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hat is claimed is: 

1. • compound having the formula: 
C-B 	A,N.N.„,....... ...„0 

so 

 D-E-F 	0-B-A ,,.....m.c
,.... -..,„...„. 	...... 

N 
 D_E_F 

O 	
1",...,.. 

H 
G-H-J 	 .....7....„  

(V), 	0 N 
...."„„. N 

H 
G—H—J 

(VI), 
0 0 

C—B—A..„,...."---N,...... D—E—F 	C—B—A,
,N 	

.„....„......„,„....„.."><D—E—F 

I 
o
,\Ne'.\ 0 N 	G—H—J 	 N------N>C-G—H—J 

H 	 (VII),or 	 H 	(VIII)  

wherein —G—H—J, alternative 	, is selected from 
H-J 

-G
/  
\ H-J , 

5 	wherein each H and J is independently elected, 

or —G—H—J is selected from: 

R,, 

R / Y 
RI 

) n 
J 	, 

wherein R,,, is selected from CH2, NH, N(C1_g alkyl), S, or 0; ' 	and Rz  are C or CH each 

independently substituted with one or more F, CH3, CF3, OH, an' OCH3; or Rx, Ry, and Rz  

10 	are each independently selected from CH2  or Cab  wherein R' and • b  are taken together to 

form a C1-5 carbocycle; 

J is selected from NH2, NH(Ci_s alkyl), N(C1_g alkyl)2, NHC(=0)CH3, NH. (=O)NH2, 

NHC(=NH)NH2, NHC(=NH)H; 

wherein n is 0, 1, or 2; 

15 	alternatively, —G—H—J is selected from 
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R8  
{> ) m  

Rz  \ 
NJ 

wherein R„ 	selected from CH2, NH, N(C1 _8  alkyl), S, or 0; Rz  is a C or CH, substituted 

with one or mo. e CH3  or R, is CRaRb  wherein Ra  and Rb  are taken together to form a Ci_s 

carbocycle, 

5 	wherein m is 1,2, or 	; 

J is selected from NH2, 	H(Ci_8  alkyl), N(C1 _8  alkyl)2, NHC(=O)CH3, NHC(=O)NH2, 
NHC(=NH)NH2, NHC(= .)H; 

C 	B A , DE F, and -G-H-J re chemical moieties, wherein 

10 	A, D and G are independently selec d from the group consisting of: 

(a) a single bond, (b) -(C1 _8  al 	)- , (c) -(C2_8  alkeny1)-, (d) -(C2-8 alkynyl)-, 

carbon atoms in any of 	-(d) immediately above optionally is replaced 

wherein 

i) 0-4 

by a moiety selected from the gro . • consisting of -0-, -S(0)p-, -NR6-, - 

15 	 (C=0)-, -S(0)pNR6-, - NR6S(0)p-, • d -NR6S(0)„NR6-, 

ii) any of (b)-(d) immediately above op "onally is substituted with one or more 

R5  groups, and 

iii)  any of (b)-(d) immediately above optiona y is substituted with -(C1 _8  
alkyl)-R5  groups; 

20 	(e) -0-, (f) -NR6-, (g) -S(0)p-, (h) -C(0)-, (i) -C(0)0-, ki  -0C(0)-, k) - 

OC(0)0-, (1) -C(0)NR6-, (m) -NR6C0-, (n) -NR6C(0)NR 	(o) -C(=NR6)-, (p) - 

C(=NR6)0-, (q) -0C(=NR6)-, (r) -C(=NR6)NR6-, (s) -NR6C(= 	)-, (t) -C(=S)-, 

(u) -C(=S)NR6-, (v) -NR6C(=S)-, (w) -C(0)S-, (x) -SC(0)-, (y) -fa C(=S)-, (z) - 

C(=S)0-, (aa) -NR6(CNR6)NR6-, (bb) -CR6R6C(0)-, (cc) -C(0)NR6(t ' 6R6)t-, (dd) 

25 	a 3-14 member saturated, unsaturated, or aromatic heterocycle containing . e or 

more heteroatoms selected from the group consisting of nitrogen, oxygen, and ulfur, 

(cc) a 3-14 member saturated, unsaturated, or aromatic carbocycle, and 

(ff) -(CR6R6),-, 
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herein (dd) or (ee) is optionally substituted with one or more R5  groups; 

B, E, nd H arc independently selected from the group consisting of: 

• a single bond, 

(b) • 3-14 member saturated, unsaturated, or aromatic heterocycle containing one or 

more h teroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, 

(c) a 3-14 I ember saturated, unsaturated, or aromatic carbocycle, 

wherein (b) or (c) is k stionally substituted with one or more R5  groups; 

(d) -(C1 _8  alkyl)-, (e) - C2_8  alkenyl}-, (f) -(C2-8 alkynyl)-, wherein 

i) 0-4 carbo • atoms in any of (d)-(f) immediately above optionally is replaced 

by a moiety se cted from the group consisting of-O-, -S(0)p-, -NR6-, - 

(C=0)-, -C(=NR 	, -S(0)0NR6-, -NR6S(0)p-, and -NR6S(0)„,NR6-, 

ii) any of (d)-(f) im 	diately above optionally is substituted with one or more 

R5  groups, and 

iii) any of (d)-(f) immedia - ly above optionally is substituted with -(C1-8 

alkyl)-R5  groups; 

and (g) -(CR6R6)r, 

C, F, and J are independently selected from the group .snsisting of: 

(a) hydrogen, (c) F, (d) Cl, (e) Br, (1) I, (g) -CF3, 	) -CN, (i) -N3  (j) -NO2, (k) - 

NR6(CR6R6),128, (I) -0R8, (m) -S(0),,(CR6R6)1R8, (n) C(0)(CR6R6),R8, (o) - 

0C(0)(CR6R6),R8, (p) -SC(0)(CR6R6)tR8, (q) -C(0)0( 	6R6),R8,  (r) - 

NR6C(0)(CR6R6)tR8, (s) -C(0)NR6(CR6R6),R8, (t) -C(=NR (CR6R6)tR8, (u) - 

C(=NNR6R6)(CR6R6),R8, (v) -C(=NNR6C(0)R6)(CR6R6),128, 	- 

C(=NOR8)(CR6R6),R8, (x) -NR6C(0)0(CR6R6),R8, (y) -0C(0)NR6(CR6R6)tR8, (z) - 

NR6C(0)NR6(CR6R6)tR8, (aa) -NR6S(0)p(CR6R6)tR8, (bb) -S(0)pNR CR6R6),128, 

(cc) -NR6S(0)pNR6(CR6R6)tR8, (dd) -NR6R8, (ee) -NR6(CR6R6)R8, (ff) -SH, (gg) - 

NR8R8, (hh)-OCH3, (ii) -S(0)pR8, (jj) -NC(0)R8, (kk) -NR6C(NR6)NR6R8, 	1) a C,_ 

8  alkyl group, (mm) a C2_8  alkenyl group, (nn) a C2_8allcynyl group, (oo) a 3-14 

member saturated, unsaturated, or aromatic heterocycle containing one or more 
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heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, (pp) a 

3-14 member saturated, unsaturated, or aromatic carbocycle, (qq) — 

(CR6R6)tNR6(CR6R6)tR8, (rr) —N[(CR6R6)te][C=0(CR6R6)1R8], (ss) — 

R6R6)tN[(CR6R6)1128][(CR6R6)tR8], (tt) —(CR6R6)tNR6(C=0)(CR6R6)tR8, (uu) — 

5 hal.. lkyl, (vv) —C(0)(CR6)[(CR6R6)1RIR8, (ww) —(CR6R6),C(0)NR8R8, (xx) — 

(CR6R IC(0)0(CR6R6)t128, (yy) —NR6C(0)CR8R8R8, (zz) —N[(CR6R6)tle]C(0)R8, 

and (aaa) 	(0)pNR8R8; 

wherein (11) through %.p) is optionally substituted with one or more R7  groups; 

