
(./?)-2-(7-Fluoro-4-(4-methylthiophen-2-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-3 -oxo-4-(thiophen-3 -yl)-2,3 -dihydro-1 //-pyrrolo[3,4-c]pyridin-

6-ylamino)-4-methylpentanamide; 

(R)-2-(7-Fluoro-4-(5 -methylthiophen-2-yl)-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

6-((li?,25)-2-Aminocyclohexylamino)-4-(2-aminothiazol-5-yl)-7-fluoro-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(i?)-2-(7-Fluoro-4-(furan-2-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(/?)-2-(7-Fluoro-4-(furan-3 -yl)-3-oxo-2,3 -dihydro-1 //-pyrrolo [3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(7?)-2-(7-Fluoro-4-(5-methylfuran-2-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(/?)-2-(4-(5 -Cyanothiophen-2-yl)-7-fluoro-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(i?)-2-(4-(4-Cyanothiophen-2-yl)-7 -fluoro-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

6'|pyridin-6-ylamino)-4-methylpentan amide; 

(/?)-2-(7-Fluoro-3-oxo-4-(thiazol-5-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(isothiazol-5-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-fluoro-1,1 -dimethyl-4-( 1 -methyl-1H-

pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

((1 i?,25)-2-Aminocyclohexylamino)-7-fluoro-4-( 1 -methyl-1 //-pyrazol-3 -yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((li?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(2-methylthiazol-5-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2/Z)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(5-

methylthiophen-2-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 i?,25)-2-Aminocyclohexylamino)-7-fluoro-1 -methyl-4-(l -methyl-1H-

pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 



O HN )=0 

O 

[0218] To trifluoroacetic acid (2 mL, 26.0 mmol) was added ethyl 1 -(2,4-

dimethoxybenzyl)-6-((l,3-dioxoisoindolin-2-yl)methyl)-2,4-dioxo-l,2,3,4-

tetrahydropyrimidine-5-carboxylate (198.9 mg, 0.403 mmol) at 0°C. The mixture was 

stirred at 0°C for 1 h, then at RT for 6 h. The mixture was concentrated under reduced 

pressure, and the residue was washed with IPE (5 mL) to give the title compound (183.3 

mg). 'H NMR (400 MHz, CDC13) 5 ppm 1.42 (t, J=7.2Hz, 3H), 4.45 (q, J=7.2Hz, 2H), 

4.98 (s, 2H), 7.78 - 7.81 (m, 2H), 7.91 - 7.93 (m, 2H), 8.19 (br s, 1H), 8.96 (br s, 1H). 

[0219] D. Ethyl 2,4-dichloro-6-((l,3-dioxoisoindolin-2-yl)methyl)pyrimidine-5-

carboxylate 

[0220] A mixture of ethyl 6-((l,3-dioxoisoindolin-2-yl)methyl)-2,4-dioxo-l,2,3,4-

tetrahydropyrimidine-5-carboxylate (96.1 mg, 0.280 mmol) and phosphorus oxychloride 

(1 mL, 10.92 mmol) was stirred at 100°C for 12 h and allowed to cool. The mixture was 

concentrated under reduced pressure to remove excess POCI3. The residue was treated 

with saturated aq NaHCC>3 and extracted with EtOAc. The organic phase was washed with 

saturated aqueous NaHC03, water, and brine, was dried over anhydrous Na2S04, and then 

filtered through SiC>2. The filtrate was concentrated under reduced pressure and the residue 

was purified by column chromatography (SiC>2, hexanes/EtOAc=4/l) to give the title 

compound (46.0 mg, 43%). *H NMR (400 MHz, CDC13) 5 ppm 1.42 (t, J=7.2Hz, 3H), 

4.45 (q, J=7.2Hz, 2H), 5.05 (s, 2H), 7.76 - 7.80 (m, 2H), 7.89 - 7.93 (m, 2H). 

[0221] EXAMPLE 8: 2-((li?,2S)-2-Aminocyclohexylamino)-4-(w-tolylamino)-6,7-

dihydro-5//-pyrrolo[3,4-if]pyrimidin-5-one (free base) 
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[0228] D. 2-((li?,2S)-2-Aminocyclohexylamino)-4-(m-tolylamino)-6,7-dihydro-5/f-

pyrrolo [3,4-t/]pyrimidin-5 -one 

[0229] To a solution of ?er/-butyl (15',2i?)-2-(5-oxo-4-(w-tolylamino)-6,7-dihydro-5/f-

pyrrolo[3,4-cfjpyrimidin-2-ylamino)cyclohexylcarbamate (50.4 mg, 0.111 mmol) in HO Ac 

(2 mL) was added hydrochloric acid (0.5 mL, 16.46 mmol). The mixture was stirred at RT 

for 30 min and then concentrated under reduced pressure. The residue was treated with 

saturated aq NaHCC>3 and extracted with EtOAc. The organic layers were washed with 

saturated aq NaHCC>3, water, and brine, were dried over anhydrous Na2SC>4, and then 

filtered. The filtrate was concentrated under reduced pressure and the residue was purified 

by column chromatography (SiC>2, EtOAc/MeOH=20/l) to give the title compound as a 

white powder (11.3 mg, 29%). 'H NMR (400 MHz, CDC13) 6 ppm 1.48 - 1.80 (m, 10H), 

2.37 (s, 3H), 3.24 (br s, 1H), 4.07 (br s, 1H), 4.20 (s, 2H), 5.55 (br s, 1H), 5.89 (br s, 1H), 

6.89 - 6.91 (m, 1H), 7.22 - 7.24 (m, 1H), 7.53 - 7.63 (m, 2H), 8.49 (br s, 1H). [M+H] 

calc'd for C19H25N6O, 353; found, 353. 

[0230] PREPARATION 4: Methyl 2,4-dichloro-6-(m-tolylamino)pyrimidine-5-

carboxylate 

[0232] To a solution of diisopropylamine (23.42 mL, 164 mmol) in THF (200 mL) 

was slowly added butyllithium (100 mL, 160 mmol) at -78°C. The mixture was stirred at -

78°C for 15 min. To this mixture was slowly added a solution of 2,4,6-trichloropyrimidine 

(20.06 g, 109 mmol) in THF (50 mL) at -78°C. The mixture was stirred for 1 h. Dry ice 

was added and the mixture was stirred at RT for 1 h. To the mixture was added IN HCl, 

which was subsequently extracted with EtOAc. The organic layers were basified with 

H=c-o c, 

[0231] A. 2,4,6-Trichloropyrimidine-5-carboxylic acid 

O CI 
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F 

[0306] 

[0307] A solution of methyl 2,6-dichloro-4-cyanonicotinate (500 mg, 2.164 mmol), 4-

fluoro-3-methylaniline (325 mg, 2.60 mmol) and Et3N (0.452 mL, 3.25 mmol) in ACN 

(5 mL) was stirred at 50°C for 24 h. Water and EtOAc were added to the mixture and the 

aqueous phase was extracted with EtOAc. The organic phases were combined, washed 

with H2O and brine, dried over MgS04, and evaporated. The residue was purified by 

chromatography on SiOi to give the title compound, which contains some starting material 

and was used without further purification (390 mg). [M+H] calc'd for C15H11CIFN3O2, 

320; found, 320. 

[0308] B. Methyl 6-((li?,2Sr)-2-(ter^-butoxycarbonylamino)cyclohexylamino)-4-

cyano-2-(4-fluoro-3-methylphenylamino)nicotinate 

O CN 

F 

[0309] A mixture of methyl 6-chloro-4-cyano-2-(4-fluoro-3-

methylphenylamino)nicotinate (390 mg, 1.220 mmol), Et3N (0.204 mL, 1.464 mmol) and 

tert-butyl (15',2i?)-2-aminocyclohexylcarbamate (392 mg, 1.830 mmol) in THF (5 mL) 

A. Methyl 6-chloro-4-cyano-2-(4-fluoro-3-methylphenylammo)mcotinate 
O CN 

H3C^ 

HN' " ^Cl 
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[0543] EXAMPLE 60: 6-((li?,25)-2-Aminocyclohexylamino)-4-(l-ethyl-l//-pyrazol-

4-yl)-7-fluoro -1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one 

\ 

[0544] A. tert-Butyl (15',2i?)-2-(4-(l-ethyl-l//-pyrazol-4-yl)-7-fluoro-3-oxo-2,3-

dihydro-l//-pyrrolo[3,4-c]pyridin-6-ylamino)cyclohexyl carbamate 

[0545] A solution of /er/-Butyl (\S,2R)-2-(4-( 1 -ethyl-1 //-pyrazol-4-yl)-3-oxo-2,3-

dihydro-l//-pyrrolo[3,4-c]pyridin-6-ylamino)cyclohexylcarbamate (69.7mg, 0.158 mmol) 

in DCM (5 mL) was cooled to 0°C. SELECTFLUOR® (84 mg, 0.237 mmol) was added. 

The mixture was left stirring in an ice bath and was allowed to warm slowly to RT with 

stirring overnight. Additional SELECTFLUOR® (2 eq) was added and the reaction was 

stopped after 2 h. After removal of solvent, the residue was diluted with EtOAc (10 mL) 

and washed with saturated aq NaHC03 (5 mL), water (5 mL), and brine (5 mL). The 

organic layers were combined, dried over Na2S04, and concentrated to a brown residue. 

The resulting crude material was reconstituted in MeOFl/DCM (6 mL) and was purified 

via preparative HPLC. The fractions were collected and ACN was removed via rotary 

evaporation. The resulting aq solution was neutralized with saturated aq NaHCOs, washed 

with EtOAc (2 x 200 mL), dried over Na2S04, and filtered. The organic phase was 

stripped to dryness via rotary evaporation to yield the title compound (20 mg, 

28%).[M+H] calc'd for C23H3iFN603, 459; found, 459. 

