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Claims 
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10 

15 
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1. A compound selected from the group consisting of: 

3 -E-benzylidene-6-chloro-1,3 -dihydro-indole-2 -one; 

3 -E-benzylidene-6-bromo-1,3 -dihydro-indo1-2-one; 

3 -E-benzylidene-6-fluoro-1,3 -dihydro-indo1-2-one; 

3 -E-benzylidene-6-trifluoromethy1-1,3 -dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(4-bromo-benzylidene)-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-(4-methyl-benzylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(4-methoxyl-benzylidene)-1,3 -dihydro-indo1-2-one; 

3 -E-6-chloro -3 -(3 ,5-dichloro-benzylidene)-1,3 -dihydro -indo1-2-one; 

3 -E-6-bromo-3 -(3 -bromo-benzylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro -3 -(3 ,3 -dimethyl-butylidene)-1,3-dihydro-indo1-2-one;, 

3 -E-6-chloro -3 -(3 -methyl-butylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(2 -cyclohexyl-ethylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3-cyclohexylmethylene-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro -3 -cyclopentylmethylene-1 ,3 -dihydro -indo1-2 -one; 

3 -E-6-chloro -3 -pyridin-2 -ylmethylene-1 ,3 -dihydro -indo1-2 -one; 

3 -E-3 -(6 -chloro -pyridin-2 -ylmethylene)-6-chloro -1 ,3 -dihydro -indo1-2 -one:, 

3-E-3 -(3 -chl oro-2 -fluor° -benzyl idene)-6-chloro-1 ,3 -dihydro -indo1-2 -one; 

and 

3 -E-3 -(3 -chloro-4 -fluoro-benzylidene)-6-chloro-1,3 -dihydro -indo1-2 -one:, 

3 -E-6 -chloro-3 -(3 -chl oro -5 -fluoro-benzylidene)-1,3 -dihydro-indo1-2 -one; 

3-E-3 -(3 -bromo-benzylidene)-6-trifluoromethy1-1,3 -dihydro-indol-2-one. 
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2. The compound of claim 1 which is 3-E-3-(3-chloro-2-fluoro-benzylidene)-6- 

chloro-1,3-dihydro-indo1-2-one. 

3. The compound of claim 1 which is 3-E-3-(3-chloro-4-fluoro-benzylidene)-6- 

chloro-1,3-dihydro-indo1-2-one. 

4. A compound selected from the group consisting of: 

3-E-6-chloro-3 -(3 -iodo-benzylidene)-1,3-dihydro-indo1-2-one; 

3-E-3 -(3 -bromo-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-(3-methoxy-benzylidene)-1,3-dihydro-indo1-2-one; 

3-E-3 -(6-bromo-pyridin-2-ylmethylene)-6-chloro-1,3 -dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(1 -methyl-1H-pyrrol-2-ylmethylene)-1,3 -dihydro-indo1-2-one; 

3-E-6-chloro-3-pyridin-4-ylmethylene-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-pyridin-3-ylmethylene-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-furan-3-ylmethylene-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-furan-2-ylmethylene-1,3-dihydro-indo1-2-one; 

3 -E-3 -(3 -bromo-benzylidene)-6-methoxy-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3 -(3 -fluoro-b enzylidene)-1,3 -dihydro-indo1-2-one; 

3-E-6-chloro-3 -(2,3 -difluoro-benzylidene)-1,3 -dihydro-indo1-2-one; 

3-E-3 -(3 -bromo-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one ; 

3-E-3-(3-chloro-2-fluoro-benzylidene)-6-methy1-1,3-dihydro-indo1-2-one; 

3 -E-3 -(3 -bromo-2-fluoro-benzylidene)-6-methoxy-1,3 -dihydro-indol-2-one., 

3-E-6-chloro-3-(3-chloro-2-fluoro-benzylidene)-5-fluoro-1,3-dihydro-indo1-2-one; and 