10 	R5  is selected from (a) hyd 	gcn, (b) F, (c) CI, (d) Br, (c) I, (f) —CF3, (g) —CN, (h) —N3  (i) — 

NO2, (j) —NR6R6, (k) —0R8, (1 —NR6(CNR6)NR6R6, (m) —Ci_8 alkyl, (n) —Cl_s alkenyl, (o) — 

C1 _8  alkynyl, (p) —(C1_8  alkyl)—(3 	4 member saturated, unsaturated, or aromatic heterocycle 

and 

containing one or more heteroatoms 	lected from the group consisting of nitrogen, oxygen, 

sulfur), (q) —(C1_8  alkyl)—(3-14 me •ber saturated, unsaturated, or aromatic carbocycle), 

15 	(r) —haloalkyl, (s) —SR6, (t) —3-14 member aturated, unsaturated, or aromatic heterocycle 

containing one or more heteroatoms selected 	Sm the group consisting of nitrogen, oxygen, 

and sulfur, and (u) —3-14 member saturated, uns 	rated, or aromatic carbocycle; 

alternatively, two R5  groups are taken together to fo . a carbocycle; 

wherein (m) through (r) and (t) through (u) is optiona 	substituted with one or more R8; 

20 

R6  is selected from (a) hydrogen, (b) —C1_8  alkyl or alternat v- 	two R6  groups are taken 

together to form a carbocycle, (c) —haloalkyl, (d) —3-14 member aturated, unsaturated, or 

aromatic heterocycle containing one or more heteroatoms selected 	sna the group consisting 

of nitrogen, oxygen, and sulfur, and (e) —3-14 member saturated, unsa 	rated, or aromatic 

25 	carbocycle; 

wherein (b) through (e) is optionally substituted with one or more R8; 

R7  is selected from (a) hydrogen, (b) F, (c) Cl, (d) Br, (e) I, (f) —CF3, (g) —CN, (h) — 	3 (i) - 

NO2, (j) —NR6R6, (k) —0R6, (1) —NR6(CNR6)NR6R6, (m) —C1 _5  alkyl, (n) —C1_8 alkenyl, o) — 

30 	C1-8 alkynyl, (p) —(C14  alkyl)—(3-14 member saturated, unsaturated, or aromatic heterocyL e 

containing one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 
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• nd sulfur), (q) -(Ci_5 alkyl)-(3-14 member saturated, unsaturated, or aromatic carbocycle), 
R6)tNR6R8, (v)  _ 	6 8 g (r) 	haloalkyl, (s) -NR6R8, (t) -012.8, (u) -(CR6 	 CR R R , (w) -SR6, (x) -3- 

14 m. 	ber saturated, unsaturated, or aromatic heterocycle containing one or more 

heteroa . 	s selected from the group consisting of nitrogen, oxygen, and sulfur, (y) -3-14 

5 member sa 	rated, unsaturated, or aromatic carbocycle, (z) -(CR6R6),C(0)NR8R8, (aa) - 

S(0)pR8, (bb) 	R6C(0)NR6R6, (cc) -NR6C(0)R6, and (dd) -C(=NR6)NR6R6; 

wherein (m) thr. ugh (q) and (x) through (y) are optionally substituted with one or more R9' 

R8  is selected from (a) 	drogen, (b) F, (c) Cl, (d) Br, (e) I, (f) -CF3, (g) -CN, (h) -N3  (i) - 

10 NO2, (j) -NR6R9, (k) -OR , (1) -NR6(CNR6)NR6R6, (m) -Ci_s alkyl, (n) -C1_8 alkenyl, (o) - 

C1_5  alkynyl, (p) -(C1 _8  alkyl) 	3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one or more heteroato I s selected from the group consisting of nitrogen, oxygen, 

and sulfur), (q) -(C1_8  alkyl)-(3-14 ' ember saturated, unsaturated, or aromatic carbocycle), 

(r) -3-14 member saturated, unsaturate 	or aromatic heterocycle containing one or more 

15 heteroatoms selected from the group consi 	ing of nitrogen, oxygen, and sulfur, (s) -3-14 

member saturated, unsaturated, or aromatic ca bocycle, (t) -haloalkyl, (u) -C(0)(CR6R6)1R9, 

(v) -SR6, (w) -0C(0)(CR6R6)tR9, (x) -NR6C(0) R6R9, (y)-NR6C(0)R9, (z) - 

NR6(CNR9)(NR6R6), (aa) -ONR6(CNR6)NR6R6, (bi -C(=NR9)NR6R6, (cc) -S(0)pR9, (dd) - 

(CR6R6),C(0)NR6R9, (ee) -(CR6R6)10R9, and (ff) -(C' 6R6)1NR6R9; 
20 wherein (m) through (s) is optionally substituted with on: or more R9; 

R9  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (f) -. F3, (g) -CN, (h) -N3  (i) - 

NO2, (j) -NR6R10, (k) -0R6, (1) -NR6(CNR6)NR6R6, (m)  _c(0)(c  . 6R6)tNR6R6,00  _C1_8  

alkyl, (o) -C1_8 alkenyl, (p) -C1_8 alkynyl, (q) -3-14 member saturate', unsaturated, or 

25 aromatic heterocycle containing one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur, (r) -3-14 member saturated, unsaturated, or . omatic 

carbocycle, (s) -haloalkyl, (t) -(CR6R6)tOR6, (u) -0(CR6R6)1NR6R10, (v) -C(0)' 6, (w) -SR6, 

(x) -C(0)0R1°, (y) -S(0)pR6, (z) -(C1_8  alkyl)-(3-14 member saturated, unsaturato, or  

aromatic heterocycle containing one or more heteroatoms selected from the group con 'sting 

30 of nitrogen, oxygen, and sulfur), (aa) -(C1 _8  alkyl)-(3-14 member saturated, unsaturated, a r  
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. romatic carbocycle), (bb) —0(CR6R6)10R6, (cc) —C(=NR6)NR6R6, (dd) —ONR6R6, (ee) — 

N ` 6C(0)NR6R6, (ff) —0(CR6R6)tOR6, (gg) —NR6C(0)R6, and (hh) _(cR6R6)tNR6R10;  

wh 	ein (n) through (r) and (z) through (aa) is optionally substituted with one or more R10; 

5 RI°  is selec 	d from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (f) —CF3, (g) —CN, (h) —N3  (i) — 

NO2,0) —NR • 6  (k) —0R6, (1) —NR6(CNR6)NR6R6, (m) —C(0)(CR6R6),NR6R6, (n) —C14  

alkyl, (o) —Ci_8  a 	cnyl, (p) —C1 _8  alkynyl, (q) —3-14 member saturated, unsaturated, or 

aromatic heterocycle ontaining one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, an. sulfur, (r) —3-14 member saturated, unsaturated, or aromatic 

10 carbocycle, (s) —haloalkyl, t) —(CR6R6)1OR6, (u) —0(CR6R6),NR6R6, (v) —C(0)R6, (w) —SR6, 

(x) —C(0)0R6, (y) —S(0)1,R6, 	) —(Ci_8  alkyl)—(3-14 member saturated, unsaturated, or 

aromatic heterocycle containing . e or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur), (aa —(C1 _8  alkyl)—(3-14 member saturated, unsaturated, or 

aromatic carbocycle), (bb) —0(CR6R6)1 eR6, (cc) —C(=NR6)NR6R6, (dd) —ONR6R6, (ee) — 

15 NR6C(0)NR6R6, (II) - _ 0(CR6R6),OR6, (gg —NR6C(0)R6, and (hh) —(CR6R6),NIR6R6; 

optionally, wherein either the group —D— —F or the group —G—H—J is absent, but both 

20 

—D—E—F and —G—H—J are not simultaneously absen • 

p is 0,1, or 2, and 

t is 0,1,2, or 3, 

or a pharmaceutically acceptable salt, ester, tautomer, or pro. 	g thereof. 

2. The compound according to Claim 1 having the formula: 

0-B-A,,N7-,.„...,z,.....„..„.0 D-E-F 

,..7•.„ 
0 	N 	N 	G-H-J 

H 

or a pharmaceutically acceptable salt, ester, tautomer, or prodrug thereof 

25 

3. The compound according to Claim 2 having the formula: 
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C-B-A 
. NZ' ' A  

,..7%-...„ .."..,,, 
el  0 	N 	N 	G-H-J 

H 

wherein P—E—F is hydrogen; or a pharmaceutically acceptable salt, ester, tautomer, or 

prodrug the :of. 