[0546] B. 6-(( 1 R,2S)-2-Aminocyclohexylamino)-4-( 1 -ethyl-1 Z/-pyrazol-4-yl)-7-

fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one 

[0547] To a solution of tert-butyl (IS,2i?)-2-(4-(l-ethyl-1//-pyrazol-4-yl)-7-fl uoro-3-

oxo-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-ylamino)cyclohexylcarbamate (20 mg, 0.044 
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NMR (400 MHz, DMSO-d6) 8 ppm 0.79 - 0.97 (m, 6 H), 1.52 - 1.87 (m, 3 H), 4.38 (s, 2 

H), 4.66 - 4.85 (m, 1 H), 6.61 (dd, J=3.54, 1.77 Hz, 1 H), 6.92 - 7.07 (m, 2 H), 7.36 (br s, 1 

H), 7.79 (dd, J=1.64, 0.63 Hz, 1 H), 8.04 (dd, J=3.54, 0.51 Hz, 1 H), 8.32 (s, 1 H). [M+H] 

calc'd for C,7H,9FN403, 347; found, 347. 

[0832] EXAMPLE 114: (tf)-2-(7-Fluoro-4-(furan-3-yl)-3-oxo-2,3-dihydro-\H-

pyrrolo [3,4-c]pyridin-6-ylamino)-4-methylpentanamide 

[0833] The title compound was prepared in a manner similar to EXAMPLE 70 using 

2-(furan-3-yl)-4,4,5,5-tetramethyl-l ,3,2-dioxaborolane in place of 1 -methyl-4-(4,4,5,5-

tetramethyl-l,3,2-dioxaborolan-2-yl)-17f-pyrazole. 1 NMR (500 MHz, DMSO-dV) 8 ppm 

0.80 - 0.99 (m, 6 H), 1.21 - 1.33 (m, 1 H), 1.50 - 1.60 (m, 1 H), 1.74-1.81 (m, 1 H), 4.38 

(s, 2 H), 4.47 - 4.61 (m, 1 H), 6.89 - 6.98 (m, 1 H), 7.03 (d, J=7.81 Hz, 1 H), 7.35 (s, 1 H), 

7.42 (s, 1 H), 7.68 (s, 1 H), 8.35 (s, 1 H), 8.98 (s, 1 H). [M+H] calc'd for Q7H19FN4O3, 

347; found, 347. 

[0834] EXAMPLE 115: (i?)-2-(7-Fluoro-4-(5-methylfuran-2-yl)-3-oxo-2,3-dihydro-

[0835] The title compound was prepared in a manner similar to EXAMPLE 113 using 

tributyl(5-methylfuran-2-yl)stannane in place of tributyl(furan-2-yl)stannane. H NMR 

(400 MHz, DMSO-^e) 8 ppm 0.84 - 0.97 (m, 6 H), 1.51-1.78 (m, 3 H), 2.29 - 2.36 (m, 3 

H), 4.36 (s, 2 H), 4.64 - 4.86 (m, 1 H), 6.22 (dd, J= 3.28, 1.01 Hz, 1 H), 6.92 (d, J=8.08 Hz, 

1 H), 7.01 (br s, 1 H), 7.41 (br s, 1 H), 7.97 (d, J= 3.03 Hz, 1 H), 8.26 (s, 1 H). [M+H] 

calc'd for C18H21FN4O3, 361; found, 361. 

HN 

l//-pyrrolo[3,4-c]pyridin-6-ylamino)-4-methylpentanamide 
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WHAT IS CLAIMED IS: 

1. A compound of Formula 1, 

R1 

HN-4 R2 

L2' N L1 

R4 R3 

1 
? 

or a pharmaceutically acceptable salt thereof, wherein: 

G is C(R5); 

L! and L are each independently selected from -NH- and a bond; 

R and R2 are each independently selected from hydrogen, halo, C1-3 alkyl, and C i .3 haloalkyl, 

or R and 1 . together with the atom to which they are attached, form a 

C3.6 cycloalkyl; 

R3 is selected from C2-6 alkyl, C3.8 cycloalkyl, C2.5 heterocyclyl, and C1-9 heteroaryl, each 

optionally substituted with from one to five substituents independently selected from 

halo, oxo, -NO2, -CN, R6, and I ; 

R4 is selected from C3.8 cycloalkyl, C2-5 heterocyclyl, C6-14 aryl, and C1-9 heteroaryl, each 

optionally substituted with from one to five substituents independently selected from 

halo, oxo, -CN, R6, and R7; 

R5 is selected from hydrogen, halo, -CN, C1.4 alkyl, C2-4 alkenyl, C2-4 alkynyl, 

C2-5 heterocyclyl, C1.5 heteroaryl, and R °, wherein the alkyl, alkenyl, alkynyl 

moieties are each optionally substituted with from one to five substituents 

independently selected from halo, -CN, oxo, and R °, and wherein the heterocyclyl 

moiety has 3 to 6 ring atoms and the heteroaryl moiety has 5 or 6 ring atoms, and the 

heterocyclyl and heteroaryl moieties are each optionally substituted with from one to 

four substituents independently selected from halo, -NO2, -CN, CM alkyl, 

C2-4 alkenyl, C2-4 alkynyl, CM haloalkyl, and R10; 

each R( is independently selected from -OR , -N(R' *R9, -NR C(0)R9, -C(0)R8, -C(0)0R 

-C(0)N(R8)R9, -C(0)N(R8)0R9, -C(0)N(R8)S(0)2R9, -N(R8)S(0)2R9, -S(0)nR8, and 

-S(0)2N(R8)R9; 

each R is independently selected from C1-6 alkyl, C2-6 alkenyl, C2-6 alkynyl, 

C3-6 cycloalkyl-(CH2)m-, C6-i4 aryl-(CH2)m-, C2-5 heterocyclyl-(CH2)m-, and 
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C]_9 heteroaryl-(CH2)m-, each optionally substituted with from one to five substituents 

independently selected from halo, oxo, -NO2, -CN, Ci_6 alkyl, Ci-6 haloalkyl, and R °; 

each R and 1 Is independently selected from hydrogen or from C1-6 alkyl, C2.6 alkenyl, 

C2.6 alkynyl, C3-6 cycloalkyl-(CH2)m-, C6-i4 aryl-(CH2)m-, C2-5 heterocyclyl-(CH2)m-, 

and C]-9 heteroaryl-(CH2)m-, each optionally substituted with from one to five 

substituents independently selected from halo, oxo, -NO2, -CN, Cj.^ alkyl, 

C1-6 haloalkyl, and R °; 

each R10 is independently selected from -OR11, -N(Rn)R12, -N(Rn)C(0)R12, -C(0)Rn, 

-C(0)0Rn, -C(0)N(Rn)R12, -C(0)N(Rn)0R12, -C(0)N(Rn)S(0)2R12, 

-NRnS(0)2R12, -S(0)nR11, and -S(0)2N(Rn)R!2; 

each R and R is independently selected from hydrogen and C1-6 alkyl; 

each n is independently selected from 0, 1 and 2; and 

each m is independently selected from 0, 1, 2, 3, and 4; 

wherein each of the aforementioned heteroaryl moieties has one to four heteroatoms 

independently selected from N, O, and S, and each of the aforementioned heterocyclyl 

moieties is saturated or partially unsaturated and has one or two heteroatoms 

independently selected from N, O, and S. 

2. A compound or pharmaceutically acceptable salt according to claim 1, wherein 1 is 

-NH-. 

• 2 * 3. A compound or pharmaceutically acceptable salt according to claim 1, wherein L is a 

bond. 

4. A compound or pharmaceutically acceptable salt according to claim 1, wherein R 
•j and R are both hydrogen. 

5. (Currently amended) A compound or pharmaceutically acceptable salt according to 

claim 1, wherein R3 is C3.8 cycloalkyl, optionally substituted with from one to five 
6 7 substituents independently selected from halo, oxo, -NO2, -CN, R , and R . 

3 • 6. A compound or pharmaceutically acceptable salt according to claim 5, wherein R is 

2-amino-cyclohex-l-yl optionally substituted with from one to four substituents 
* 6 7 independently selected from halo, oxo, -NO2, -CN, R , and R , 
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7. A compound or pharmaceutically acceptable salt according to claim 1, wherein R3 is 

C2-5 heterocyclyl optionally substituted with from one to five substituents independently 

selected from halo, oxo, -NO2, -CN, R6, and R7. 

8. A compound or pharmaceutically acceptable salt according to claim 7, wherein R3 is 

3-aminotetrahydro-2//-pyran-4-yl optionally substituted with from one to four substituents 
• f\ 1 independently selected from halo, oxo, -NO2, -CN, R , and R . 

9. A compound or pharmaceutically acceptable salt according to claim 1, wherein R4 is 

C1.9 heteroaryl optionally substituted with from one to five substituents independently 

selected from halo, oxo, -CN, R6, and R7. 

10. A compound or pharmaceutically acceptable salt according to claim 9, wherein R4 is a 

monocyclic C2-4 heteroaryl optionally substituted with from one to four substituents 

independently selected from halo, -CN, R6, and R7. 

11. A compound or pharmaceutically acceptable salt according to claim 10, wherein R4 is 

selected from pyrrolyl, furanyl, thienyl, pyrazolyl, imidazolyl, isoxazolyl, oxazolyl, 

isothiazolyl, and thiazolyl, each optionally substituted with from one to three substituents 

independently selected from halo, -CN, R6, and R7. 

12. A compound or pharmaceutically acceptable salt according to claim 11, wherein R4 is 

selected from thienyl, pyrazolyl, isothiazolyl, and thiazolyl, each optionally substituted with 
• • ft 7 from one to three substituents independently selected from halo, -CN, R , and R . 

13. A compound or pharmaceutically acceptable salt according to claim 12, wherein R4 is 

pyrazolyl optionally substituted with from one to three substituents independently selected 

from halo, -CN, R6, and R7. 

14. A compound or pharmaceutically acceptable salt according to claim 13, wherein R4 is 

pyrazol-4-yl optionally substituted with from one to three substituents independently selected 

from halo, -CN, R6, and R7. 

15. A compound or pharmaceutically acceptable salt according to claim 9, wherein R4 is 

substituted with methyl, ethyl, cyclopropyl or C1-2 haloalkyl. 
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16. A compound or pharmaceutically acceptable salt according to claim 1, wherein R5 is 

selected from hydrogen and halo. 

17. A compound or pharmaceutically acceptable salt according to claim 16, wherein R5 is 

selected from chloro and fluoro. 