3-E-3 -(3 -bromo-benzylidene)-6-chloro-5 -fluoro-1,3-dihydro-indo1-2-one. 
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Claims 

1. A compound selected from the group consisting of: 

3-E-benzylidene-6-chloro-1,3-dihydro-indole-2-one; 

5 3 -E-6-chl oro-3 -(3-chloro-benzylidene)-1,3-dihydro-indo1-2-on- 

3 -E-benzylidene-1,3 -dihydro-indo1-2 -one ; 

3 -E-6-chloro-3-(4-chloro-benzylidene)-1,3 -dihydro-in. o -2-one; 

3 -E-benzylidene-6-bromo-1 ,3 -dihydro-indo1-2-on 

3 -E-benzylidene-6-fluoro-1,3 -dihydro-indol- 	one; 

10 3-E-benzylidene-6-trifluoromethy1-1,3-d ' ydro-indol-2-one; 

3 -E-6-chl oro-3 -(4 -bromo-benzyl ide 	- ,3-dihydro-indo1-2-one; 

3 -E-6-chloro -3 -(4-methyl-benzy dene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3-(4-methoxy 	• enzylidene)-1,3 -dihydro-indo1-2 -one; 

3 -E-6-chloro-3 -(4 -trifl o romethyl -benzylidene)-1,3-dihydro-indo1-2-one; 

15 3 -E-6-chloro-3-(3, 	dichloro-benzylidene)-1,3-dihydro-indo1-2 -one; 

3 -E-6-bromo-3 (3-bromo-benzylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chl • o-3 -(3 ,3 -dimethyl-butylidene)-1,3 -dihydro-indo1-2 -one; 

3-E-6 	hloro-3 -(3 -methyl-butylidene)-1,3-dihydro-indo1-2-one ; 

3 	-6-chloro-3-(2-cyclohexyl-ethylidene)-1,3-dihydro-indo1-2-one; 

20 3 -E-6-chloro-3-cyclohexylmethyl ene-1,3 -dihydro-indo1-2 -one; 

3 -E-6-chloro-3-cyclopentylmethylene-1,3 -dihydro-indol-2-one; 

3 -E-6-chloro-3-thiophen-2-ylmethylene-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -pyridin-2 -ylmethylene-1,3 -dihydro-indol -2 -one; 

3-E-3 -(6-chloro-pyridin-2-ylmethylene)-6-chloro-1 ,3 -dihydro-indo1-2-one ; 
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3 -E-3-(3 -chloro-2 -fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3-E-3-(3-chloro-4-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3 -E-6-chl oro-3-(3 -chloro-5-fluoro-benzylidene)-1,3-dihydro-indo1-2-on: 

3-E-3-(3-bromo-benzylidene)-1,3-dihydro-indo1-2-one; and 

3 -E-3-(3-bromo-benzylidene)-6-trifluoromethy1-1,3 -dihydro-in • of-2-one. 

2. A compound selected from the group consisting of: 

3 -E-6-chloro -3 -(3 -trifluoromethyl-benzylidene)-1 .. -dihydro-indol-2-one; 

3-E-6-chloro-3-(3-iodo-benzylidene)-1,3-dihy ro-indol-2-one; 

3 -E-3-(3 -bromo-benzylidene)-6-chloro-1 	-dihydro-indol-2-one; 

3 -E-6-chloro-3-(3 -methoxy-benzyli 	ne)-1,3-dihydro-indo1-2 -one; 

3 -E-3-(6-bromo-pyridin-2-ylmet ' ylene)-6-chloro-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(1-methyl-I . -pyrrol-2 -ylmethylene)-1 ,3 -dihydro-indol-2-one; 

3 -E-6-chl oro-3 -pyridi - 	ylmethylene-1,3-dihydro-indo1-2 -one; 

3 -E-6-chloro -3 -pyr.  a in-3-ylmethylene-1,3-dihydro-indol-2-one; 

3-E-6-chloro-3 	uran-3-ylmethylene-1,3-dihydro-indo1-2-one; 

