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Claims

1. A compound selected from the group consisting of:

3-E-benzylidene-~6-chloro-1.3-dihvdro-indole-2-one:

3-E-benzylidene-6-bromo-1.3-dihydro-indol-2-one:

3-E-benzylidene-6-fluoro-1.3-dihydro-indol-2-one:

3-E-benzylidene-6-trifluoromethyl-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-(4-bromo-benzylidene)-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-(4-methyl-benzylidene)-1.3-dihydro-indol-2-one;

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

3-E-6-chloro-3-(3,5-dichloro-benzylidene)-1.3-dihydro-indol-2-one:

3-E-6-bromo-3-(3-bromo-benzylidene)-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-(3.3-dimethyl-butylidene)-1.3-dihyvdro-indol-2-one;

3-E-6-chloro-3-(3-methyl-butylidene)-1.3-dihydro-indol-2-one;:

3-FE-6-chloro-3-(2-cyclohexyl-ethylidene)-1.3-dihvdro-indol-2-one;

3-E-6-chloro-3-cvclohexylmethvlene-1,3-dihydro-indol-2-one:

3-E-6-chloro-3-cyclopentylmethylene-1.3-dihydro-indol-2-one:

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

3-E-3-(6-chloro-pyridin-2-vlmethylene)-6-chloro-1.3-dihydro-indol-2-one:

3-E-3-(3-chloro-2-fluoro-benzylidene)-6-chloro-1.3-dihydro-indol-2-one;

3-E-3-(3-chloro-4-fluoro-benzylidene)-6-chloro-1.3-dihvdro-indol-2-one;

3-E-6-chloro-3-(3-chloro-5-fluoro-benzylidene)-1.3-dihydro-indol-2-one; and

3-E-3-(3-bromo-benzylidene)-6-trifluoromethyi-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-benzvlidene)-6-

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

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

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

4. A compound selected from the group consisting of®

3-E-6-chloro-3-(3-iodo-benzyvlidene)-1.3-dihvdro-indol-2-one;

3-E-3-(3-bromo-benzylidene)-6-chloro-1.3-dihydro-indol-2-one;

3-E-6-chloro-3-(3-methoxyv-benzylidene)-1.3-dihydro-indol-2-one:

3-E-3-(6-bromo-pyridin-2-vlmethylene)-6-chloro-1,3-dihydro-indol-2-one;

3-E-6-chloro-3-(1-methyl-1H-pyrrol-2-ylmethylene)-1.3-dihydro-indol-2-one;

3-E-6-chloro-3-pvyridin-4-ylmethylene-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-pyridin-3-ylmethvlene-1,3-dihydro-indol-2-one:

3-E-6-chloro-3-furan-3-ylmethylene-1,3-dihydro-indol-2-one:

3-E-6-chioro-3-furan-2-ylmethylene-1.3-dihydro-indoi-2-one:

3-E-3-(3-bromo-benzylidene)-6-methoxy-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-(3-fluoro-benzylidene)-1.3-dihydro-indol-2-one:

3-E-6-chloro-3-(2.3-difluoro-benzylidene)-1.3-dihydro-indol-2-one:

3-E-3-(3-bromo-2-fluoro-benzylidene)-6-chloro-1.3-dihydro-indol-2-one;

3-E-3-(3-chloro-2-fluoro-benzylidene)-6-methyl-1,3-dihydro-indol-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-indol-2-one: and

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




10

15

20

Claims

1.

201

A compound selected from the group consisting of:
3-E-benzylidene-6-chloro-1,3-dihydro-indole-2-one;
3-E-6-chloro-3-(3-chloro-benzylidene)-1,3-dihydro-indol-2-on:
3-E-benzylidene-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(4-chloro-benzylidene)-1,3-dihydro-ingbl-2-one;
3-E-benzylidene-6-bromo-1,3-dihydro-indol-2-on
3-E-benzylidene-6-fluoro-1,3-dihydro-indol-24one;
3-E-benzylidene-6-trifluoromethyl-1,3-difydro-indol-2-one;
3-E-6-chloro-3-(4-bromo-benzylideng)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(4-methyl-benzydene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(4-methoxyl/enzylidene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(4-triflugromethyl-benzylidene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3,54dichloro-benzylidene)-1,3-dihydro-indol-2-one;
3-E-6-bromo-3A43-bromo-benzylidene)-1,3-dihydro-indol-2-one;
3-E-6-chlgrfo-3-(3,3-dimethyl-butylidene)-1,3-dihydro-indol-2-one;
3-E-6,£hloro-3-(3-methyl-butylidene)-1,3-dihydro-indol-2-one;
-6-chloro-3-(2-cyclohexyl-ethylidene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-cyclohexylmethylene-1,3-dihydro-indol-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-indol-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-indol-2-one;
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3-E-3-(3-chloro-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indol-2-one;