4. The compound . cording to Claim 3 having the formula: 
C-B-A.„._ 	0 	 C-B-A..„.  ....,...--k.,,,..,,......„..0 

....."-•- NI 

401 ..., 

N 

,'N  /7%.,.., 
0 N 	G-H-J 	0 	N 	N H 	 or 	 H G-H-J , 

5 	or a pharmaceutically acceptabl 	alt, ester, tautomer, or prodrug thereof. 

5. The compound according to Claim 4 having the formula: 
C-B-A, 	0 N  

110 
H G-H-J , 

or a pharmaceutically acceptable salt, ester, tautome 	or prodrug thereof. 

10 	6. The compound according to Claim 4, wherein A is sele. ed from 

(a)  a 3-14 member saturated, unsaturated, or aromatic 	eterocycle containing one or 

more heteroatoms selected from the group consisting of 	ogen, oxygen, and sulfur, 

(b)  a 3-14 member saturated, unsaturated, or aromatic carbo 	cle, and 

(c)  a single bond, 

15 	wherein (a) or (b) is optionally substituted with one or more R5  groups; 

B is selected from (a) —(C1_8 alkyl)—, (b) —(C2_8alkeny1)—, (c) —(C2-8 alkynyl 	and (d) a 

single bond, wherein 

i) 0-4 carbon atoms in any of (a)—(c) immediately above optionally 	replaced 

by a moiety selected from the group consisting of—O—, —S(0)p—, —NR 	— 

20 (C=0)—, —C(=NR6)—, —S(0)1,NR6—, and —NR6S(0)pNR6—, 
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ii) any of (a)-(c) immediately above optionally is substituted with one or more 

R5  groups, and 

iii) any of (a)-(c) immediately above optionally is substituted with -(C1-8 

alkyl)-R5  groups, and 

5 	C is selectee from (a) NH2, (b) -NHC(=NH)NH2  and (c) hydrogen, 

or a pharmace 	ically acceptable salt, ester, tautomer, or prodrug thereof. 

7. The compound acc ording to Claim 6, wherein A is selected from azepanyl, cyclobutyl, 

cyclopentyl, cyclohexy , cycloheptyl, phenyl, pyridinyl, cyclohexenyl, cyclohexadienyl, 

10 	dihydropyridyl, furanyl, to ahydrofuranyl, tetrahydropyridyl, azetidinyl, pyrrolidinyl, 

piperidinyl and piperidenyl; 

wherein any of A immediately al 'ye optionally is substituted with one or more R5  groups; 

alternatively, A is a single bond; 

B is selected from (a) -(C1 _8  alkyl)-, w erein 

15 i) 0-4 carbon atoms in (a) 	mediately above optionally is replaced by a 

moiety selected from the grou 	consisting of -0-, -S(0)„-, -NR6-, -(C=0)- , 

-S(0)pNR6-, and -NR6S(0)pNW 

ii) (a) immediately above optionally 	substituted with one or more R5  groups, 

and 

20 iii) (a) immediately above optionally is su stituted with -(Ci _g  alkyl)-R5  

groups; and 

alternatively, B is a single bond; 

C is selected from (a) NH2, (b) -NHC(=NH)NH2  and (c) hydrogen, 

or a pharmaceutically acceptable salt, ester, tautomer, or prodrug the - e f. 

25 

8. The compound according to Claim 7 wherein C-B-A- is selected from t 	group 

consisting of: 

hydrogen, 
H 	 H 

H 	 H 
H2N,,,,,...N.,,,A-...„/

N 	
H2N,

,,,
,N,y---..„/

N 	
H H2N 	N,.....7---N 	ilk 

NH NH 	0 	 H 
1.114 	

Wk, 
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H NH NH 	0 
H 
N.,.,./\ s/ 

\ O"7 % H2N N̂,-„N 
H H 

H2N/  
H 	

isiM

%4 

 

NH NH 	CFA  H 

H2N 
/.% H 

H2N
) \N/N 

H2N,...
r...,. /

N'.11:1•Y I 
H H NH 

NH NH NH 

H2N 	
H
e'.  \ \ 7N, 	r N  i%  H2N)''H 

	 N  H2N 	
H 
N.--"N.7%--NO 

HA 	N'''N...'"Nr`• N H 
N 

N 	'/ 
N1,,,,/,,,../ 
H 

No

t 

 

NH NH H2N 
H 

0 
H2  N 	H  ---\---"--N 	0 

H H2N 	N 
H 

0 

NH NH 
H2N' ,̀-'N 

0 H2N H N 	/.\,..-".. 
H 

0 NH  

H2N 
H N H  

H2N 

NH 	 0 NH 	0 NH 

H2N)LIV-***Nf`- 
H 	H 	410 

H2N-jc-\_,AN  
H 	H 	0 

H2leir

0

rN 	0 

O NH 	CF3  NH 

H2NN H2N 	N"---***-L-N H2 )--.11r.--r-I  
H 

0 

H 	H 
0 H2  N 

 

NH 	 F3C NH 	CHF2 NH 

HA 	N.-,-.N..,..,"\ N  
HaN
.LN/ -"-,,..,"--.N H 2  N 

H 	H 
op 

H 	H 
0 

H 
F¢ 0 

NH 	 CHF2  NH 	CH2F NH 

H2 	r^...,.-Thi 	

®

H2W-1-'H H 0 ArM
i
l H2  

F2HC 	

Nil 

NH 	 CH2F H 	CH3  H 

	

H2N "LV-N4",r'N 	0 
H 	H 

H N 	N'''''."--'•L'N 	0 H 	H  H 2N 	--y--. .N 
FH2c 
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H NiL
NH 	 CH, 	

).L

NH 	F 	 NH 

H
N'''..-- --"'..---ThM 	0 H2N 	H„....„,,,,L 

 

N 	H 	0 	H2telli  

0 3 

F 	 NH 	F\  7 	 NH 

H2N 	N 	N 	40 	H,1‘1)LIK.NrN 	0 
H2NA. .--"\.....--""%- 1,1 	0 	

H 	H 	 H 	H 
F 

NH 	 F F 	 NH 	0 	 NH 

H2N 	 H2N)NHNA./-”, H2N)LCAThli  II 	0 F 	F 
0 	

0 

NH H2N 	0 
ziL.

7 

.....L.,.....,,

CH3  

HAI 	NJ 	II 	0 	H2N--11\1MHN 
0 

NH 	CH2F 	 NH 	F 	

F 	

NH 	CF3  

) 	 A 

	

H2N).-NN '''''''''--".......NN 	00 	H2N C 	\
11 	0 	

H2N 	iN, 	
1,, 	

0 H 	H 

	

NH 	CHF2 	 F 

'L  H 	' L.  2N 	ri 	 HA .. 	N 	0 	 .--k,...,a--.
II 	0 

or a pharmaceutically acceptable salt, ester, taut • 	er, or prodrug thereof 

9. The compound according to Claim 4, wherein G is s lected from 

5 (a) a single bond, (b) —(Ci _8  alkyl)—, (c) —(C24  alk,  y1)—, (d) —(C2_8  alkynY0—, 

wherein 

i) 0-4 carbon atoms in any of (b)—(d) immediate 	above optionally is replaced 

by a moiety selected from the group consisting of—a—, —S(0)S, —NR6—, — 

10 

(C=0)—, —C(=NR6)—, —S(0)pNR6—, —NR6S(0)1,—, and — R6S(0)pNR6—, 

ii) any of (b)—(d) immediately above optionally is sub tituted with one or 

more R5  groups, and 

iii) any of (b)—(d) immediately above optionally is substitute s with —(C1-8 

alkyl)—R5  groups; 

(e) a 3-14 member saturated, unsaturated, or aromatic heterocycle containing . e or 

15 more heteroatoms selected from the group consisting of nitrogen, oxygen, and su 

and 
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(1) a 3-14 member saturated, unsaturated, or aromatic carbocycle, 

wherein (e) or (f) is optionally substituted with one or more R5  groups; 

or a p •armaceutically acceptable salt, ester, tautomer, or prodrug thereof. 