3 -E-6-chl • o-3-furan-2-ylmethylene-1,3-dihydro-indo1-2-one; 

3-E-3 	3 -bromo-benzylidene)-6-methoxy-1,3-dihydro-indo1-2-one ; 

3-' -6-chloro-3 -(3 -fluoro-benzylidene)-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(2,3 -difluoro-benzylidene)-1,3-dihydro-indo1-2 -one ; 

3 -E-3 -(3 -bromo-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3 -E-3 -(3 -chloro-2 -fluoro-benzylidene)-6-methyl -1,3 -dihydro -indo1-2-one; 

3 -E-3 -(3 -bromo-2-fluoro-benzylidene)-6-methoxy-1,3 -dihydro-indo1-2 -one; 
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3-E-6-chloro-3-(3-chloro-2-fluoro-benzylidene)-5-fluoro-1,3-dihydro-indo1-2-

one; and 

3-E-3-(3-bromo-benzylidene)-6-chloro-5-fluoro-1,3-dihydro-indo1-2- 0 - .  

5 3. The compound of claim 1 which is 3-E-3-(3-chloro-2-fluoro-b; 	ylidene)-6-

chloro-1,3-dihydro-indo1-2-one. 

4. The compound of claim 1 which is 3-E-benzylide , e-6-chloro-1,3-dihydro-

indole-2-one. 

10 

5. The compound of claim 1 which is 3 	-6-chloro-3-(3-ehloro-benzylidene)-1,3- 

dihydro-indo1-2-one. 

6. The compound of clai 	which is 3-E-6-chloro-3-(4-chloro-benzylidene)-1,3- 

15 dihydro-indol-2-one. 

7. The comp• nd of claim 1 which is 3-E-3-(3-chloro-4-fluoro-benzylidene)-6- 

chloro-1,3-01. 	dro-indol-2-one. 

20 8. A method of preparing a compound of Foimula X: 
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Rio. 	.Ril 
0 

NH 

R5  

-1 	0 

H N 

wherein: 

5 

R1  and R5 are independently optionally substituted a 	yl, cycloalkyl, alkenyl, 

cycloalkenyl, alkynyl, aryl, heterocyclic, OCOR', CON P IR", NR"COR', NR'SO2R", 

SO2NR'R", (C-----NR')NR"R"', or NR'R"; 

R7 is H; 

10 

R9 is one to four groups independe, ly selected from H, F, Cl, Br, I, OH, NO2, 

alkyl, cycloalkyl, alkenyl, cycloalken 	, alkynyl, aryl, heterocyclic, OR', CO2R', 

OCOR', CONR'R", NR"COR', N' SO2R", SO2NR'R", (C=NR')NR"Rm, or NR'R"; 

R10 and R11 are indep: dently H, OH or optionally substituted alkyl, cycloalkyl, 

alkenyl, cycloalkenyl, al. 	nyl, aryl, heterocyclic, (CH2),,-R, (CH2),,-NR'R", (CH2)n- 

NR'COR", (CH2),-N 	SO2R", (CH2),,-NR(C-----NR")NR"', (CH2),,,-COOH, (CH2)n- 

15 

COOR', (CH2),-,- 0" ONR'R", (CH2),,-OR', (CH2),,-SR', (CH2),,-COR', (CH2),,-S02H, 

(CH2),,-S0 	"R", (CH2)n-SO2NRR" , (CH2CH20)n  -(CH2)m -OH , (CH2CH20)ACH2)m - 

OR, (C 	CH20), -(CH2)m-C OORI , (CH2  CH2  0), -(CH2), - C ONRR", (CH2CH2 0)11 - 

(C_ 	) -NRIR", (CH2CH2  0 ),- (CH2),-NRV OR", (CH2  CH2  0 ), --(CH2),- 

R (C=-NR")NR"', (CH2 CH2 0 ),- (CH2 ),-, -NR' S 02R" , (CH2)p-(CH2CH20)n-(CH2)m-OH, 

(CH2)P-(C H2CH20)n -(CH2)m-OR , (CH2)p-(CH2CH20),r(CH2)m-COOR', (CH2)p- 

2 0 (CH2CH20),-(CH2)m-C ONRR", (CH2)p-(CH2CH20)n-(CH2),-NR.R", (CH2)p- 
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(CH2C1-120),-(CH2).-NR'COR", (CH2)p-(CH2CH20),,-(CH2),„-NR'(C=NR")NR"', 