18. A compound according to claim 1, which is selected from the following compounds: 

6-(( 1 i?,25)-2-Aminocyclohexylamino)-4-(m-tolylamino)-1 //-pyrrolo [3,4-c]pyridin-

3(2//)-one; 

4-( 1 //-Indazol-6-ylamino)-6-(( 1 i?,25)-2-aminocyclohexylamino)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-((l/?,25)-2-Aminocyclohexylamino)-4-(4-fluoro-3-methylphenylamino)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-fluoro-4-(«i-tolylamino)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-(( 1 i?,25)-2-Aminocyclohexylamino)-4-( 1 -methyl-1 //-pyrazol-4-yl)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(l-methyl-l//-pyrazol-4-yl)-

1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((li?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(l-methyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-chloro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 i?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(pyrazolo [ 1,5-a]pyridin-3 -yl)-\H-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((li?,25)-2-Aminocyclohexylamino)-4-(3-(methylsulfonyl)phenylamino)-l//-

pyrrolo [3,4-c]pyridin-3 (2i/)-one; 

6-((li?,25)-2-Aminocyclopentylamino)-4-(3-(methylsulfonyl)phenylamino)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(i?)-4-Mcthyl-2-(4-(3-(methylsulfonyl)phenylamino)-3-oxo-2,3-dihydro-1//-

pyrrolo[3,4-c]pyridin-6-ylamino)pentanamide; 

(/?)-4-Methyl-2-(4-( 1 -methyl-1 //-pyrazol-4-yl)-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)pentanamide; 
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6-(( 1 /?,2S)-2-Aminocyclohexylamino)-4-(benzofuran-3 -yl)-7-fluoro-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-(( 1 i?,2S)-2-aminocyclohexylamino)-7-fluoro-4-(imidazo[ 1,2-a]pyridin-3 -yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 j?,2S)-2-aminocyclohexylamino)-4-(benzo[fr]thiophen-3 -yl)-7-fluoro-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1S,2i?)-2-Aminocyclohexylamino)-7-fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(R)-6-(2-Amino-3 -ethoxypropylamino)-4-(m-tolylamino)-1 //-pyrrolo [3,4-c]pyridin-

3(2//)-one; 

(R)-6-(2-Amino-3 -ethoxypropylamino)-7-fluoro-4-(/??-tolylamino)-1H- pyrrolo [3,4-

c] pyr idin-3 (2//)-one; 

6-(2-Amino-3,3,3 -trifluoropropyl amino)-4-(m-tolylamino)-1 //-pyrrolo [3,4-c]pyridin-

3(2//)-one; 

(i?)-4-Methyl-2-(3-oxo-4-(w-tolylamino)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)pentanamide; 

6-(cw-4-Aminotetrahydrofuran-3-ylamino)-4-(m-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2H)-one; 

6-(( l/^,2lST)-2-Aminocyclohexylamino)-4-( 1 -ethyl-1H- pyrazol-4-yl)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-4-( 1 -ethyl-1 //-pyrazol-4-yl)-7-fluoro-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-4-( 1 -cyclopropyl-1 Z/-pyrazol-4-yl)-1H-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((li?,25)-2-Aminocyclohexylamino)-4-(l-(difluoromethyl)-l//-pyrazol-4-yl)-7-

fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-4-( 1 -cyclopropyl-1 //-pyrazol-4-yl)-7-fluoro-

1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

cis-6-(2-Aminocyclohexylamino)-7-fluoro-4-( 1 -methyl-1 Z/-pyrazol-4-yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(l -methyl-\H-

pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2Z/)-one; 
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6-(c«,-2-Amino-4,4-difluorocyclopentylamino)-7-fluoro-4-(l-methyl-l/Z-pyrazol-4-

yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(c/,y-2-Amino-3,3-difluorocyclohexylamino)-7-fluoro-4-(l-methyl-l//-pyrazol-4-

yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(cw-2-Amino-3,3 -difluorocyclohexylamino)-4-(l -(difluoromethyl)-l//-pyrazol-4-

yl)-7-fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(c/.s'-2-amino-3,3-difluorocyclohexylamino)-4-( 1-cyclopropyl-1 H-pyrazoi-4-yl)-7-

fluoro-1 H-pyrrolo [3,4-c]pyridin-3 (2H)-one; 

(i?)-2-(7-Fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-3-oxo-2,3-dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(7?)-2-(4-(l-(Difluoromethyl)-1//-pyrazol-4-yl)-7-fluoro-3-oxo-2,3-dihydro-1//-

pyrrolo [3,4-c]pyridin-6-ylamino)-4-methylpentanamide; 

(7?)-2-(4-(l-Cyclopropyl-1 //-pyrazol-4-yl)-7-fluoro-3-oxo-2,3-dihydro-1//-

pyrrolo [3,4-c]pyridin-6-ylamino)-4-methylpentanamide; 

(i?)-2-(4-(Benzofuran-3 -yl)-7-fluoro-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-3-oxo-4-(pyrazolo[l,5-a]pyridin-3-yl)-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

6-((l/?,25)-2-Aminocyclohexylamino)-7-chloro-4-(m-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

6-((l/?,25)-2-Aminocyclohexylamino)-3-oxo-4-(m-tolylamino)-2,3 -dihydro-\H-

pyrrolo [3,4-c]pyridine-7-carbonitrile; 

(/?)-6-(2-Amino-3-methoxypropylamino)-4-(m-tolylamino)-l//-pyrrolo[3,4-c]pyridin-

3(2//)-one; 

(i?)-6-(2-Amino-3-methoxypropylamino)-3-oxo-4-(m-tolylamino)-2,3-dihydro-l//-

pyrrolo[3,4-c]pyridine-7-carbonitrile; 

(i?)-6-(2-Amino-3-methoxypropylamino)-7-fluoro-4-(w-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

7 - Acryloyl-6-(( 1 i?,2S)-2-aminocyclohexylamino)-4-(/r2-tolylamino)-1 //-pyrrolo [3,4-

cjpyridin-3(2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-iodo-4-(m-tolylamino)-1 //-pyrrolo [3,4-

c]pyridin-3 (2//)-one; 
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6-(( 1 i?,25)-2-Aminocyclohexylamino)-7-( 1 //-pyrazol-4-yl)-4-(fl-z-tolylamino)-1H-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(cis-2-Amino-3,3 •-difluorocyclohexylamino)-4-(m-tolylamino)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

6-(( 1 i?,25)-2-AminocyclohexyIamino)-7-( 1 -methyl-1 //-pyrazol-5-yl)-4-(m-

tolylamino)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(m-tolylamino)-l//-

pyrrol o [3,4-c]pyridin-3 (2//)-one; 

6-((3i?,4i?)-4-Aminotetrahydro-2//-pyran-3-ylamino)-4-(m-tolylamino)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((li?,2S)-2-Aminocyclohexylamino)-7-methyl-4-(m-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

6-((3/?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(m-tolylamino)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((li?,25)-2-Aminocyclohexylamino)-7-methyl-4-( 1 -methyl- l//-pyrazol-4-yl)- \H-

pyrrolo [3,4-c]pyridin-3(2//)-one; 

(i?)-6-(2-Amino-3-methoxypropylamino)-4-(l-methyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(pyrazolo[l,5-

fl]pyridin-3-yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(l-(difluoromethyl)-l//-

pyrazol-4-yl)-7-fluoro-1 //-pyrrolo [3,4-c]pyridin-3(2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(benzofuran-3-yl)-7-fluoro-

1 //-pyrrolo[3,4-c]pyridin-3 (2//)-one; 

(S)-6-(3 - Aminopyrrolidin-1 -yl)-7-fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1H-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(S)-6-(3-Aminopiperidin-l-yl)-7-fluoro-4-(l-methyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3 (2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexyl amino)-7-fluoro-4-( 1 -isopropyl-1 /Z-pyrazol-4-yl)-1H-

pyrrolo[3,4-c]pyridin-3 (2//)-one; 

7-Fluoro-4,6-bis(l-methyl-l//-pyrazol-4-yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(( li?,25)-2-Aminocyclohexylamino)-7-bromo-4-(l-methyl-1 //-pyrazol-4-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 



(R)-6-(2-Amino-3 -methoxypropylamino)-7-fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1H-

pyrrolo[3,4-c]pyridin-3 (2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(thiophen-3-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(4-methylthiophen-

2-yl)-1 //-pyrrolo[3,4-c]pyridin-3 (2//)-one; 

6-((li?,2S)-2-Aminocyclohexylamino)-7-fluoro-4-(4-methylthiophen-2-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-fluoro-4-(thiophen-3 -yl)-1 //-pyrrolo [3,4-

c]pyridin-3(2//)-one; 

(7?)-2-(7-Fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-iV,4-dimethylpentanamide; 

6-((17?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(5-methylthiophen-2-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

(R)-2-(7-Fluoro-4-(4-methylthiophen-2-yl)-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-3-oxo-4-(thiophen-3-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(R)-2-(7-Fluoro-4-(5 -methylthiophen-2-yl)-3 -oxo-2,3 -dihydro-1H- pyrrolo [3,4-

c]pyl•idin-6-ylamino)-4-methylpentanarnide; 

6-((li?,25')-2-Aminocyclohexylamino)-4-(2-aminothiazol-5-yl)-7-fluoro-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

{R)~ 2-(7-Fluoro-4-(furan-2-yl)-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

{R)-2-(J-Fluoro-4-(furan-3-yl)-3 -oxo-2,3-dihydro-1 //-pyrrolo [3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(5-methylfuran-2-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-

6-ylamino)-4-methylpentanamide; 

(i?)-2-(4-(5-Cyanothiophen-2-yl)-7-fluoro-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(i?)-2-(4-(4-Cyanothiophen-2-yl)-7-fluoro-3 -oxo-2,3 -dihydro-1 //-pyrrolo [3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 
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(/?)-2-(7-Fhioro-3-oxo-4-(thiazol-5-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(isothiazol-5-yl)-3-oxo-2,3-dihydro-l //-pyrrolo [3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

6-(( 1 R,2S)-2-Aminocyclohexylamino)-7-fluoro-1,1 -dimethyl-4-( 1 -methyl-1H-

pyrazol-4-yl)-l//-pyrrolo[3,4-c]pyridin-3(2Z/)-one; 