3-E-3-(3-chloro-4-fluoro-benzylidene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3-chloro-5-fluoro-benzylidene)-1,3-dihydro-indol-2-on
3-E-3-(3-bromo-benzylidene)-1,3-dihydro-indol-2-one; and

5 3-E-3-(3-bromo-benzylidene)-6-trifluoromethyl-1,3-dihydro-indol-2-one.

2. A compound selected from the group consisting of:
3-E-6-chloro-3-(3-trifluoromethyl-benzylidene)- 1 ,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3-iodo-benzylidene)-1,3-dihydro-indol-2-one;

10 3-E-3-(3-bromo-benzylidene)-6-chloro-1,4-dihydro-indol-2-one;
3-E-6-chloro-3-(3-methoxy-benzylidgne)-1,3-dihydro-indol-2-one;
3-E-3-(6-bromo-pyridin-2-ylmetiylene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(1-methyl-1J-pyrrol-2-ylmethylene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-pyridin-A~ylmethylene-1,3-dihydro-indol-2-one;

15 3-E-6-chloro-3-pyridin-3-ylmethylene-1,3-dihydro-indol-2-one;
3-E-6-chloro-3Auran-3-ylmethylene-1,3-dihydro-indol-2-one;
3-E-6-chlgro-3-furan-2-ylmethylene-1,3-dihydro-indol-2-one;
3-E-35(3-bromo-benzylidene)-6-methoxy-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3-fluoro-benzylidene)-1,3-dihydro-indol-2-one;

20 3-E-6-chloro-3-(2,3-difluoro-benzylidene)-1,3-dihydro-indol-2-one;

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

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

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

one; and

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

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

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

4, The compound of claim 1 which is 3-E-benzylidede-6-chloro-1,3-dihydro-
indole-2-one.

10

5. The compound of claim 1 which is 34-6-chloro-3-(3-chloro-benzylidene)-1,3-

dihydro-indol-2-one.

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

15  dihydro-indol-2-one.

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

chloro-1,3-dil¥dro-indol-2-one.

A method of preparing a compound of Formula X:
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wherein:

R and Rs are independently optionally substituted ajkyl, cycloatkyl, alkenyl,
cycloalkenyl, alkynyl, aryl, heterocyclic, OCOR', CONR'R", NR"COR', NR'SO;R",
SO,NR'R", (C=NR")NR"R™, or NRR";

Ry is H;

Ry is one to four groups independeptly selected from H, F, CI, Br, I, OH, NO2,
alkyl, cycloalkyl, alkenyl, cycloalkenyt] alkynyl, aryl, heterocyclic, OR’, CO;R/,
OCOR', CONR'R", NR"COR', NE’/SO,R", SO,NRR", (C=NR")NR"R", or NR'R";

Ryo and Ry, are indepgfidently H, OH or optionally substituted alkyl, cycloalkyl,
alkenyl, cycloalkenyl, all@nyl, aryl, heterocyclic, (CHy)n-R', (CH;)-NR'R", (CHy)p-
NR'COR", (CH2)»-NK'SO;R", (CH2)p-NR'(C=NR")NR", (CH;),~COOH, (CHy),-
COOR, (CHy)p=ZONR'R", (CH»),-OR’, (CH,)»-SR', (CH3)p-COR', (CH;),-SO,H,

(CHy)p-SONR'R", (CH2)s-SO,NR'R", (CH,CH0)y-(CH2)w-OH, (CH,CH,0),5-(CH2 )i~

R'(C=NR"NR", (CH,CHy0)~(CHy)y-NR'SO,R", (CHa)y-(CHCH,0)y-(CH2)p-OH,
(CHa)p~(CH,CH,0)-(CHy)=OR', (CHy)p(CHyCH,0)p-(CHy)y-COOR', (CHy)p-

(CHCHyO)n-(CH2)m-CONR'RY, (CHa)p-(CH2CH2 O)n~(CH2)m-NR'R", (CHz)p-
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(CHyCH20)y-(CH2)m-NR'COR'", (CHy)-(CHyCH0),-(CH2)m-NR'(C=NR")NR",