5 10. The co , sound according to Claim 6, wherein R5  is selected from (a) hydrogen, (b) F, 

(c) Cl, (d) Br, 	I, (f) —CF3, (g) —CN, (h) —N3  (i) —NO2, (j) —NH2, (k) —OR6, (I) — 

NHC(=NH)NH2, 	, ) —C3_3  alkyl, (n) —C 1 -5 alkenyl, (o) —C1 _8  alkynyl, (p) —(Cl_R  alkyl) —(3- 
14 member saturated, 	nsaturated, or aromatic heterocycle containing one or more 

heteroatoms selected fro' the group consisting of nitrogen, oxygen, and sulfur), (q) —(C1_8  

10 alkyl)—(3-14 member satur 	ed, unsaturated, or aromatic carbocycle), (r) —haloalkyl, (s) — 

SR6, (t) —3-14 member saturated, unsaturated, or aromatic heterocycle containing one or 

more heteroatoms selected from 	e group consisting of nitrogen, oxygen, and sulfur, and (u) 

—3-14 member saturated, unsatura es or aromatic carbocycle; alternatively, two R5  groups 

arc taken together to form a carbocycle; sr a pharmaceutically acceptable salt, ester, 

tautomer, or prodrug thereof. 15 

11. The compound according to Claim 6, wherei 	R6  is selected from (a) hydrogen, (b) —C1 _8  

alkyl or alternatively two R6  groups are taken toget 	to form a carbocycle, (c) —haloalkyl, 

(d) —3-14 member saturated, unsaturated, or aromatic 	terocycle containing one or more 

20 heteroatoms selected from the group consisting of nitrogei 	oxygen, and sulfur, and (e) —3-14 

member saturated, unsaturated, or aromatic carbocycle; or a 	armaceutically acceptable salt, 

ester, tautomer, or prodrug thereof. 

— 12. The compound according to Claim 9, wherein G selected from 

25 (a) a single bond, (b) —(C14  alkyl)—, (c) —(C2-8 alkenyl)—,  (d) —(C2 : alkynyt)—, 

wherein 

i) 0-4 carbon atoms in any of (b)—(d) immediately above optiona y is replaced 

by a moiety selected from the group consisting of —0—, —S(0)p—,— 	' 6  

30 

(C=0)-, -C(=NR6)-, -S(0)1,NR6-, —NR6S(0)p—, and —NR6S(0)pNR6—, 

ii) any of (b)—(d) immediately above optionally is substituted with on: or 

more R5  groups, and 
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iii) 	any of (b)—(d) immediately above optionally is substituted with —(C1_s 

alkyl)—R5  groups; 

where 	pis 0, 1, or 2, 

or a phar u aceutically acceptable salt, ester, tautomer, or prodrug thereof 

5 

0 -E-F 

13. The compound a cording to Claim 2, wherein G -11-J  is selected from: 

IP G -H-J 110 * G 

D-E-F 

-H-J 	, 

G -H-J , or 

or a pharmaceutically acceptable sa 	ester, tautomer, or prodrug thereof. 

101  

14. The compound according to Claim 13, whe - 'n 	G-H-J is selected from: 

40 0 110 10 5 

a„.......„, 
cx....<  

NH2 NH2  NH2 	 NH2 
NH2 

® ® ® 

NH2 

s 
® 

HO F-r H3C0'..-----.."- 	 ,,,,,,..CF3 
NH, 0 VN. 

F NH, N NH, 	 NH, 	 H, 	 NH2  
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0 0 * * 0 

C F3 

•-,,, 

F3C
../-\ 

NH2 	 NH NH2  
NH3 	 NH3 NH2 

* 
I * 

* * $ 

NH2 	 N NH2NH2  
NH2 	 NH2 	 NH2 

* 0 * 

F3C 

HO F  p 	
F H3CO 

NH2 	 F 
NH2 	 NH2 	 NH2 	

NH2  NH2  

* 

or —G—H—J is selected from: 

sank Rz  \ 

Ry 

Rz
/  

)
n 

J 

wherein ilz  is selected from CH2, NH, N(Ci _8  alkyl), S, or 0; Ry  and Rz  arc C o CH each 

independently substituted with one or more F, CH3, CF3, OH, and OCH3; or Rz, Ry  and Rz  

are each independently selected from CH2  or Cab  wherein Ra and Rb  are taken toge ler to 

form a C1 _5  carbocycle; 
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is selected from NH2, NH(Ct_s alkyl), N(C1_g alkyl)2, NHC(=O)CH3, NHC(=O)NH2, 

N 	(=NH)NH2, NHC(=NH)H; 

where 	n is 0,1, or 2; 

altema 	- ly, -G-H-J is selected from 

ly  R, 

) m  

Ft, \ 

5 ,1 

wherein R,, is selected fr. 	CH2, NH, N(C1_8 alkyl), S, or 0; liz  is a C or CH, substituted 

with one or more CH3  or Itz 	CleRb  wherein Ra  and Rb  are taken together to form a Ci-s 

carbocycle, 

wherein m is 1,2, or 3; 

10 J is selected from NH2, NH(Ci_s alk 	N(Ci_. alkyl)2, NHC(=0)CH3, NHC(=O)NH2, 

NHC(=NH)NH2, NHC(=NH)H; or a ph. maceutically acceptable salt, ester, tautomer, or 

prodrug thereof. 

15. The compound according to any of claims 1 t. 14 that binds to a ribosome. 

15 

16. The compound according to claim 15, wherein the 	osome is a bacterial ribosome. 

17. The compound according to any of the compounds in Tab e 1 or a pharmaceutically 

acceptable salt, ester, tautomer, or prodrug thereof. 

>0 

- 18. The pharmaceutical composition comprising a compound accordin to any one of claims 

1-17, or a pharmaceutically acceptable salt, ester, tautomer, or prodrug thereof, and a 

pharmaceutically acceptable carrier. 

?.5 19. A method for treating, preventing or reducing the risk of a disease state in a hu 	an or 

animal comprising administering to a human or animal in need thereof an effective a 	'tint o 

a compound according to any one of claims 1-17, or a pharmaceutically acceptable salt, 

ester, tautomer, or prodrug thereof. 
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20. • method of treating a microbial infection in a human or animal comprising 

admin tering to the human or animal an effective amount of a compound according to any 

one of cl.'ms 1-17, or a pharmaceutically acceptable salt, ester, tautomer, or prodrug thereof. 

5 

21. The use of . compound according to any one of claims 1-17, or a pharmaceutically 

acceptable salt, es 	r, tautomer, or prodrug thereof, in the manufacture of a medicament for 

treating a microbial ii ection in a human or animal. 

10 22. A method of treating, p -venting or reducing the risk of a microbial infection in a human 

or animal comprising adminis ',ring to the human or animal an effective amount of a 

compound according to any one . claims 1-17, or a pharmaceutically acceptable salt, ester, 

tautomer, or prodrug thereof, whe ei 	the microbial infection is selected from the group 

consisting of: 

15 a skin infection, a Gram positive infection, a Gram negative infection, nosocomial 

pneumonia, community acquired pne 	onia, post—viral pneumonia, hospital acquired 

pneumonia/ventilator associated pneumo 	a a respiratory tract infection such as CRTI 

(chronic respiratory tract infection), acute p 	vie infection, a complicated skin and 

skin structure infection, a skin and soft tissue i 	ection (SSTI) including 

20 uncomplicated skin and soft tissue infections (uS I I)s and complicated skin and soft 

tissue infections, an abdominal infection, a complicated intra-abdominal infection, a 

urinary tract infection, bacteremia, septicemia, endocar. 	is, an atrio—ventricular shunt 

infection, a vascular access infection, meningitis, surgical p ophylaxis, a peritoneal 

infection, a bone infection, a joint infection, a methicillin—resi ant Staphylococcus 

25 aureus infection, a vancomycin—resistant Enterococci infection, a inezolid—resistant 

organism infection, a Bacillus anthracis infection, a Francisella hula -ens's infection, a 

Yersinia pestis infection, and tuberculosis. 