((l/?,2S)-2-Aminocyclohexylamino)-7-fluoro-4-(l-methyl-l//-pyrazoI-3-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((l/?,2£)-2-Aminocyclohexylamino)-7-fluoro-4-(2-methylthiazol-5-yl)-l//-

pyrrolo[3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(5-methylthiophen-

2-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((l/?,2S)-2-Ammocyclohexylamino)-7-fluoro-l-methyl-4-(l-methyl-l//-pyrazol-4-

yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(/?)-2-(7-Fluoro-3-oxo-4-(thiophen-2-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

6-((3i?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(thiophen-2-yl)-l//-

pyrrolo[3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(thiazol-5-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-(( 1 /?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(thiophen-2-yl)-1H- pyrrolo [3,4-

c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(4-(trifluoromethyl)-

l//-imidazol-l-yl)-l//-pyrrolo[3,4-c,]pyridin-3(2//)-one; 

6-((l/?,25)-2-Aminocyclohexylammo)-7-fluoro-4-(4-methyl-l//-imidazol-l-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(3-methylisothiazol-

5 -yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(2-methylthiazol-5-

yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(/?)-2-(7-Fluoro-4-(2-methylthiazol-5-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 
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6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(5-chlorothiophen-2-yl)-7-

fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-4-(l-cyclopropyl-l//-pyrazol-4-

yl)-7-fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one; 

a stereoisomer of any of the aforementioned compounds; and 

a pharmaceutically acceptable salt of any of the aforementioned compounds or stereoisomers. 

19. A compound according to claim 1, which is 6-((li?,2S)-2-Aminocyclohexylamino)-7-

fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2/Z)-one or a 

pharmaceutically acceptable salt thereof. 

20. A compound according to claim 1, which is 6-((lS,2i?)-2-Aminocyclohexylamino)-7-

fluoro-4-( 1 -methyl-1 Z/-pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2H)-one or a 

pharmaceutically acceptable salt thereof. 

21. A compound according to claim 1, which is 6-((li?,25)-2-Aminocyclohexylamino)-4-

(1 -(difluoromethyl)-1 Z/-pyrazol-4-yl)-7-fluoro-1 //-pyrrolo [3,4-c]pyridin-3 (2/Z)-one or a 

pharmaceutically acceptable salt thereof. 

22. A compound according to claim 1, which is c«'-6-(2-Aminocyclohexylamino)-7-

fluoro-4-( 1 -methyl-1 //-pyrazol-4-yl)-1 //-pyrrolo [3,4-c]pyridin-3 (2//)-one or a 

pharmaceutically acceptable salt thereof. 

23. A compound according to claim 1, which is 6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-

4-ylamino)-4-( 1 -(difluoromethyl)-1 //-pyrazol-4-yl)-7-fluoro-1 //-pyrrolo [3,4-c]pyridin-

3(2//)-one or a pharmaceutically acceptable salt thereof. 

24. A compound according to claim 1, which is 6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-

4-ylamino)-7-fluoro-4-(3-methylisothiazol-5-yl)-1 //-pyrrolo[3,4-c]pyridin-3(2//)-one or a 

pharmaceutically acceptable salt thereof. 

25. A pharmaceutical composition comprising: 

a compound or pharmaceutically acceptable salt as defined in claim 1; and 

a pharmaceutically acceptable excipient. 
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26. A combination of an effective amount of a compound or pharmaceutically acceptable 
salt as defined in claim 1, and at least one additional pharmacologically active agent. 

27. A combination according to claim 26, wherein the additional pharmacologically 
active agent is a disease-modifying antirheumatic drug (DMARD). 

28. A combination according to claim 27, wherein the DMARD is methotrexate. 
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(7?)-2-(7-Fluoro-4-(4-mcthylthiophen-2-yl)-3-oxo-2,3-dihydro-l//-/pynolo[3,4-

c]pyridm-6-ylammo)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-3-oxo-4-(thiophen-3-yl)-2,3-dihydro-l/y-pyrro/o[3,4-c]pyridin-

6-ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(5-methylthiophen-2-yl)-3-oxo-2,3-dihy^i,o-li/-pyrrolo[3,4-

c]pyridin-6-ylamirio)-4-methylpentananiide; 

6-((li?,25)-2-Aminocyclohexylamino)-4-(2-aminothiaz^l-5-yl)-7-fluoro-li/-

pyrrolo [3,4-c]pyridin-3 (2/7)-one; 

(i?)-2-(7-Fluoro-4-(furan-2-yl)-3-oxo-2,3-dihydro-l^r-pyrrolo[354-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(furan-3-yl)-3-oxo-2,3-dihydr^-l/f-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(7-Fluoro-4-(furan-2-yl)-3-oxo-2,3-di^dro-li¥-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(i?)-2-(4-(5-Cyanothiophen-2-yl)-7-fluon; 3-oxo-2,3-dihydro-l//-pyrro]o[3,4-

c]pyridin-6-ylamino)-4-methylpcmanamide; 

(i?)-2-(4-(4-Cyanothiophen-2-yl)-7-fliioro-3-oxo-2,3-dihydro-l//-pyrrolo[3J4-

c]pyridin-6-ylamino)-4-methipentanamide; 

(i?)-2-(7-Fluoro-3-oxo-4-(thiazol-^~yl)-2,3-dihydro-l/f-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-mcl hy lpentailam ide; 

(/?)-2-(7-Fluoro-4-(isothiazol-^-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamirioj I -mcthyIpcntanam ide; 

6-((li?,2lS)-2-Ammocyclol>exy!amino)-7-fluoro-l, 1 -dimethyl-4-(l -methyl-] H-

pyrazol-4-yl)-l//-pyrrolo[3,4-c]pyndin-3(2//)-one; 

((l/?,25')-2-Aminocycji.iliexylammo)-7-fluoro-4-(l-methyl-17/-pyrazol-3-yl)-1 //-

pyrrolo [3,4-c j pyrid i n-3 (2//)-one; 

6-((li?,2iS)-2-Amint4cyclohexy!amino)-7-fluoro-4-(2-methylthiazol-5-yl)-l//-

pyrrolo[3 I -c ]pyridin-3 (2//)-one; 

6-((3jR,4i?)-3- \minotctrahydro-2#-pyran-4-ylamino)-7-fluoro-4-(5-

methylth iop hen-2-yt)- li/-pyrrolo [3,4-c]pyri din-3 (2//)-one; 

6-(( 1 R,2S)-2 Aminocyclohexylamino)-7-fluoro-1 -methyl-4-( 1 -methyl-1H-

py/azo 1 -4-yl)- l//-pyrrolo [3,4-c]pyridin-3 (2//)-one; 
11 
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[0218] To trifluoroacetic acid (2 mL, 26.0 mmol) was added ethyl l/(2,4-

dimethoxybenzyl)-6-((l,3-dioxoisoindolin-2-yl)methyl)-2,4-dioxo-l,2;3,4-

tetrahydropyrimidine-5-carboxylate (198.9 mg, 0.403 mmol) at 0°C7The mixture was 

stirred at 0°C for 1 h, then at RT for 6 h. The mixture was concentptcd under reduced 

pressure, and the residue was washed with IPE (5 mL) to give thd title compound (183.3 

mg). *H NMR (400 MHz, CDC13) 8 ppm 1.42 (t, J=7.2Hz, 3H). 4.45 (q, J=7.2Hz, 2H), 

4.98 (s, 2H), 7.78-7.81 (m, 2H), 7.91 -7.93 (m, 2H), 8.19 (b/ s, 1H), 8.96 (br s, 1H). 

[0219] D. Ethyl 2,4-dichloro-6-((l,3-dioxoisoindolin-2-yl)methyl)pyrimjdinc-5-

carboxylate 

[0220] A mixture of ethyl 6-((l,3-dioxoisoindolin-27yl)methyl)-2,4-dioxo-l,2,3,4-

tetrahydropyrimidine-5-carboxylate (96.1 mg, 0.280 mmol) and phosphorus oxychloride 

(1 mL, 10.92 mmol) was stirred at 100°C for 12 h and allowed to cool. The mixture was 

concentrated under reduced pressure to remove cxcess POCl3. The residue was treated 

with saturated aq NaHC03 and extracted with EtQAc. The organic phase was washed with 

saturated aqueous NaHC03, water, and brine, was dried over anhydrous NajSCV, and then 

filtered through SiC>2. The filtrate was conccnlrated under reduced pressure and the residue 

was purified by column chromatography (Si02, hexanes/EtOAc=4/l) to give the title 

compound (46.0 mg, 43%). 'H NMR (400 MHz, CDCI3) 8 ppm 1.42 (t, J=7.2Hz, 3H), 

4.45 (q, J=7.2Hz, 2H), 5.05 (s, 2H), 7.76 7.80 (m, 2H), 7.89 - 7.93 (m, 2H). 

[0221] EXAMPLE 8: 2-((l /?,2S)-2-Aminocyclohexylamino)-4-(3-

(trifluoromethyl)phenylamino)-6,7-dibydio-5//-pyrrolo[3,4-(r/]pyrimidin-5-onc (free base) 

Or 

H3C 
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[0228] D. 2-((li?,25)-2-Aminocyclohexylamino)-4-(3-(trifluoromethyl)ph<?nylamino)-

6,7-dihydro-5//-pyrrolo[3,4-<f]pyrimidin-5-one 

[0229] To a solution of /er/-butyl (l£,2i?)-2-(5-oxo-4-(m4olylamino)-6/'-dihydro-5//-

pyrrolo[3,4-</]pyrimidin-2-ylamino)cyclohexylcarbamate (50.4 mg, 0.111 mmol) in HOAc 

(2 mL) was added hydrochloric acid (0.5 mL, 16.46 mmol). The mixture was stirred at RT 

for 30 min and then concentrated under reduced pressure. The residue w as treated with 

saturated aq NaHCC>3 and extracted with EtOAc. The organic layers were washed with 

saturated aq NaHCOj, water, and brine, were dried over anhydrous Na2S04, and then 

filtered. The filtrate was concentrated under reduced pressure and the residue was purified 

by column chromatography (Si02, EtC>Ac/MeOH=20/l) to give the title compound as a 

white powder (11.3 mg, 29%). lE NMR (400 MHz, CDCI3) 8 ppm 1.48 - 1.80 (m, 1 OH), 

2.37 (s, 3H), 3.24 (br s, 1H), 4.07 (br s, 1H), 4.20 (s, 2H), 5.55 (br s, 1H), 5.89 (br s, 1H), 

6.89 - 6.91 (m, 1H), 7.22 - 7.24 (m, 1H), 7.53 - 7.63 (m, 2Hh 8.49 (brs, 1H). [M+H] 

calc'd for C19H25N60, 353; found, 353. 