(CH2)p-(CH2CH20),-(CH2),,-NR'SO2R", -CO-R', -SOR', or -SO2R'; 

n, m, and p are each independently 1-6; and 

each R', R" and R"' is independently H or optionally substituted alky , 

5 	cycloalkyl, alkenyl, cycloalkenyl, alkynyl, aryl, or heterocyclic; or 

R' and R", or R" and Rm, form a ring, 

the process comprising condensing a compound of Formula 1: 

R --
,N 
H 	1 

10 

with RI CHO. 

9. The method of claim 	herein the condensation of Formula 1 with RI CHO 

gives a compound of Form. a 3: 

15 

R1  

/ 

R — 11, 

H 	3. 

0. The method of claim 8, wherein: 

R1  and R5 are independently optionally substituted alkyl, cycloalkyl, alkenyl, 

20 	cycloalkenyl, alkynyl, aryl, or heterocyclic; 

R9 is one to four groups independently selected from H, F, Cl, Br, alkyl, or OR'; 
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Rio  and R11  are independently H or optionally substituted alkyl, cycloalkyl, 

alkenyl, cycloalkenyl, alkynyl, aryl, or heterocyclic; and 

R' is alkyl 

5 	11. 	The method of claim 10, wherein: 

R1  is optionally substituted aryl; 

R5  is alkyl; and 

R9  is one to four groups independently selected f im H, F, or Cl 

10 	12. 	The method of claim 11, wherein: 

R10  is hydrogen; and 

R11  is optionally substituted alk, , aryl, or heterocyclic. 

13. The method of claim 9 Further comprising a 1,3-dipolar cycloaddition reaction 

15 	comprising the compoun• if Formula 3 as a reactant. 

14. The proc 	s of any one of claims 8-13, wherein R5  of Formula X is derived from 

a compound if formula R5CHO. 

20 	15. 	The process of claims 9 or 13, wherein the compound of Formula 3 is selected 

om the group consisting of: 

3-E-benzylidene-6-chloro-1,3-dihydro-indole-2-one; 

/ 

3 -E-6-chl o ro -3 -(3 -chloro-benzylidene)-1,3-dihydro-indo1-2-one; 

3-E-benzylidene-1,3-dihydro-indo1-2-one; 
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3 -E-6-chloro-3 -(4-chloro-benzylidene)- 1 ,3-dihydro-indo1-2-one; 

3 -E-benzylidene-6-bromo-1,3 -dihydro-indo1-2-one; 

3 -E-benzylidene-6-fluoro- 1 ,3-dihydro-indo1-2-one; 

3 -E-benzylidene-6-trifluoromethy1-1,3 -dihydro-indol-2-one; 

5 	3 -E-6-chloro-3 -(4-bromo-benzylidene)-1 ,3 -dihydro-indo1-2 -one • 

3 -E-6-chloro-3-(4-methyl-benzylidene)-1,3 -dihydro-indol- 	one; 

3 -E-6-chloro-3 -(4-methoxyl-benzylidene)- 1,3 -dihydro- ado1-2-one; 

3-E-6-chloro-3-(4-trifluoromethyl-benzylidene)-1, -dihydro-indol-2-one; 

3 -E-6-chloro-3 -(3 ,4-dichl oro-benzylidene)-1,3 dihydro-indol-2-one; 

10 	3-E-6-chloro-3-(3,5-dichloro-benzylidene -1,3 -dihydro-indo1-2-one; 