23. The method or use according to any one of claims 19-22 wherein the compound, .r a 

30 pharmaceutically acceptable salt, ester, tautomer, or prodrug thereof, is administered oti3411y, 

ophthalmically, nasally, orally, parcntcrally, intravenously, or topically. 
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2,  A method of synthesizing a compound according to any of claims 1-17, or a 

pha 	, aceutically acceptable salt, ester, tautomer, or prodrug thereof. 

5 25. A med al device containing a compound according to any one of claims 1-17, or a 

pharmaceutic. ly acceptable salt, ester, tautomer, or prodrug thereof. 

26. The medical de .ce according to claim 25, wherein the device is a stent. 

10 27. A compound having th- formula: 
C-B-A 	U 

NK \i''' 
C-B-A D-E-F V 

d'.. 	'''N1 ilk  D-E-F 
K 

w .."%-x**Y"--.z t -H-J (I), 	W X -5-**\"-.....z 	WV  G-H-J(II), 
C-B-A%--..„4.--fr V%•-•.N./ U"--,„.,, D-E-F 	C-B-A

NN
..K...„.„.....U>cD-E-F 

I 	1 I ,P\ W 	X 	Z/N G-H-J OM, • 	 w x.7Y ..Z>4. -G-E1-ii (B), 

wherein U is selected from the group consis i _ of CR3R3,0, NR4, or S(0)„, C=0, C=NOR3, 

alternatively, two Ras are taken together to form 	carbonyl, 

V is independently selected from —CR44— or —N—; 

wherein 	represents a fused 5 to 7 member saturated, 	nsaturated, or aromatic carbocyclic 

15 or heterocyclic ring system; 

W is 0, NR1, NOR', or S, alternatively W= is selected from th combination of HO— and H— 

both attached to the same carbon atom or the combination of (CI 	alky1)0— and H— both 

attached to the same carbon atom; 

X— — — Y represents a single bond or a double bond such that when X — — Y is a single 

20 bond, X is selected from 0, NR2, and S(0). and Y is C—R3, and when X-- — Y is a double 

bond, X is N and Y is a carbon atom, 

25 

Z is selected from the group consisting of 0, NR4, or S(0)„, 

RI  is selected from H and C1_8 alkyl, 

R2  is selected from H and C1_5 alkyl, 

R3  is selected from H and C,_5 alkyl, 

R4  is selected from H and C1_8 alkyl, 

152 



WO 2011/047320 
	 PCT/US2010/052924 

is selected from H and C1_8 alkyl, 

n i 	0, 1, or 2, 

ahem tively, —G—H—J is selected from 
H-J 
/ 

-G 

5 

H-J , 

wherein each 	.nd J arc independently selected, 

or —G—H—J is selec d from: 

'ilnk Rx  \ 

\R 

Y RI 

) n 
J 
	' 

wherein Rs  is selected from CH2, NH, 	(C14  alkyl), S, or 0; Ry  and Rz  are C or CH each 

independently substituted with one or mo 	F, CH3, CF3, OH, and OCH3; or Rs, Ry, and 12, 

are each independently selected from CH2  or 	RaRb  wherein R" and Rb  are taken together to 

form a C1-5 carbocycle; 

10 

J is selected from NH2, NH(C:_s alkyl), N(C:_s al 	2, NHC(=O)CH3, NHC(=O)NH2, 

NHC(=NH)NH2, NHC(=NH)H; 

wherein n is 0, 1, or 2; 

15 alternatively, —G—H—J is selected from 

Rx  

> )m 

FR,‘  

20 

\J 

wherein R„ is selected from CH2, NH, N(C1_s  alkyl), S, or 0; R, is a C or C • substituted 

with one or more CH3  or Rz  is CRaRb  wherein Ra  and Rb  are taken together to f. 	a C1-5 

carbocycle, 

wherein m is 1, 2, or 3; 

J is selected from NH2, NH(Ct_s alkyl), N(C1-8 alkyl)2, NHC(=0)CH3, NHC(=O)NH2, 

NHC(=NH)NH2, NHC(=NH)H; 
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C—B—A—, —D—E—F, and —G—H—J are chemical moieties, wherein 

A, D and G are independently selected from the group consisting of: 

(a) a single bond, (b) —(C1_8  alkyl)— , (c) —(C2-8 alkeny1)—, (d) —(C24 alkynyl)—, 

herein 

5 i) 0-4 carbon atoms in any of (b)—(d) immediately above optionally is replaced 

by a moiety selected from the group consisting of —0—, —S(0)p—, —NR6—, — 

( ii=0)—, —S(0)„NR6—, —NR6S(0)1,—, and —NR6S(0)1,NR6—, 

ii) an of (b)—(d) immediately above optionally is substituted with one or more 

R5  grou . , and 

10 iii) any o 	b)—(d) immediately above optionally is substituted with —(C1 _8  

alkyl)—R5 gro .s.  

(e) —0—, (f) —NR6—, (g) —.(0)p—, (h) —C(0)—, (i) —C(0)0—, (j) —0C(0)—, k) — 

OC(0)0—, (I) —C(0)NR6—, i ) —NR6C0—, (n) —NR6C(0)NR6—, (o) —C(=NR6)—, (p) — 
C(=NR6)0—, (q) —0C(=NR6)—, (r) —C(=NR6)NR6—, (s) —NR6C(=NR6)—, (t) —C(=S)—, 

(u) —C(=S)NR6—, (v) —NR6C(=S)—, (w) —C(0)S—, (x) —SC(0)—, (y) —OC(=S)—, (z) — 15 

C(=S)0—, (aa) —NR6(CNR5NR6—, (b 	—CR6R6C(0)—, (cc) —C(0)NR6(CR6R6),—, (dd) 

a 3-14 member saturated, unsaturated, o. aromatic heterocycle containing one or 

more heteroatoms selected from the group •insisting of nitrogen, oxygen, and sulfur, 

(ee) a 3-14 member saturated, unsaturated, or : romatic carbocycle, and 

20 (1.0 —(CR6R6)c, 
wherein (dd) or (ce) is optionally substituted with one or mo e R5  groups; 

B, 

25 

E, and H are independently selected from the group consisting . 

(a) a single bond, 

(b) a 3-14 member saturated, unsaturated, or aromatic heterocyc 	containing one or 

more heteroatoms selected from the group consisting of nitrogen, o 	gen, and sulfur, 

(c) a 3-14 member saturated, unsaturated, or aromatic carbocycle, 

wherein (b) or (c) is optionally substituted with one or more R5  groups; 

(d) —(C1 _8 alkyl)—, (e) —(C2-8 alkenyl)—, (0  —(C2_8  alkyny1)—, wherein 
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5 

10 

15 

20 

25 

i) 0-4 carbon atoms in any of (d)—(f) immediately above optionally is replaced 

by a moiety selected from the group consisting of—O—, —S(0)p—, —NR6—, — 

(C=0)—, —C(=NR6)—, —S(0)1,NR6—, —NR6S(0)p—, and —NR6S(0)1,NR6—, 

ii) any of (d)—(f) immediately above optionally is substituted with one or more 

12.5  groups, and 

ii) any of (d)—(f) immediately above optionally is substituted with —(C1-8 

a 	l)-R5  groups; 

and (g) —(CR • 6)c, 

C, F, and J are independen 	selected from the group consisting of: 

(a) hydrogen, (c) F, (d CI, (e) Br, (1) I, (g) —CF3, (h) —CN, (i) —N3  (j) —NO2, (k) — 