(CHy)p-(CH2CH;0)4-(CH2)m-NR'SO,R", -CO-R’, -SOR’, or -SO,R’;
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 R", form a ring,

the process comprising condensing a compound of Formula 1:

=
Rg““' ‘ O
XN
H 1
10
with R{CHO.
9. The method of claim 8, #herein the condensation of Formula 1 with RyCHO
gives a compound of Formpfla 3:
15

The method of claim §, wherein:
R, and Rjs are independently optionally substituted alkyl, cycloalkyl, alkenyl,
20 cycloalkenyl, alkynyl, aryl, or heterocyclic;

Ry is one to four groups independently selected from H, F, Cl, Br, alkyl, or OR’;
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Rip and Ry are independently H or optionally substituted alkyl, cycloalkyl,

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

R'is alkyl

11. The method of claim 10, wherein:
R is optionally substituted aryl;
Rs is alkyl; and

Ry is one to four groups independently selected fyém H, F, or Cl

12. The method of claim 11, wherein:
Rygis hydrogen; and

Ry; is optionally substituted alkyl, aryl, or heterocyclic.

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

comprising the compound6f Formula 3 as a reactant.

14, The procegs of any one of claims 8-13, wherein Rs of Formula X is derived from

a compound gf formula RsCHO.

15. /° The process of claims 9 or 13, wherein the compound of Formula 3 is selected
tom the group consisting of:
3-E-benzylidene-6-chloro-1,3-dihydro-indole-2-one;
3-E-6-chloro-3-(3-chloro-benzylidene)-1,3-dihydro-indol-2-one;

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




10

15

207
3-E-6-chloro-3-(4-chloro-benzylidene)-1,3-dihydro-indol-2-one;

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

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

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

3-E-6-chloro-3-(4-trifluoromethyl-benzylidene)- 1, ¥-dihydro-indol-2-one;
3-E-6-chloro-3-(3,4-dichloro-benzylidene)-1,34dihydro-indol-2-one;
3-E-6-chloro-3-(3,5-dichloro-benzylideney~1,3-dihydro-indol-2-one;
3-E-6-bromo-3-(3-bromo-benzylideng)-1,3-dihydro-indol-2-one;

3-E-6-chloro-3-~(3,3-dimethyl-bugylidene)-1,3-dihydro-indol-2-one;

3-E-6-chlop0-3-thiophen-2-ylmethylene-1,3-dihydro-indol-2-one;
3-E-6-ghloro-3-pyridin-2-ylmethylene-1,3-dihydro-indol-2-one;
3-F-3-(6-chloro-pyridin-2-ylmethylene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-3-(3-chloro-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-3-(3-chloro-4-fluoro-benzylidene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3-chloro-5-fluoro-benzylidene)-1,3-dihydro-indol-2-one;
3-E-3-(3-bromo-benzylidene)-1,3-dihydro-indol-2-one; and

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

from the group consisting of:
3-E-6-chloro-3-(3-trifluoromethyl-benzylidene)-1,3-dihydro-indol-240ne;
3-E-6-chloro-3-(3-iodo-benzylidene)-1,3-dihydro-indol-2-one;
3-E-3-(3-bromo-benzylidene)-6-chloro-1,3-dihydro-indol-24one;
3-E-6-chloro-3-(3-methoxy-benzylidene)-1,3-dihydro-iidol-2-one;
3-E-3-(6-bromo-pyridin-2-ylmethylene)-6-chloro- ¥,3-dihydro-indol-2-one;
3-E-6-chloro-3-(1-methyl-1H-pyrrol-2-ylmeth¥lene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-pyridin-4-ylmethylene-1,34dihydro-indol-2-one;
3-E-6-chloro-3-pyridin-3-ylmethyleng-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-furan-3-ylmethylgne-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-furan-2-ylmethylene-1,3-dihydro-indol-2-one;
3-E-3-(3-bromo-benzylidene)-6-methoxy-1,3-dihydro-indol-2-one;
3-E-6-chloro-3-(3-fHioro-benzylidene)-1,3-dihydro-indol-2-one;
3-E-6-chloro-3A2,3-difluoro-benzylidene)-1,3-dihydro-indol-2-one;
3-E-3-(3-byomo-2-fluoro-benzylidene)-6-chloro-1,3-dihydro-indol-2-one;
3-E-343-chloro-2-fluoro-benzylidene)-6-methyl-1,3-dihydro-indol-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-indol-2-

e; and

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

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




