
..., 	I 

CH3 	; and 

(4)  

"--....- N 

0
,—...„....o.,. 

5 CH3; and 

(c) R2  is selected from the group consisting of: -OCH3  and —SCH3. 

10. The compound of Claim 1 wherein R5  is: 

IS 	11,\7 
 

\ 

10 

11. The compound of claim 1 or 2, wherein R2  is -OCH3, R1  is: 

1-----(---%%." 	N 
1 

,,CH3  

CH3 	and 

R5  is a substituted triazolyl-phenyl group wherein said triazolyl moiety is 

15 	substituted with: (a) one substituent selected from the group consisting of: 

-CH2COH(CH3)2, and -CH2CH2OH, (b) one alkyl group, (c) two alkyl groups, (d) one 

-CH3  group, (e) two —CH3  groups, (f) one -NH2  group, or (g) one -CH2CH2OCH3  group. 

12. The compound of claim 1 or 2, wherein R2  is —SCH3, R1  is: 
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Si
-%-N-#...%-. 	N 

O•„
T
,CH3  

CH3 	and 

R5  isa substituted triazolyl-phenyl group wherein said triazolyl moiety is 

substituted with: (a) one substituent selected from the group consisting of: 

5 	—CH2COH(CH3)2, and -CH2CH2OH, (b) one alkyl group, (c) two alkyl groups, (d) one 

—CH3  group, (e) two —CH3  groups, (f) one —NH2  group, or (g) one —CH2CH2OCH3  group. 

13. 	A compound selected from the group consisting of compounds Al to Al 6 

10 	and Al8 to A30, and pharmaceutically acceptable salts thereof, and compounds A31 to 

A48, wherein the structures of these compounds are as follows: 

\ 

0--,, 
oeCil YN 
_.$ 

41  N  NH 	 \ 	I 
N-N \ 

. 	 Al 

HN, N 
N 

0 

CH3  
0 
. 

	

f 	N 

dr 
IS N 

CH3 	(A2) 	I 
o--CCH3 

15 
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CH3 
0 

'kc.  
* 0 

N, 
N 	(A3) 

* N 

 N- N 
----- 

1-CH3  ) 
CH3 

CH3  

CH3 
0 

* N 
, 
N -- 	 0 

/ 	\ 
0 N N 

_cCH3 	(A4) I 
N -- 

\ 
N 

CH3 

CH3 
0 	0 

0,),, \ ‘‘• 
N 

O N 

 

* ,N CH3 N'  (A5) 
Al  

N zzil
N 

CH 3 

0 

CH3-1\
C H3 
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CH3  

0 
0 -...„\\, 

O N 

 

0 
, 

(A6) 
1 
NON 

\ / 	CH3 CH3 

---C 
CH3  

CH3 / 
S 

0 	\ %' 

N 0  

11101  
N ‘ 

N (A7) N N 

CH3 )-- CH3 

--1\ 0
CH3  

CH3  

CH3 
S O 

Ocys 

® N 

 

0 
\ 

(A8) N-N 

N   i 	-- CH3 

--c OH C H3 5 
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CH3 
0 

f
O 

0.).\\,- 	 ...--‘,., 
N 	1  

0 
N 	 [..‘„,.....„ 

1 
----„,"----„Tc  N.,,

) 
 

N, 
N (A9) 

N_-N/\ CH3  

O OH CH3  
CH3 CH 

CH3  

0 -....,v. 

0  N 

* N 
N-N 

\ 1N 	(A10) 

0 

CH3 

nu 	OH .si 13 
CH3 CH3 

CH3  
0 

0 ‘` 

N 

* 
N* N 

I 
(All) l ) N-N  

CH3 
c 

CHs 
OH 	, 5 
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C H / 	3  
S 

0 	N. 

N 

le 
. N N 

(Al2) 
cH3  

aj\CH3 

I 
N--N  

c) 
OH 

.9H3 
0 

• 0 

0 N 
(A13) 

N_ 
 

,....-- N 

CH3 CH3 

CH3 
0 

4. 	
' 