NR6(CR6R6),128, (1) —OR , m) —S(0)p(CR6R6)1R8, (n) —C(0)(CR6R6)1R8, (o) — 

0C(0)(CR6R6),12.8, (p) —SC(6 (CR6R6)1128, (q) —C(0)0(CR6R6),128, (r) — 

NR6C(0)(CR6R6),R8, (s) —C(0) 	(CR6R6),R8, (t) —C(=NR6)(CR6R6),R8, (u) — 

C(=NNR6R6)(CR6R6),R8, (v) —C(= ' R6C(0)R6)(CR6R6),R8, (w) - 

C(=NOR8)(CR6R6)1R8, (x) -NR6C( 0) • 	R6R6)1128, (y) —0C(0)NR6(CR6R6),128, (z) — 

NR6C(0)NR6(CR6R6),118, (aa) —NR6S(0) 	R6R6)1R8, (bb) —S(0)pNR6(CR6R6),R8, 

(cc) —NR6S(0)1,NR6(CR6R6)1128, (dd) —NR6R., ee) —NR6(CR6R6)R8, (ff) —OH, (gg) — 

NR8R8, (hh)—OCH3, (ii) —S(0)pR8, (jj) —NC(0)R` (kk) —NR6C(NR6)NR6R8, (11) a C,_ 

8  alkyl group, (mm) a C2_8  alkenyl group, (nn) a C2_ 8  Ikynyl group, (oo) a 3-14 

member saturated, unsaturated, or aromatic heterocycle ,ontaining one or more 

heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, (pp) a 

3-14 member saturated, unsaturated, or aromatic carbocycle, 3q) — 

(CR6R6),NR6(CR6R6)tR8, (rr) —N[(CR6R6)tR8][C=0(CR6R6),R8], 	s) — 

(CR6R6)tN[(CR6R6)3R8][(CR6R6)A8], (f0 —(CR6R6),NR6(C=0)(CR6 • 6  ,R8, (uu) — 

haloalkyl, (vv) —C(0)(CR6)[(CR6R6),R8]R8, (ww) —(CR6R6)1C(0)NR812.  (xx) — 

(CR6R6)tC(0)0(CR6R6),R8, (yy) —NR6C(0)CR8R8R8, (zz) —NRCR6R6)jR . (0)R8, 

and (aaa) —S(0)1,NR8R8; 

wherein (II) through (pp) is optionally substituted with one or more R7  groups; 

30 
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R5  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (0 -CF3, (g) -CN, (h) -N3  (i) - 

N a 	a) -NR6R6, (k) -OR8, (I) -NR6(CNR6)NR6R6, (m) -C1_8  alkyl, (n) -Ci _8  alkenyl, (o) - 

5 

C1_8 . kynyl, (p) -(C1_8 alkyl)-(3-14 member saturated, unsaturated, or aromatic heterocycle 

contain] 	one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur), q) -(Ci_8  alkyl)-(3-14 member saturated, unsaturated, or aromatic carbocycle), 

(r) -haloallcyl, s) -SR6, (t) -3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one o 	ore heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur, and (u) -'-14 member saturated, unsaturated, or aromatic carbocycle; 

alternatively, two R5  grg ups are taken together to form a carbocycle; 

10 wherein (m) through (r) 	d (t) through (u) is optionally substituted with one or more R8; 

R6  is selected from (a) hydrogen, b) -C1 _8  alkyl or alternatively two R6  groups are taken 

together to form a carbocycle, (c) - 	loalkyl, (d) -3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or 	ore heteroatoms selected from the group consisting 

15 of nitrogen, oxygen, and sulfur, and (e) - 	14 member saturated, unsaturated, or aromatic 

carbocycle; 

wherein (b) through (e) is optionally substitute. with one or more R8; 

R7  is selected from (a) hydrogen, (b) F, (c) Cl, (d) Br, 	) I, (f) -CF3, (g) -CN, (h) -N3  (i) - 

20 NO2, (j) -NR6R6, (k) -0R6, (1) -NR6(CNR6)NR6R6, (m) - 	_8 alkyl, (n) -C1_8  alkenyl, (o) - 

C1_8 alkynyl, (p) -(C1_8  alkyl)-(3-14 member saturated, unsa 	rated, or aromatic heterocycle 

containing one or more heteroatoms selected from the group con isting of nitrogen, oxygen, 

and sulfur), (q) -(C1 _8  alkyl)-(3-14 member saturated, unsaturated, Ir aromatic carbocycle), 

(r) -haloalkyl, (s) -NR6R8, (t) -OR8, (u) -(CR6R6)1NR6R8, (v) -CR6R 	8, (w) -SR6, (x) -3- 

25 14 member saturated, unsaturated, or aromatic heterocycle containing one .r more 

heteroatoms selected from the group consisting of nitrogen, oxygen, and sul'.r, (y) -3-14 

member saturated, unsaturated, or aromatic carbocycle, (z) -(CR6R6),C(0)NR8' 8, (aa) - 

S(0)pR8, (bb) -NR6C(0)NR6R6, (cc) - NR- 6C(0)R6, and (dd) -C(=NR6)NR6R6; 

wherein (m) through (q) and (x) through (y) are optionally substituted with one or m. e R9; 

30 
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' s is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (f) -CF3, (g) -CN, (h) -N3  (i) - 

NC , (j) -NR6R9, (k) -0R9, (1) -NR6(CNR6)NR6R6, (m) -C1 _8  alkyl, (n) -C1 _3  alkenyl, (o) - 

5 

C1_8 a 	ynyl, (p) -(C1_8  alkyl)-(3-14 member saturated, unsaturated, or aromatic heterocycle 

containi , one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur), q) -(C1_8 alkyl)-(3-14 member saturated, unsaturated, or aromatic carbocycle), 

(r) -3-14 mem er saturated, unsaturated, or aromatic heterocycle containing one or more 

hcteroatoms selec 	d from the group consisting of nitrogen, oxygen, and sulfur, (s) -3-14 

member saturated, u 	aturated, or aromatic carbocycle, (t) -haloalkyl, (u) -C(0)(CR6R6)1R9, 

(v) -SR6, (w) -0C(0)( 	' 6R6)jR9, (x) -NR6C(0)NR6R9, (y)-NR6C(0)R9,  (z)  - 
10 NR6(CNR9)(NR6R6), (aa) -INR6(CNR6)NR6R6, (bb) -C(=NR9)NR6R6, (cc) -S(0)1,R9, (dd) - 

(CR6R6)tC(0)NR6R9, (ee) -( 	6R6),utc ,,,, 9
,  and (ff) -(CR6R6)tNR6R9; 

wherein (m) through (s) is optic) i ally substituted with one or more R9; 

R9  is selected from (a) hydrogen, (b) F, c) Cl, (d) Br, (e) I, (f) -CF3, (g) -CN, (h) -N3  (i) - 

15 

20 

NO2, (j) -NR6R16, (k) -OR6, (1) -NR6(CN 6)NR6R6, (m)  c(0)(cR6R6)NR6R6
, 

     
(n) -C1_3 

alkyl, (o) -C1 _8  alkenyl, (p) -C1 _8  alkynyl, (q) 	3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more het- oatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur, (r) -3-14 member s. 	rated, unsaturated, or aromatic 

carbocycle, (s) -haloalkyl, (t) -(CR6R6),OR6, (u) -0(C 6R6)tmt6R1o,  (v) -C(0)R6,  w ( 	) 	SR6, 

(x) -C(0)0R19, (y) -S(0)1,R6, (z) -(C1_8  alkyl)-(3-14 me 	er saturated, unsaturated, or 

aromatic heterocycle containing one or more hcteroatoms sel 	ted from the group consisting 

of nitrogen, oxygen, and sulfur), (aa) -(Ci_8  alkyl)-(3-14 memb 	saturated, unsaturated, or 

aromatic carbocycle), (bb) -0(CR6R6)j0R6, (cc) -C(=NR6)NR6R6, . d) -ONR6R6, (ee) - 

NR6C(0)NR6R6, (ff) -0(CR6R6)j0R6, (gg) - NR6C(0)R6, and (hh) -( 	• 6R6)tNR6R
1o

;  

25 wherein (n) through (r) and (z) through (aa) is optionally substituted wit 	one or more R16; 

RI°  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (1) -CF3, (g) -CN, 	' 	-N3  (i) - 