[0230] PREPARATION 4: Methyl 2,4-dichloro-6-(/;j/tolylamino)pyrimidine-5-

carboxylate 

[0231] A. 2,4,6-Trichloropyrimidine-5-ca;boxylic acid 

[0232] To a solution of diisopropylamine (23.42 mL, 164 mmol) in THF (200 mL) 

was slowly added butyllithium (100 ml , 160 mmol) at -78°C. The mixture was stirred at -

78°C for 15 min. To this mixture wad slowly added a solution of 2,4,6-trichloropyrimidine 

(20.06 g, 109 mmol) in THF (50 mK) at -78°C. The mixture was stirred for 1 h. Dry ice 

was added and the mixture was stirred at RT for 1 h. To the mixture was added IN HCl, 

which was subsequently extract^ with EtOAc. The organic layers were basified with 
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[0306] 

HN N NH 

,i (V" 
A. Methyl 6-chloro-4-cyano-2-(4-fluoro-3-ethylphenylaminp)nicotinate 

0 CN 
H3C.r 

HN "N" ^Cl 

[0307] A solution of methyl 2,6-dichloro-4-cyanonicotii{ate (500 mg, 2.164 mmol), 4-

fluoro-3-methylaniline (325 mg, 2.60 mmol) and Et3N (0.452 mL, 3.25 mmol) in ACN 

(5 mL) was stirred at 50°C for 24 h. Water and EtOAc were added to the mixture and the 

aqueous phase was extracted with EtOAc. The organic, phases were combined, washed 

with H2O and brine, dried over MgS04, and evaporated. The residue was purified by 

chromatography on Si02 to give the title compound; which contains some starting material 

and was used without further purification (390 mg). [M+H] calc'd for C15H11CIFN3O2, 

320; found, 320. 

[0308] B. Methyl 6-((li?,21S)-2-(tert-butox^carbonylamiiio)cyclohexylamino)-4-

cyano-2-(4-fluoro-3-methylphenylamino)nicotinate 

O CN 
H3C. 

O 

HN' 

H3C' 

Y V°(CH3>3 
O 

[0309] A mixture of methyl $-chloro-4-cyano-2-(4-fluoro-3-

methylphenylamino)nicolinatc/(390 mg, 1.220 mmol), Et3N (0.204 mL, 1.464 mmol) and 

tert-b\iXy\ (15,27?)-2-aminocyclohexy[carbamate (392 mg, 1.830 mmol) in THF (5 mL) 
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[0543] EXAMPLE 60: 6-((li?,2S>2-Aminocyclohexylamino)-4-(l-ethyl-l/7-pyrazol-

4-yl)-7-fluoro-l /7-pyrrolo[3,4-c]pyridin-3(2//)-one 
HN-

[0544] A. tert-Butyl (1 S,2R)-2-(4-( 1 -ethyl-1 //-pyrazol-4-yl)-3-o*o-2,3-dihydro- ] H-

pyrrolo [3,4-c]pyridin-6-ylamino 

HaC 

<CH3)3 

[0545] A solution of tert- Butyl (15,2i?)-2-(4-(l-ethyl-l//-pyrazol-4-yl)-3-oxo-2,3-

dihydro-l//-pyrrolo[3,4-c]pyridin-6-ylamino)cyclohcxylcarbamatc (69.7mg, 0.158 mmol) 

in DCM (5 mL) was cooled to 0°C. SELECTFLUOR® (84 mg, 0.237 mmol) was added. 

The mixture was left stirring in an ice bath and was allowed to warm slowly to RT with 

stirring overnight. Additional SELECTFLUOR® (2 eq) was added and the reaction was 

stopped after 2 h. After removal of solvent, the residue was diluted with EtOAc (10 mL) 

and washed with saturated aq NaFIC03 (5 mL), water (5 mL), and brine (5 mL). The 

organic layers were combined, dried over Na2$04, and concentrated to a brown residue. 

The resulting crude material was reconstituted in MeOH/DCM (6 mL) and was purified 

via preparative HPLC. The fractions were collected and ACN was removed via rotary 

evaporation. The resulting aq solution was neutralized with saturated aqNaHC03, washed 

with EtOAc (2 x 200 mL), dried over Na2SO,,, and filtered. The organic phase was 

stripped to dryness via rotary evaporation to yield the title compound (20 mg, 

28%).[M+H] calc'd for C23H31FN6O3, 459; found, 459. 

[0546] B. 6-((l/?,25)-2-AminoCyclohexylamino)-4-(l-ethyl-l//-pyrazol-4-yl)-7-

fluoro-17/-pyiTolo[3,4-6']pyridin-3(2//j-one 

[0547] To a solution of rm-butyl (IS,2.ft)-2-(4-(l-ethyl-1//-pyrazol-4-yl)-7-fluoro-3-

oxo-2,3-dihydro-l//-pyn:olo[^,4-c]pyridin-6-ylamino)cyclohexylcarbamate (20 mg, 0.044 
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NMR (400 MHz, DMSO-<fc) 8 ppm 0.79 - 0.97 (m, 6 H), 1.52 - 1.87 (m, 3 H), j 38 (s, 2 
H), 4.66 - 4.85 (m, 1 H), 6.61 (dd, J=3.54, 1.77 Hz, 1 H), 6.92 - 7.07 (m, 2 U} 7.36 (br s, 1 

H), 7.79 (dd, .7=1.64, 0.63 Hz, 1 H), 8.04 (dd, J=3.54, 0.51 Hz, 1 H), 8.32 (sj 1 H). [M+H] 

calc'd for Ci7H19FN403, 347; found, 347. 

[0832) EXAMPLE 114: (/0-2-(7-Fluoro-4-(furan-3-yl)-3-oxo-2,3-diliiydro-l//-

pyrrolo[3,4-c]pyridin-6-ylamino)-4-methylpentanamide 
HM-

NH 

rfH2 
HjCCI? 

[0833] The title compound was prepared in a manner similar to EXAMPLE 70 using 

2-(furan-3-yl)-4,4,5,5-tetramethyl-l,3,2-dioxaborolane in pl4ce of l-methyl-4-(4,4,5,5-

tetramethyl-l,3,2-dioxaborolan-2-yl)-l/7-pyrazole. 1H NMR (500 MHz, DMSO-^) 8 ppm 

0.80 - 0.99 (m, 6 H), 1.21 -1.33 (m, 1 H), 1.50 - 1.60 1 H), 1.74-1.81 (m, 1 H), 4.38 

(s, 2 H), 4.47 - 4.61 (m, 1 H), 6.89 - 6.98 (m, 1 H), 7.03 (d, .7=7.81 Hz, 1 H), 7.35 (s, 1 H), 

7.42 (s, 1 H), 7.68 (s, 1 H), 8.35 (s, 1 H), 8.98 (s, 1 H). [M+H] calc'd for C17H19FN4O3, 

347; found, 347. 

[0834] EXAMPLE 115: (i?)-2-(7-Fluoro-4-(iiir[in-2-yl)-3-oxo-2,3-dihydro-177-

pyrrolo[3,4-c]pyridin-6-ylamino)-4-methylpent;yiiamide 
HN-

HnC-
JX 

H,C 

[0835] The title compound was pt£pared in a manner similar to EXAMPLE 113 using 

tributyl(5-methylfuran-2-yl)slannan£ tert-bvAy\ in place of tributyl(furan-2-yl)stannane. H 

NMR (400 MHz, DMSO-4) 8 ppJ 0.84 - 0.97 (m, 6 H), 1.51 - 1.78 (m, 3 H), 2.29 - 2.36 

(m, 3 FI), 4.36 (s, 2 H), 4.64 - 4,86 (m, 1 H), 6.22 (dd, J=3.28, 1.01 Hz, 1 H), 6.92 (d, 

J=8.08 Hz, 1 H), 7.01 (br s, 1 H), 7.41 (br s, 1 H), 7.97 (d, J= 3.03 Hz, 1 H), 8.26 (s, 1 H). 

[M+H] calc'd for C18H21FK1C/3, 361; found, 361. 
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WHAT IS CLAIMED IS: 

1. A compound of Formula 1, 

or a pharmaceutically acceptable salt thereof, wherein: 

G is selected from N and C(R5); 

L1 and L2 are each independently selected from -NH- and a bond; 

R1 and R2 are each independently selected from hydrogen, halo, Ci_3 alkyl, and 

Ci_3 haloalkyl, or R1 and R2, together with the atomyto which they are attached, 

form a C3_6 cycloalkyl; 

R3 is selected from C2-6 alkyl, C3-8 cycloalkyl, C2-5 hctenScyclyl, and C1-9 heteroaryl, each 

optionally substituted with from one to five substituents independently selected 

from halo, oxo, -NO2, -CN, R6, and R7; 

R4 is selected from C3_8 cycloalkyl, C2-5 heterocyclVl, Ce-u aryl, and C1.9 heteroaryl, each 

optionally substituted with from one to frye substituents independently selected 

from halo, oxo, -CN, R6, and R7; 

R5 is selected from hydrogen, halo, -CN, CM itlkyl, C2-4 alkenyl, C2-4 alkynyl, 

C2-5 heterocyclyl, C| 5 heteroaryl, and R10, wherein the alkyl, alkenyl, alkynyl 

moieties are each optionally substituted with from one to five substituents 

independently selected from halo/-CN, oxo, and R10, and wherein the heterocyclyl 

moiety has 3 to 6 ring atoms and' the heteroaryl moiety has 5 or 6 ring atoms, and 

the heterocyclyl and heteroaryl moieties are each optionally substituted with from 

one to four substituents independently selected from halo, -NO2, -CN, C1.4 alkyl, 