N 0 

%
\ 
N N 

_ 	H3 	(A14) 
\„

„c i 
N 

>.-_,,,, 
- 	CH  

13 N  
I 

5 CH3  CH3 
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CH3  

o 

o ,„.• 

0 

N\ 

110 N 
t 

N N-N  

(A15) CH3 

CH3  

?Hs  
O 

* N 

‘ 0 
N ---  

\N (A16) 110 	N 

CH3  N- 
NJ  

O 

CH3 
C) 
0 
/ 

CH3  

CH3  

0 ‘0 

0 110 

NN 
‘ 

(A18) N --_,( 

I NH2  

O 

ci-13.C.
CH3 5 
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CH3  / 
S 0 

110 0 N 
N 

 

* N 
(A19) k 

--- .CH3  N 
CH3 

CH3  
/ 
0 

N -----.., 
N 

* 0 ,..)._,,,,..„,, 

(A20) '---,------iN\> 

N  N-
N‘ 

 
OH CH3  

Li 
N‘. 

7
.,,,  

S 
0--7-k% 

NH 

• 

N-N\  
(A21)  

OCH3  
N,

N  
/ ‘ 

N 

‘ 
S 

Nom/ 	N 

-, 
5  

0---\ 
NH \ 

N-N 
(A22) \ 

N, 01 N 
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0 

0-\ 
41  NH \N  7 

-N 
023) 

*

N

of 
FIN,  

N 

/ 
S 

0 	..‘ 

® NH 

 

V 
HN . 

N S 

I 	
(A24) 

o 
  

N 
I 

, 

CHa 
Si  

0 le N\\
N N  

(A25) 
--I 

/ 	
QH3 

CC 
- NI 

i 
CH3  

5 
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CH3  
S 	0 

O ,̀.. AN 

0 
(A26) N 	CH3  

* 
I 

N 

N -N  
\ 	/\---CH3  

CH3  
--N 

0 

Fl 0 	N--)LN 
N- 

O 
HIV 

N.-- 	 (A27) 

\ 
N 

O 

I 	----N 	0 

N 
15hN.,,,_71L 

0 0 
IJN N\  

N 	 (A28) 

/ 

5 
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a‘C\N
0  

HN 	 N ,.. --e 
• 0 

N\  
HNC 	 (A29) N 

N 	N 

O 

I 
S 
40 HN--\\:' ..-^--., N 0 I \\ 

* 0 N\/\--S y 

HN \ 
) 

N\  
N _ 

\
_ 

N 	
I 
	N 	(A30) 

O 

 
SLNLN 

 
0-\ 

4  NH 
-N 

• 
(A31) 

N \ 

RN% 	N 
N 	1 

0 

0 
.:, 

D 0 	\-- --- 
*  NHD 

N—N 

se 	
(A32) 

-IN, 	N 
N 0 

I 
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1 

0 
z 

0.-- 
* NH 

D N . (A33) N-11,
) 

 

HN, N OH 

N 
0 

0 
, 

0--\ 
* NH \  .sl 

(A34)  
N—N 

\ 

lit 

HN, " N 
N 

OH 

0 

• 
0---\ 

NH 
NY  

N—N 

. 

(A35)  \ 

HN, N 
N 

OH 

\ 
0 

Or—\'' 
* NH 

D 

. 

(A36)  N—N 
OH 

HN, 
N 

N 
1 

---- 0 
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0 
- 

0 
NH 

S 

\ 
N—N 

\ 

• 
(A37)  

HN, 
N 

N 
\ 

---. 0 

0 
, 

S 
0—\ 

NH \ 
N—N 

• 

(A38)  \ 

HN, 
N 

N 

r  -- O 

\ 
0 

0 —=\- 
* N H  s...1 

— N N 
\ 

• 
(A39)  

HN, 7 N 
N / 

O 

S 	. 
:: 

*  
0—\ 

NH 
0 

D 
N—N 

lit (A40) \ 

HN, 
N 

N 
/ 

---- 0 
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0 
, 

O—\ 
* NH 

N —N \ 
Ili 	

(A41) 

N,
N 
   

0 

0 
0—\ 

*  NH 

lik 	
(A42) N —N

/  

\ 

N, 	N 
N 	1 

--- 	0 

\ 
0 

-S.  
On\ 

NH D  • 
c:i 

. 	
(A43) 