NO2, (j) - NR6R6, (k) -OR6, (1) -NR6(CNR6)NR6R6, (m) -C(0)(CR6R6)1NR6R6, (n) C1-8 

alkyl, (o) -C1 _8  alkenyl, (p) -C1 _8  alkynyl, (q) -3-14 member saturated, unsaturated, o 

30 aromatic heterocycle containing one or more heteroatoms selected from the group cons sti 

of nitrogen, oxygen, and sulfur, (r) -3-14 member saturated, unsaturated, or aromatic 

157 



WO 2011/047320 	 PCT/US2010/052924 

arbocycle, (s) —haloalkyl, (t) —(CR6R510R6, (u) —0(CR6R6)NR6R6, (v) —C(0)R6, (w) —SR6, 

(x —C(0)0R6, (y) —S(0)1,R6, (z) —(Ci_8 alkyl)—(3-14 member saturated, unsaturated, or 

arom is heterocycle containing one or more hctcroatoms selected from the group consisting 

of nitro 	n, oxygen, and sulfur), (aa) —(C1_g alkyl)—(3-14 member saturated, unsaturated, or 

5 aromatic ca bocycle), (bb) —0(CR6R6),OR6, (cc) —C(=NR6)NR6R6, (dd) —ONR6R6, (ee) — 

NR6C(0)NR6  :6, (f0  -0(CR6R6)10R6, (gg) -NR6C(0)R6, NR6C(0)R6, and (hh) —(CR6R6)1NR6R6; 

optionally, w • erein either the group —D—E—F or the group —G—H—J is absent, but both 

—D—E—F and —G—H—J a - not simultaneously absent; 

10 pis 0,1, or 2, and 

t is 0,1,2, or 3, 

or a pharmaceutically acceptabl- 	alt, ester, tautomer, or prodrug thereof 

15 
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WHAT IS CLAIMED IS 

1. 	A medical device containing a compound having the formula: 

C—B—A.,,
N 
	..,,,,,---..0 D—E—F 	C—B—A„,,.....K.,....„- .w

...O D—E—F 

0,N 	H  G—H—J (V), 	o ,..7.„  
N 

 ../ N G—H—J 

0 
H 	 (VD, 

0 
C—B—A..,.....i.."--..,,N.,,Thc-D—E—F C—B—A .„,......- ...,„...--D—E—F 

, o ",-,NCA-.. 
I 

>?--- N 
H 

G—H—J 
(VII),or 

Oe.'Thr.  N>C-G—H—J H 	(VIII)  

wherein —G—H—J, alternatively, is selected from 
H—J 

—G/  
\H—J,   

wherein each H and J is independently selected, 

or —G—H—J is selected from: 

'flu.  FR,
\

Ry 

IR,/  

)n 

J 

wherein R.„ is selected from CH2, NH, N(C14  alkyl), S, or 0; Ry and R,, are C or CH each 

independently substituted with one or more F, CH3, CF3, OH, and OCH3; or Rx, Ry, and R, 

are each independently selected from CH2  or Cab  wherein R" and le are taken together to 

form a C1_5 carbocycle; 

J is selected from NH2, NH(Ci. 8 alkyl), N(Ci_x alkyl)2, NHC(=O)CH3, NHC(=O)NH2, 

NHC(--=NH)NH2, NHC(=NH)H; 

wherein n is 0, 1, or 2; 

alternatively, —G—H—J is selected from 
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'4.26  Rx  
) m  

Ft, 

\J 

wherein R, is selected from CH2, NH, N(C1_2 alkyl), S, or 0; R,. is a C or CH, substituted 

with one or more CH3 or IL is Cab  wherein Ra  and Rb  are taken together to form a C1_5  

carbocycle, 

wherein m is I, 2, or 3; 

1 is selected from NH2, NH(C: g alkyl), N(C: g alkyl)2, NHC(=O)CH3, NHC(=O)NH2, 

NHC(=NH)NH2, NHC(=NH)H; 

C B A , DE  F, and —G—H—J arc chemical moieties, wherein 

A, D and G are independently selected from the group consisting of: 

bond; (a) a single 	(b) —(Cj 4 alkyl)— , (c) —(C2_2 alkeny1)—, (d) —(C2_2 alkynyI)—, 

wherein 

i) 0-4 carbon atoms in any of (b)—(d) immediately above optionally is replaced 

by a moiety selected from the group consisting of —0—, —S(0)p—, —NR6—, — 

(C=0)—, —S(0)pNR6—, —NR6S(0),,—, and —NR6S(0),,NR6—, 

ii) any of (b)—(d) immediately above optionally is substituted with one or more 

R5  groups, and 

iii) any of (b)—(d) immediately above optionally is substituted with —(C1 _2 

alkyl)—R5  groups; 

(e) —0—, (f) —NR6—, (g) —S(0)1,, (h) —C(0)—, (i) —C(0)O—,  (j) —0C(0)—, k) — 

OC(0)0—, (I) —C(0)NR6—, (m) —NR6C0—, (n) —NR6C(0)NR6—, (o) —C(=NR6)—, (p) — 

C(=NR6)0—, (q) -0C(=NR6)—, (r) —C(=NR6)NR6—, (s)—NR6C(=NR6)—, (t) —C(=S)—, 

(u)—C(=S)NR6—, (v)—NR6C(=S)—, (w) —C(0)S—, (x) —SC(0)—, (y)-0C(=S)—, (z) — 

C(=S)0—, (aa) —NR6(CNR6)NR6—, (bb) —C—K6-6•-• K l(0)—, (cc) —C(0)NR6(CR6R6),—, (dd) 

a 3-14 member saturated, unsaturated, or aromatic heterocycle containing one or 

more heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, 

(ee) a 3-14 member saturated, unsaturated, or aromatic carbocycle, and 

(ff) —(CR6R6),—, 
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wherein (dd) or (cc) is optionally substituted with one or more R5  groups; 

B, E, and H are independently selected from the group consisting of: 

(a) a single bond, 

(b) a 3-14 member saturated, unsaturated, or aromatic heterocycle containing one or 

more heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, 

(c) a 3-14 member saturated, unsaturated, or aromatic carbocycle, 

wherein (b) or (c) is optionally substituted with one or more R5  groups; 

(d) —(C14  alkyl)—, (e) —(C2_8  alkenyl)—, (f) —(C2-8 alkynyI)—, wherein 

i) 0-4 carbon atoms in any of (d)—(f) immediately above optionally is replaced 

by a moiety selected from the group consisting of —0—, —S(0)p—, —NR6—, —

(C=0)—, —C(=NR')—, —S(0)pNR6—, —NR6S(0),,—, and —NR6S(0)pNR6—, 

ii) any of (d)—(f) immediately above optionally is substituted with one or more 

R5  groups, and 

iii) any of (d)—(f) immediately above optionally is substituted with -(C1_8 

alkyl)—R5  groups; 

and (g) —(CR6R6),—, 

C, F, and J are independently selected from the group consisting of: 

(a) hydrogen, (c) F, (d) CI, (e) Br, (f) I, (g) —CF3, (h) —CN, (i) —N3  0) —NO2, (k)— 

NR6(CR6R6),R8, (1) —Ole, (m) —S(0)p(CR6R6),R8, (n) —C(0)(CR6R6),R8, (o) — 

0C(0)(CR6R6),128, (p) —SC(0)(CR6R6),R8, (q)—C(0)0(CR6R6),R8, (r) — 

NR6C(0)(CR6R6),R8, (s)—C(0)NR6(CR6R6),R8, (t) —C(=NR6)(CR6R6),R8, (u)— 

C(=NNR6R6)(CR6R6),R8, (v) —C(=NNR6C(0)R6)(CR6R6),R8, (w)— 

C(=NOR8)(CR6R6),R8, (x) —NR6C(0)0(CR6R6),R8, (y)-0C(0)NR6(CR6R6),R8, (z) — 

NR6C(0)NR6(CR6R6),R8, (aa)—NR6S(0)p(CR6R6),R8, (bb) —S(0)pNR6(CR6R6),R8, 

(cc) —NR6S(0)pNR6(CR6R6),R8, (dd) —NR6R8, (cc) —NR6(CR6R6)R8, (ft) —OH, (gg) — 

NR8R8, (hh)—OCH3, (ii) —S(0)pR8, (ij) —NC(0)R8, (1<k) —NR6C(NR5NR6R8, (11) a C,_ 

8  alkyl group, (mm) a C2_8  alkenyl group, (nn) a C2_8alkynyl group, (oo) a 3-14 

member saturated, unsaturated, or aromatic heterocycle containing one or more 
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hetcroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, (pp) a 