3-E-6-bromo-3-(3-bromo-benzyliden: 	1,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(3 ,3 -dimethyl-bu 	lidene)-1 ,3 -dihydro-indo1-2 -one; 

3-E-6-chloro-3 -(3 -methyl-b 	lidene)-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-(2-cyclo , exyl-ethylidene)- 1 ,3-dihydro-indo1-2-one; 

15 	3 -E-6 -chloro -3-cyc . exylmethylene-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3 - y lopentylmethylene- 1 ,3 -dihydro-indo1-2-one; 

3 -E-6-chlo • 3 -thiophen-2-ylmethylene-1,3-dihydro-indo1-2-one; 

3-E-6-• loro-3-pyridin-2-ylmethylene-1,3-dihydro-indo1-2-one; 

' -3 -(6-chloro-pyridin-2-ylmethylene)-6-chloro- 1,3 -dihydro-indol-2-one; 

20 	3-E-3-(3-chloro-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3-E-3-(3 -chloro-4-fluoro-benzylidene)-6-chloro- 1,3-dihydro-indo1-2-one; 

3 -E-6 -chl oro-3 -(3 -chl oro-5 -fluor° -b enzyl idene)- 1 ,3 -dihydr o-indol -2-one; 

3-E-3 -(3 -bromo-benzylidene)-1,3 -dihydro-indo I-2-one; and 

3 -E-3-(3-bromo-benzylidene)-6-trifluoromethy1-1,3 -dihydro-indo1-2-one. 
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16. The process of claims 9 or 13, wherein the compound of Formula 3 is select-. 

from the group consisting of: 

3-E-6-chloro-3-(3-trifluoromethyl-benzylidene)-1,3-dihydro-indol- 	one; 

5 3 -E-6-chloro-3 -(3 -iodo-b enzylidene)-1 ,3 -dihydro-indo1-2-one ; 

3-E-3-(3-bromo-benzylidene)-6-chloro-1,3-dihydro-indol- 	one; 

3-E-6-chloro-3-(3-methoxy-benzylidene)-1,3-dihyd o- 	do1-2 -one; 

3-E-3-(6-bromo-pyridin-2-ylmethylene)-6-chloro- ,3-dihydro-indo1-2-one; 

3 -E-6-chloro-3 -(1 -methy1-1H-pyrrol-2-ylme 	lene)-1,3-dihydro-indo1-2-one; 

10 3-E-6-chloro-3-pyridin-4-ylmethylene- 	-dihydro-indo1-2-one; 

3-E-6-chloro-3-pyridin-3-ylmethyle 	-1,3-dihydro-indo1-2-one; 

3 -E-6-chloro -3 -furan-3 -ylmethy ' ne-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3-furan-2-ylm 	ylene-1,3-dihydro-indo1-2-one; 

3-E-3-(3-bromo-benzyl 4 ene)-6-methoxy-1,3-dihydro-indo1-2-one; 

15 3 -E-6-chloro-3-(3 - i toro-benzylidene)-1,3-dihydro-indo1-2-one; 

3-E-6-chloro-3 	,3-difluoro-benzylidene)-1,3-dihydro-indo1-2-one; 

3 -E-3-(3 -b 'omo-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one; 

3-E-3- 	-chloro-2-fluoro-benzylidene)-6-methyl-1,3-dihydro-indo1-2-one; 

' -3-(3-bromo-2-fluoro-benzylidene)-6-methoxy-1,3-dihydro-indo1-2-one; 

20 3-E-6-chloro-3-(3-chloro-2-fluoro-benzylidene)-5-fluoro-1,3-dihydro-indo1-2- 

• e; and 

3 -E-3-(3-bromo-benzylidene)-6-chloro-5-fluoro-1,3-dihydro-indo1-2-one. 
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17. 	The process of claim 16, wherein the compound of Formula 3 

chloro-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indo1-2-one. 

is 3-E-3-(3- 