NI —N

/  
r_ 

 

N,  
N 0 

S 	_ 
O—\ 

* NH D  
cti 

IA —N.
_ 
._ 

• 
(A44) 

N, , 	N 
----- 	0 



327 

0 	. 
:- 

0.=\
-- NH 

* 
\ 
N
ki 

 

N— 
N  \ ID (A45) 

0 
HN, 	/ ‘ 

N 

0 , 

NH 
0 D  

 D 	* 
\ 
Nz.,,,  i 

N—N 

11) (A46) \ 

0 
HN, y 	/ 

N 

\ 

D 	
41  \ 

0 , 

0 NH 

. 
(A47)  N—N \ 

HN, 
N 

o 

,an 

S'
.-  

D 	
4 N.:.z,,  1 

0--c-  
NH 

. 

(A48)  

0--- 

N--N\ 

HN, \ N 

14. The compound of claim 13 which is: 
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cH3  
s
i 

O 

* N 
1 

(A6) N—N 

\ 	C 1 /4CH 3 

----H3 

 

c 
H3 

or a pharmaceutically acceptable salt thereof. 

15. The compound of claim 13 which is: 

CH3  

L
O 

is N 

(I0 
‘ 

(A8) NMI 

\ 	/ 	CH 3  

0"-c 
cH3  OH 

or a pharmaceutically acceptable salt thereof. 

16. The compound of claim 13 which is: 

5 

10 
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CH3  

0 
0,-„zry 	

,,,/'-N 
N * 	

Si  
1 	N  
NTh 

(A10) 	CH3  

0 	
CH3 OH 

CH3 
CH3  

or a pharmaceutically acceptable salt thereof. 

17. The compound of claim 13 which is: 

CH3  
S 	o 

-AN  

ill N 	
(A25) 	

IS 	
I N  N N- pH3 	 N  1 

/ 	\ 	0 	 CH3  
-N 

or a pharmaceutically acceptable salt thereof. 

18. The compound of claim 13 which is: 

Ste/  

0--\ 
411  NH 	 \ 

N
-N  \ 

lik (A31) 

-IN,  
1 

O 

5 

10 
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or a pharmaceutically acceptable salt thereof. 

19. 	The compound of claim 13 which is: 

o 

o—i
\NH 	 • 	\ N%.  

N-N 

It (A32) 	 \ 

HU, 	N 	)____ N 	1 
5 o , 

or a pharmaceutically 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 

10 	pharmaceutically acceptable carrier. 

21. A compound of any one of Claims 1 to 19, or a pharmaceutically 

acceptable salt or solvate thereof for use in therapy. 

15 22. A compound 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 

20 (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 

25 	antibodies, (4) EGF inhibitors that are small molecules, (5) vascular endolithial growth 

factor (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 nucleoside derivatives, (9) epothilones, (10) topoisomerase 
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inhibitors, (11) vinca alkaloids, (12) antibodies that are inhibitors of aVi33 integrins, (13) 

folate antagonists, (14) ribonucleotide 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) Bcr/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 molecule inhibitors of cell cycle dependent kinases such as CDK1, 

CDK2, CDK4 and CDK6, (23) alkylating agents, and (24) farnesyl protein transferase 

inhibitors; or 

10 (e) use in treating cancer wherein said compound is used with at least one 

signal transduction inhibitor; or 

15 

(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, multiple 

myeloma, and anaplastic thyroid carcinoma; or 

(g) use in treating cancer wherein said cancer is selected from the group 

20 consisting of: melanoma, pancreatic cancer, thryroid cancer, colorectal cancer, lung 

cancer, breast cancer, and ovarian cancer; or 

25 

(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 

(j) use in treating cancer wherein said compound is used with antihormonal 

agents, and with at least one chemotherapeutic agent, and wherein said cancer is 

30 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 

(I) 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 

5 	of: brain cancer, prostate cancer, myelodysplastic syndrome, myeloid leukemia, acute 

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 

10 (n) use in preventing hormone-dependent breast cancer wherein said compound 

is used with antihormonal agents; or 

(o) use in preventing hormone-dependent breast cancer wherein said compound 

is used with antihormonal agents, and with at least one chemotherapeutic agent. 

15 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. 