3-14 member saturated, unsaturated, or aromatic carbocycle, (qq) — 
(cR6R6),NR6(cR6R6),Rut, (rr) —N [(C—Ktc 6— )11t8 6 	][C=0(CR6R6)1R8], (ss) — 

(CR6R6),N[(CR6R6)A8][(cR6—K6. As], (0) —(CR6R6)NR6(C=0)(CR6R6)1R8, (10.1) — 

haloalkyl, (vv) —C(0)(CR6)[(CR6R6),R8]128, (ww) —(CR6R6),C(0)NR8R8, (xx) — 

(CR6R6),C(0)0(CR6R6),R8, (yy) —NR6C(0)CR8R8R8, (zz) —N[(CR6R6),118]C(0)R8, 

and (aaa) —S(0)pN128128; 

wherein (11) through (pp) is optionally substituted with one or more R7  groups; 

R5  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) 1, (f) —CF3, (g) —CN, (h) —N3 (i) — 

NO2, (j) —NR6R6, (k) —ORB, (1) —NR6(CNR6)NR6R6, (m) —C,_8 alkyl, (n) —Cu 8 alkenyl, (o) — 

CI g alkynyl, (p) —(C -s alkyl)—(3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur), (q) —(Ci_g alkyl)—(3-14 member saturated, unsaturated, or aromatic carbocycle), 

(r) —haloalkyl, (s) —SR6, (t) —3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur, and (u) —3-14 member saturated, unsaturated, or aromatic carbocycle; 

alternatively, two R5  groups are taken together to form a carbocycle; 

wherein (m) through (r) and (t) through (u) is optionally substituted with one or more R8; 

R6  is selected from (a) hydrogen, (b) —C1_s alkyl or alternatively two R6  groups are taken 

together to form a carbocycle, (c) —haloalkyl, (d) —3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more hetcroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur, and (c) —3-14 member saturated, unsaturated, or aromatic 

carbocycle; 

wherein (b) through (e) is optionally substituted with one or more R8; 

R7  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (f) —CF3, (g) —CN, (h) —N3 (i) — 

NO„ (j) —NR6R6, (k) —0R6, (I) —NR6(CNR6)NR6R6, (m) —C14 alkyl, (n) —C,_8 alkenyl, (o) — 

Cu_s alkynyl, (p) —(C1-8 alkyl)—(3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 
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and sulfur), (q) -(C;_8 alkyl)-(3-14 member saturated, unsaturated, or aromatic carbocycle), 

(r) -haloalkyl, (s) -NR6/2.8, (0 -0R8, (u) -(CR6R6),NR6R8, (v) -CR6R8R8, (w) -SR6, (x) -3- 

14 member saturated, unsaturated, or aromatic heterocycle containing one or more 

heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, (y) -3-14 

member saturated, unsaturated, or aromatic carbocycle, (z) -(CR6R6),C(0)NR8R8, (aa) - 

S(0)pR8, (bb) -NR6C(0)NR6R6, (cc) -NR6C(0)R6, and (dd) -C(-NR6)NR6R6; 

wherein (m) through (q) and (x) through (y) are optionally substituted with one or more R9j  

R8  is selected from (a) hydrogen, (b) F, (c) Cl, (d) Br, (e) I, (f) -CF3, (g) -CN, (h) -N3  (i) - 

NO2, (j) -NR6R9, (k) -0R9, (1) -NR6(CNR6)NR6R6, (m) -C1_8 alkyl, (n) -CJ-g alkenyl, (o) - 

Chs alkynyl, (p) -(C14  alkyl)-(3-14 member saturated, unsaturated, or aromatic heterocycle 

containing one or more heteroatoms selected from the group consisting of nitrogen, oxygen, 

and sulfur), (q) -(C14 alkyl)-(3-14 member saturated, unsaturated, or aromatic carbocycle), 

(r) -3-14 member saturated, unsaturated, or aromatic heterocycle containing one or more 

heteroatoms selected from the group consisting of nitrogen, oxygen, and sulfur, (s) -3-14 

member saturated, unsaturated, or aromatic carbocycle, (t) -haloalkyl, (u) -C(0)(CR6R6),R9, 

(v) -SR6, (w) -0C(0)(CR6R6),R9, (x) -NR6C(0)NR6R9, (y)-NR6C(0)R9, (z) - 

NR6(CNR9)(NR6R6), (aa) -0NR6(CNR6)NR6R6,  (bb)   _ C(=NR9)NR6R6, (cc) -S(0)pR9, (dd) - 

(CR6R6),C(0)NR6R9, (cc) -(CR6R6),OR9, and (ff) -(CR6R6),NR6R9; 

wherein (m) through (s) is optionally substituted with one or more R9; 

R9  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (0 -CF3, (g) -CN, (h) -N3  (i) - 

NO2, (j) -NR6R1°, (k) -0R6, (1) - NR6(CNR6)NR6R6, (m) -C(0)(CR6R6),NR6R6, (n) -Ci-g 

alkyl, (o) -Ci_g alkenyl, (p) -C1-8 alkynyl, (q) -3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur, (r) -3-14 member saturated, unsaturated, or aromatic 

carbocycle, (s) -haloalkyl, (t) -(CR6R6),OR6, (u) -0(CR6R6),NR6R10, (v) -C(0)R6, (w) -SR6, 

(x) -C(0)0R10, (y) -S(0)pR6, (z) -(C1_8 alkyl)-(3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur), (aa) -(C1 _1; alkyl)-(3-14 member saturated, unsaturated, or 
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aromatic carbocycle), (bb) —0(CR6R6),OR6, (cc) —C(=NR6)NR6R6, (dd) —0NR6R6, (ec) — 

NR6C(0)NR6R6, (ff) —0(CR6R6)10R6, (gg) —NR6C(0)R6, and (hh) —(CR6R6),NR6111); 

wherein (n) through (r) and (z) through (aa) is optionally substituted with one or more Rrn; 

RI°  is selected from (a) hydrogen, (b) F, (c) CI, (d) Br, (e) I, (0 —CF3, (g) —CN, (10 —N3  (i) — 

NO„ (j) —NR6R6, (k) —0R6, (I) — NR6(CNR6)NR6R6, (m) —C(0)(CR6R6),NR6R6, (n) —C1_8  

alkyl, (o) —C1 	alkenyl, (p) —C1 _8  alkynyl, (q) —3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur, (r) —3-14 member saturated, unsaturated, or aromatic 

carbocycle, (s) —haloaLkyl, (t) —(CR6R6),OR6, (u) —0(CR6R6),NR6R6, (v) —C(0)R6, (w) —SR6, 

(x) —C(0)0R6, (y) —S(0)pR6, (z) —(C1 _8  alkyl)—(3-14 member saturated, unsaturated, or 

aromatic heterocycle containing one or more heteroatoms selected from the group consisting 

of nitrogen, oxygen, and sulfur), (aa) —(C14 alkyl)—(3-14 member saturated, unsaturated, or 

aromatic carbocycle), (bb) —0(CR6R6),OR6, (cc) —C(=--NR6)NR6R6, (dd) —ONR6R6, (ee) — 

NR6C(0)NR6R6, (ft) —0(CR6R6),OR6, (gg) —NR6C(0)R6, and (hh) —(CR6R6),NR6R6; 

optionally, wherein either the group —D—E—F or the group —G—H—J is absent, but both 

—D—E—F and —G—H—J are not simultaneously absent; 

p is 0,1, or 2, and 

t is 0,1,2, or 3, 

or a pharmaceutically acceptable salt, ester, tautomer or prodrug thereof. 
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