C2-4 alkenyl, C2-4 alkynyl, CM haloalkyl, and R10; 

each R6 is independently selected'from -OR8, -N(R8)Ry, -NR8C(0)Ry, -C(0)Rs, 

-C(0)0R8, -C(0)N(R8)/9, -C(0)N(R8)0R9, -C(0)N(R8)S(0)2R9, -N(R8)S(0)2R9, 

-S(0)nR8, and -S(0)2N'{R8)R9; 
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each R7 is independently selected from Ci-g alkyl, C2-6 alkenyl, C2-6 alkynyl, 

C3.6 cycloalkyl-(CH2)m-, C6-i4 aryl-(CH2)m-, C2-5 heterocyclyl-(CH2)m-, a pel 

C1-9 heteroaryl-(CH2)m-, each optionally substituted with from one to live 

substituents independently selected from halo, oxo, -NO2, -CN, Ci_6 alkyl, 

Ci_6 haloalkyl, and R10; j 

each R8 and R9 is independently selected from hydrogen or from C1-6 alkyl, C2_6 alkenyl, 

C2-6 alkynyl, C3_6 cycloalkyl-(CH2)m-, C6-i4 aryl-(CH2)m-, 

C2-5 heterocyclyl-(CH2)m-, and Ci_? heteroaryl-(CH2)m-, each Optionally substituted 

with from one to five substituents independently selected from halo, oxo, -NO2, 

-CN, C1-6 alkyl, C1-6 haloalkyl, and R10; 

each Rl() is independently selected from -OR11, -N(R' ')R12, -N(Rn)C(0)R12, -C(0)Rn, 

-C(0)0Rn, -C(0)N(Rn)R12, -C(0)N(Rn)0R12, -C((^N(Rn)S(0)2R12, 

-NRnS(0)2R12, -S(0)nRn, and -S(0)2N(Rn)R12; 

each R11 and R12 is independently selected from hydrogen and C1-6 alkyl; 

each n is independently selected from 0, 1 and 2; and 

each m is independently selected from 0, 1,2, 3, and 4; 

wherein each of the aforementioned heteroaryl moieties has one to four heteroatoms 

independently selected from N, O, and S, and each of the aforementioned 

heterocyclyl moieties is saturated or parjaally unsaturated and has one or two 

heteroatoms independently selected from N, O, and S. 

2. A compound or pharmaceutically acceptable salt according to claim 1, wherein L1 

is -NH-. 

3. A compound or pharmaceutics I ly acceptable salt according to claim 1, wherein L1 

is a bond. 

4. A compound or pharmaceutically acceptable salt according to any one of the 

preceding claims, wherein L2 is -NH-. 

5. A compound or pharmaceutical ly acceptable salt according to any one of claims 1 

to 3, wherein L2 is a bond. 
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6. A compound or pharmaceutically acceptable salt according to any one'of the 

preceding claims, wherein G is N. 

7. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 5, wherein G is C(R5). 

8. A compound or pharmaceutically acceptable salt according to any one of the 

preceding claims, wherein R1 and R2 are both hydrogen. 

9. A compound or pharmaceutically acceptable salt according to any one of the 

preceding claims, wherein R3 is C3_g cycloalkyl, optionally substituted with from one to 

five substituents independently selected from halo, oxo, -NO2,/CN, R6, and R7. 

10. A compound or pharmaceutically acceptablc salt according to claim 9, wherein R3 

is 2-amino-C3_8 cycloalk-l-yl, optionally substituted with from one to four substituents 

independently selected from halo, oxo, -N02, -CN, R6, ana R7 

11. A compound or pharmaceutically acceptable salt according to claim 10, wherein 

R3 is 2-amino-cyclohex-l-yl optionally substituted with from one to four substituents 

independently selected from halo, oxo, -NO2, -CN, R6, and R7. 

12. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 8, wherein R3 is C2-6 alkyl optionally substituted with from one to five substituents 

independently selected from halo, oxo, -NO2, -CN, R6, and R7. 

13. A compound or pharmaceutically acceptable salt according to claim 12, wherein 

R3 is 2-amino-C2-6 alk-l-yl optionally substitilted with from one to four substituents 

independently selected from halo, oxo, -WO2, -CN, R6, and R7 

14. A compound or pharmaceutic;!|1y acceptable salt according to claim 13, wherein 

R3 is 2-aminoethan-l-yl optionally substituted with from one to four substituents 

independently selected from halo, 0^0, -NO2, -CN, R6, and R7 

251 



WO 2011/079051 PCT/US2(U0/061146 
SYK-5002-W0 

15. A compound or pharmaceutically acceptable salt according to claim 1 f, wherein 

R3 is 2-amino-2-oxoethan-l-yl optionally substituted with one or two substituents 

independently selected from halo, oxo, -NO2, -CN, R6, and R7. 

16. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 8, wherein R3 is C2-5 heterocyclyl optionally substituted with from one to five 

substituents independently selected from halo, oxo, -NO2, -CN, R6, and R7. 

17. A compound or pharmaceutically acceptable salt according to claim 16, wherein 

R3 is C2-5 heterocyclyl substituted with an amino and optionally substituted with from one 

to four additional substituents independently selected from halo, oxo, -NO2, -CN, R6, and 

R7. 

18. A compound or pharmaceutically acceptable salt according to claim 17, wherein 

R3 is 3-aminotetrahydro-2//-pyran-4-yl optionally substituted with from one to four 

substituents independently selected from halo, oxo, -NO2, -CN, R6, and R7. 

19. A compound or pharmaceutically acceptable Salt according to any one of claims 1 

and 3 to 8, wherein R3 is C2-5 heterocyclyl or an ;mv(no-substituted C2-5 heterocyclyl, each 

optionally substituted with from one to five or from one to four substituents, respectively, 

independently selected from halo, oxo, -N02, -C'N, R6, and R7, wherein one of the 

heteroatoms of the heterocyclyl moiety is directly attached to L1, and L1 is a bond. 

20. A compound or pharmaceutically acceptable salt according to any one of the 

preceding claims, wherein R4 is selected from Ce-i4 aryl and C1.9 heteroaryl, each 

optionally substituted with from one to fyvc substituents independently selected from halo, 

oxo, -CN, R6, and R7. 

21. A compound or pharmaceutically acceptable salt according to any one of the 

preceding claims, wherein R4 is phenyl optionally substituted with from one to five 

substituents independently selected from halo, -CN, R6, and R7. 
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22. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 20, wherein R4 is C1-9 heteroaryl optionally substituted with from one to five 

substituents independently selected from halo, oxo, -CN, R6, and R7. 

23. A compound or pharmaceutically acceptable salt according to claim 22, wherein 

R4 is a monocyclic C2-4 heteroaryl optionally substituted with from one to four substituents 

independently selected from halo, -CN, R6, and R7. 

24. A compound or pharmaceutically acceptable salt according to claim 23, wherein 

R4 is selected from pyrrolyl, furanyl, thiopheneyl, pyrazolyl, imidazolyl, isoxazolyl, 

oxazolyl, isothiazolyl, and thiazolyl, each optionally substituted with from one to three 

substituents independently selected from halo, -CN, R6, and R7. 

25. A compound or pharmaceutically acceptable salt according to claim 24, wherein 

R4 is selected from thiopheneyl, pyrazolyl, isothiazolyl, and thiazolyl, each optionally 

substituted with from one to three substituents independently selected from halo, -CN, R6, 

and R7. 

26. A compound or pharmaceutically acceptable salt according to claim 25, wherein 

R4 is pyrazolyl optionally substituted with from one to three substituents independently 

selected from halo, -CN, R6, and R7. 

27. A compound or pharmaceutically acceptable salt according to claim 26, wherein 

R4 is pyrazol-4-yl optionally substituted with from one to three substituents independently 

selected from halo, -CN, R6, and R7. 

28. A compound or pharmaceutical ly acceptable salt according to any one of claims 20 

to 27, wherein R4 is substituted w/th methyl, ethyl, cyclopropyl or C1-2 haloalkyl 

29. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 5 and 7 to 28, wherein R5 C1.5 heteroaryl optionally substituted with from one to four 

substituents independently selected from halo, -NO2, -CN, CM alkyl, C2-4 alkenyl, 

C2-4 alkynyl, CM haloalkyl, and R1(). 
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30. A compound or pharmaceutically acceptable salt according to any one of claims 1 

to 5 and 7 to 28, wherein R5 is selected from hydrogen and halo. 

31. A compound or pharmaceutically acceptable salt according to claim 30, wherein 

R5 is selected from chloro and fluoro. 

32. A compound according to claim 1, which is selected from inc following 

compounds: 

2-((li?,2S)-2-Aminocyclohexylamino)-4-(/;j-tolylarnino')-6,7-dihydro-5//-

pyrrolo [3,4-</]pyrimidin-5-one; 

2-((li?,25)-2-Aminocyclohexylamino)-4-(3-fliioroplicnylamino)-6,7-dihydro-5//-

pyrrolo[3,4-(/lpyrimidin-5-one; 

2-((l/?,2iS)-2-Aminocyclohexylamino)-4-(3-chloroplicny!amino)-6,7-dihydro-5//-

pyrrolo[3,4-c/]pyrimidin-5-one; 

4-(l//-Indaz.ol-6-ylamino)-2-((I /?,2,S)-2-aminocyclohcxylamino)-6,7-dihydro-5T/-

pyrrolo[3,4-J]pyrimidin-5-one; 

2-((li?,2lS)-2-aminocyclohexylamino)-4-(3-(trifluoromcthyl)phenylamino)-6,7-

dihydro-5//-pyrrolo[3,4-f/]pyriitiid in-5-one; 

cw-2-(2-aminocyclohexylamino)-4-(3-(trifluoromethyl)phenylamino)-6,7-dihydro-

5#-pyrrolo[3,4-<:/]pyrimidii)-5~onc; 

2-(l-Methyl-l//-pyrazol-4-yl)-4-f';ij-folylamino)-6,7-dihydro-5/7-pyrrolo[3,4-

c/]pyrimidin-5-one; 

2-(4-Ethylpiperazin-1 -y l)-4-(«; -1 o lylamino)-6,7-dihydro-5/7-pyrrolo[3,4-

</]pyrimidin-5-one; j 

2-(Cyclohexylamino)-4-(tfi-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-<i]pyrimidin-

5-one; 

cw-2-(2-Hydroxycycloiicxylamino)-4-(wi-tolylamino)-6,7-dihydro-57/-pyrrolo[3,4-

^pyrimidin-5-one; 

2-(3-Aminopiperi^n-l-yl)-4-(m-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-

i/]pyrimidin-5-one; 

6-((li?,2lSl)-2-Aminocyclohcxylamino)-4-(w-tolylamino)-l//-pyrrolo[3,4-c]pyridin-

3(2//)-one; 
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2-((li?,2S)-2-Aminocyclohexylamino)-4-(l-methyl-l//r-pyrazol-4-yl)-(>,7-dihydro-

5//-pyrrolo[3,4-</]pyrimidin-5-onc; 

2-((17?,25r)-2-Ammocyclohexylamiiio)-4-(l-isobutyl-l//-pyrazol-4/yl)-6,7-

dihydro-5//-pyrrolo[3,4-<:/]pyrimidin-5-onc; 

2-((l/?,2lS)-2-Aminocyclohexylamino)-4-phenyl-6,7-dihydro-5//-pyrrolo[3>4-

e/Jpyrimid in-5 -one; 

2-((li?,2S)-2-Aminocyclohexylamino)-4-(benzo[bJlhiophei)-3-yl)-6,7-dihydro-5#-

pyrrolo [3,4-</]pyrimidin-5-one; 

2-((lA,25)-2-Amin<)cyclohexylamino)-4-(l -ethyl- l//-pyrazol-4-yl)-6,7-dihydro-

5 H-pyrrolo [3,4-<r/]pyrimidin-5-onc; 

2-((li?,21S)-2-Aminocyclohexylamino)-4-(l-benzyl-l//-pyrazol-4-yl)-6,7-dihydro-

5//-pyrrolo[3,4-(/|pyrimidin-5-one; 

2-((17?,21S')-2-Aminocyclohexylamino)-4-(imidazo[] ,2-a]pyridin-3-yl)-6,7-dihydro-

5//-pyiTolo[3,4-c/]pyrirnidin-5-onc; 

2-((li?,21S)-2-Aminocyclohexylamino)-4-(l-propyl-l//-pyrazol-4-yl)-6,7-dihydro-

5/7-pyrrolo[3,4-</]pyrimidin-5-onc^ 

2-((li?,2.S)-2-Aminocyclohexylamino)-4r( 1 -(2-mcthoxyethyl)-1 //-pyrazol-4-yl)-

6,7-dihydro-5/7-pyrrolo[3,4-c/]pyrimidin-5-onc; 

4-(l/f-Indazol-6-ylamino)-6-((l/?,25)-2-aminocyclohexylamino)-l#-pyrrolo[3,4-

c]pyridin-3 (2H)-one; 

6-((li?,2S)-2-Aminocyclohexylaijiino)-4-(4-fhioro-3-methylphenylamino)-l//-

pyrrolo [3,4-c]pyridin-3{ 2 / /)-on e; 

6-((l#,21S)-2-Aminocyclohcxylamino)-7-fluoro-4-(/n-tolylammo)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one 

6-((li?,2S)-2-AmmocycloHcxylamino)-4-(l-methyl-l//-pyrazol-4-yl)-li/-

pyrrolo [3,4-c] pyridin-3 (2//)-one; 

6-((3A,,4/?)-3-Aminotc(rahydro-2//-pyran-4-ylainino)-4-(l-methyl-l//-pyrazol-4-

yl)-1 //-pyrroto[3,4-c]pyridin-3(2//)-one; 

6-((li?,2S)-2-Amiuocyclohexylamino)-7-fluoro-4-(l -methyl-]//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2if)-one; 

6-((li?,21S)-2-Arninocyclohexy!amino)-7-chloro-4-(l-methyl-l//-pyrazol-4-yl)-l#-

pynqlo[3,4-c]pyridin-3 (2//)-one; 
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6-((l/?,2S)-2-Aminocyclohexylamino)-7-fluoro-4-(pyrazolo[l.,5-tf]pyrfdin-3-yl)-

l//-pyrrolo[3,4-c]pyridin-3(27/)-one; 

2-(2-(Aminomethyl)piperidin-l-yl)-4-(»/-tolylamino)-6,7-diliydrQi5//-pyrrolo[3,4-

i/|pyrimidin-5-one; 

6-((li?,2,S)-2-Aminocyclohexylamino)-4-(3-(methylsulfonyl)phenylamino)-l//-

pyrrolo [3,4-c]pyrid in-3 (2//)-one; 

6-((li?,21S)-2-Aminocyclopentylamino)-4-(3-(mcthy]sulfoj'iyl)phenylamirio)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

(i?)-4-Methyl-2-(4-(3-(methylsulfonyl)phenylamino)-2f-oxo-2,3-dihydro-l#-

pyrrolo[3,4-c]pyridin-6-ylarnino)pentanamid'c; 

(7?)-4-Methyl-2-(4-(l-methyl-l //-pyrazol-4-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)pentanamide; 

2-((li?,2S)-2-(Dimethylamino)cyclohexylamirio)-4-(m-tolylamino)-6,7-dihydro-

5/f-pyrro lo [3,4-<i]pyrirnidin-5 -one; 

2-((l/?,2£)-2-(Methylamino)cyclohexylaniino)-4-(m-tolylamino)-6,7-dihydro-5//-

pyrrolo[3,4-</]pyrimidin-5-one; f 

2'-((17?,2>S)-2-Aminocyclohexylamino,}-4'-(m-tolylamino)spiro[cyclopropane-l,7'-

pyrrolo[3,4-i/]pyrimidin]-5'(6'/f)-one; 

2-(2-Aminoethylamino)-4-(;»-tolyfamino)-6,7-dihydro-5//-pyrrolo[3,4-

<i]pyrimidin-5-one; 

2-(2-Amino-2-mcthylpropylainino)-4-(/»-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-

^pyrimidin-S-one; 

2-(5-Oxo-4-(m-tolylamino)-6,7-dihydro-5/7-pyrrolo[3,4-(/]pyrimidin-2-

ylamino)acctamide; 

2-((2-Aminoethyl)(mc(liyl)amino)-4-(m-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-

<i]pyrimidin-2-one; 

2-(Pyrrolidin-2-yImcthylamino)-4-(m-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-

rf]pyrimi£lin-5-one; 

2-(3-Amitiopynolidin-l-yl)-4-(m-tolylamino)-6,7-dihydro-5//-pyrrolo[3,4-

rf|pyrimidin-5-one; 

2-((l /^,25,).'-2-Aminocyclohcxylamino)-4-(l,5-dimcthyl- l//-pyrazol-4-yl)-6,7-

c}ihydro-5//-pyrrolo[3,4-c/|pyrimidin-5-onc; 
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2-((l/\!,25')-2-Aminocyclohexylaminoj-4-(l/f-indol-2-yl)-6,7-dilwdi-o-5//-

pyrrolo [3,4-c/]pyrimi din-5-one; 

2-((li?,2iS')-2-Aminocyclohcxylamino)-4-(l//-pyTazol-5-y])-6,7-ciihydro-5//-

pyrrolo [3,4-^/]pyrimidin-5-one; 

2-(3-Aminopropyl)-4-(w-tolylamino)-6,7-dihydro-5//-pyrrol9f3,4-c/]pyrimidin-5-

one; 

6-((li?,25)-2-Aminocyclohexylamino)-4-(bcnzofuran-3-y))-7-fluoro-l//-

pyrrolo[3,4-c]pyridin-3(2//)-onc; 

6-((l /?,2S)-2-aminocyclohexylamino)-7-fluoro-4-(imi(1azo[l ,2-a]pyridin-3-yl)-]//-

pyrrolo [3,4-c]pyridin-3 (2//)-onc; / 

6-((li?,25)-2-aminocyclohexylamino)-4-(benzo[&lihiophen-3-yl)-7-fluoro-li:/-

pyrrolo[3,4-c]pyridin-3(2/7)-one; / 

6-((l1S,,2A)-2-Aminocyclohcxylamino)-7-fluoro-4-(l-methyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-onc; 

(if)-6-(2-Amino-3-ethoxypropylamino )-4-6m-tolylamino)- 1//-pyrrolo [3,4-

c]pyridin-3(2//)-one; / 

(i?)-6-(2-Amino-3-ethoxypropylamino) 7-fhioro-4-(;72-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

6-(2-Amino-3,3,3-trif]uoropropylamino)-4-(w-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3 (2//)-one; 

(/f)-4-Methyl-2-(3-oxo-4-(m-tolylamino)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)pentanamide; 

6-(c7\s'-4-Aminotetrahydrolunin-3-ylamino)-4-(/n-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2H)-oiie; 

6-((li?,25')-2-Aminocyc)ohcxylamino)-4-(] -ethyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-c]pyridin-3(2i/)-one; 

6-((li?,2£)-2-Amino/yclohexylamino)-4-(l-ethyl-l/f-pyrazol-4-yl)-7-fluoro-l//-

pyrrolo[3,4-t'Jpyridin-3(2//)-onc; 

6-((!/^,2lS')-2-AniiiK)cyclohcxylamino)-4-(l-cyclopropyl-l//-pyrazol-4-yl)-l//-

pyrro 1 of 3,4-c]pyridin-3 (2//)-onc; 

6-((li?,21S)-2-Ami!iocyclohexylamino)-4-(l -(difluoromethyl)-l//-pyrazol-4-yl)-7-

fluoro-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 
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6-((l/^2S')-2-Aminocyclohexylammo)-4-(l-cyclopropyl-1//-pyrazol-

fluoro-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

c«-6-(2-Aminocyclohexylamino)-7-fluoro-4-( 1 -methyl-1 //-pyrazpl-4-y I)-1H-

pyrrolo [3,4-6']pyridin-3(2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluor9^4-(l-methyl-l//-

pyrazol-4-yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(cz.v-2-Amino-4,4-difluorocyclopentylamino)-7-fluoro-J^(l-methyl-l//-pyrazol-

4-yl)-l/7-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(cw-2-Amino-3,3-difluorocyclohexylamino)-7-fluoro-4-( 1-methyl-l//-pyrazol-4-

yl)-1 //-pyrrolo [3,4-c]pyridin-3(2//)-one; 

6-(cw-2-Amino-3,3-difluorocyclohexylamino)-4-(l -(difluoromethyl)-l//-pyrazol-

4-yl)-7-fluoro-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-(cw-2-amino-3,3-diiluorocyclohexylamino)-4-( 1-cyclopropyl-1 H-pyrazol-4-yl)-

7-fluoro-lH-pyrrolo[3,4-c]pyridin-3r2H)-one; 

(/?)-2-(7-Fluoro-4-(l-methyl-l//-pyrazol-4-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-mcthylpc/itanamide; 

(/?)-2-(4-(l -(Difluoromethyl)-1 //-pyra2iol-4-yl)-7-fluoro-3-oxo-2,3-dihydro-l//-

pyrrolo[3,4-c]pyridin-6-ylam;iio)-4-methylpentanamide; 

(/?)-2-(4-(l-Cyclopropyl- l//-pyrazdl-4-yl)-7-fluoro-3-oxo-2,3-dihydro-l//-

pyrrolo[3,4-c]pyridin-6-y)amino)-4-methylpentanamide; 

(/?)-2-(4-(Benzofuran-3-yl)-7-lluoro-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-

6-ylamino)-4-methyli>entariamidc; 

(/?)-2-(7-Fluoro-3-oxo-4-(pyra/'(>lo[l,5-a]pyridin-3-yl)-2,3-dihydro-l//-

pyrrolo[3,4-c]pyridin-6-ylamino)-4-methylpentanamide; 

6-((l/?,2<S)-2-Aminocydohexylamino)-7-chloro-4-(w-tolylamino)-l//-pyrrolo[3,4-

c] pyri d i n-3(2//)-one; 

6-((l/?,25)-2-Amin9cyclohcxylamitio)-3-oxo-4-(m-tolylamino)-2,3-dihydro-l//-

pyrrolo[3,4-t]pyridine-7-carbonitrile; 

(/?)-6-(2-AmiiKv3-methoxypropylamino)-4-(m-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

(/?)-6-(2-A rrj i no-3-methoxypropylamino)-3 -oxo-4-(m-tolylamino)-2,3 -dihydro-\H-

py/rolo[3,4-c]pyridine-7-carbonitrile; 
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(i?)-6-(2-Amino-3-methoxypropylamino)-7-fluoro-4-(m-tolylamino)-l if-

pyrrolo [3,4-c]pyridin-3 (2ft)-one; 

7-Acryloyl-6-((17?,2S)-2-aminocyclohexylamino)-4-(m-tolylamino ),-!//-

pyrrolo[3,4-c]pyridin-3(2//)-one; / 

6-((li?,2>S)-2-Aminocyclohexylamino)-7-iodo-4-(«z-tolylamino )J1 /7-pyrrolo[3,4-

c]pyridin-3(2//)-onc; / 

6-((lJ/?,2,S*)-2-Aininocyclohexylamino)-7-(l//-pyi'a/ol-4-yl )-4-(wMolylamino)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; / 

6-(cz'1s'-2-Amino-3,3-difluorocyclohexylamino)-4-(w;-lolyjtimiiio)-l//-pyiTolo[3,4-

c]pyridin-3(2/7)-one; / 

6-((li?,21S^-2-Aminocyclohexylamino)-7-(l-methyl-J//-pyrazol-5-yl)-4-(m-

to1ylamino)-l//-pyrrolo [3,4-e]pyridin-3(2/7V-one; 

6-((3/?,4^)-3-Aminotetrahydro-2//-pyran-4-ylarniho)-4-(m-tolylamino)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-4-Aminotetrahydro-2//-pyran-3-ylamino)-4-(/«-tolylamino)-l//-

pyrrolo[3,4-c]pyridin-3(2//)-one; / 

tert-Butyl (1 S,2R)-2-(3 -oxo-7-pheny I -4-(wi/to 1 y la mi no)-2,3 -dihydro-1H-

pyrrolo[3,4-c]pyridin-6-ylamino )(?yclohexy I carbamate; 

6-((l/?,2S)-2-Aminocyclohexylamino)-/-methyl-4-(m-tolylamino)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; 

6-((3i?,4i?)-3-Aminotctrahydro-2/y-pyran-4-ylamino)-7-fluoro-4-(?«-tolylamino)-

l//-pyrrolo[3,4-c]pyridin-3'(2//)-onc; 

6-((li?,21S)-2-Aminocyclohexylamino)-7-methyl-4-(]-methyl-l//-pyrazol-4-yl)-

1//-p JTTOIO [3,4-c] py ridhi-3 (2//)-one; 

(/?)-6-(2-Amino-3-mcthoxyp/opylarnino)-4-(l-rnethyl-l//-pyrazol-4-yl)-l//-

pyrrolo[3,4-r]pyrid;n-3(2//)-one; 

6-((3i?,4/?)-3-Ammotctrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(pyrazolo[l,5-

<2]pyridin-3-yl)-///-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((3i?,4A)-3-Amiiiotc'trahydro-2/Y-pyran-4-ylamino)-4-(l-(difluoromethyl)-l//-

pyrazol-4-yl)-7-fhioro-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((3/?,4i?)-3-Amihotctrahydro-2//-pyran-4-ylamino)-4-(benzofuran-3-yl)-7-

fluoro-1 /7-pyiTolo[3,4-cJpyridin-3(2//)-one; 
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(5)-6-(3-Aminopyrrolidin-1 -yl)-7-fluoro-4-( 1 -methyl- l//-pyrazol-4-yl)-1H-

pyrrolo [3,4-c]pyri din-3 (2//)-one; / 

0S)-6-(3-Aminopiperidin-]-yl)-7-fluoro-4-(l-methyl-l//-pyrazol-4-yI:)-l//-

pyrrolo[3,4-c]pyridin-3(2iY)-one; / 

6-((li?,25)-2-Aminocyclohexylamino)-7-fluoro-4-(l-isopropyl-1 //-pyrazol-4-yl)-

l//-pyirolo[3,4-c]pyridin-3(2//)-one; / 

7-Fluoro-4,6-bis(l-methyl-l//-pyrazol-4-yl)-l//-pyrrolo[3,4-o]pyridin-3(2//)-one; 

6-((li?,2S)-2-Aminocyclohexylamino)-7-bromo-4-(l-methyl 1 Tf-pyrazol-4-yl)-1II-

pyrrolo[3,4-c]pyridin-3(2//)-one; / 

2-((li?,2S)-2-Aminocyclohexylamino)-4-(l-(4-fluorophenyl)-l#-pyrazol-4-yl)-

6,7-dihydro-5/7-pyrrolo[3,4-6T|pyrimidin-5-one; 

(/?)-6-(2-Amino-3-inethoxypropylamino)-7-fluoro-4-n -methyl-l//-pyrazol-4-yl)-

l//-pyrrolo[3,4-c]pyridin-3(2//)-otie; 

6-((3i?,4i?)-3-Aminotetrahydro-2/y-pyran-4-ylami»o)-7-fluoro-4-(thiophen-3-yl)-

1 //-pyrrolo [3,4-c]py ridin-3 (2H)-one; 

6-((3i?,4i?)-3-Aminotetrahydro-2//-pyran-4-yUimino)-7-fluoro-4-(4-

methylthiophcn-2-yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((l/?,2,S,)-2-Aminocyclohexylamino)-7-lluoro-4-(4-methylthiophen-2-yl)-l//-

pyrrolo [3,4-c]pyridin-3 (2//)-one; 

6-((li?,2S)-2-Aminocyclohexylamiiio)-7-fluoro-4-(thiophen-3-yl)-l//-pyrrolo[3,4-

c]pyridin-3(2//)-one; / 

(/?)-2-(7-Fluoro-4-(l-methyl-l//-pyra/ol-4-yl)-3-oxo-2,3-dihydro-17/-pyrrolo[3,4-

6']pyridin-6-ylamino)-A',4-!dimcthylpentanamide; 

6-((li?,2S)-2-Aminocyclohexylummo)-7-fluoro-4-(5-methylthiophen-2-yl)-li/-

pyrrolo[3,4-c]pyridin-3t(2//)-one; 

(7?)-2-(7-Fluoro-4-(4-methyl(hiophen-2-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

cJpyridin-6-ylamiii6)-4-methylpentanamide; 

(/?)-2-(7-Fluoro-3-oxo-4-(thiophcn-3-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-memylpcntanamide; 

(i?)-2-(7-Fluoro-4-(5ymethylthiophen-2-yl)-3-oxo-2,3-dihydro-l.//-pyrrolo[3,4-

c]pyridin-67ylamino)-4-mcthylpentanamide; 

260 



WO 2011/079051 PCT/CS2010$61146 
'K-5002-W0 

6-((li?,2S)-2-Aminocyclohexylamino)-4-(2-aminothiazol-5-yl)-7-fhioro/l//-

pyrrolo[3,4-c]pyridin-3 (2ft)-one; 

(/?)-2-(7-Fluoro-4-(furan-2-yl)-3-oxo-2,3-dihydro-l/7-pyrrolo[3,4-6']^yridin-6-

ylamino)-4-methylpentanamide; 

(^)-2-(7-Fluoro-4-(furan-3-yl)-3-oxo-2,3-dihydro-l//-pyrrolo[3,^-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(7?)-2-(7-Fluoro-4-(furan-2-yl)-3-oxo-2,3-dihydro-l//-pyrrol9[3,4-c]pyridirL-6-

ylamino)-4-methylpentanamide; 

(/?)-2-(4-(5-Cyanothiophcn-2-yl)-7-fluoro-3-oxo-2,3-dihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

(7?)-2-(4-(4-Cyanothiophen-2-yl)-7-fluoro-3-oxo-2,3-(fihydro-l//-pyrrolo[3,4-

c]pyridin-6-ylamino)-4-mclhylpciUanamidc;y 

(^)-2-(7-Fluoro-3-oxo-4-(thiazol-5-yl)-2,3-dihydro l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

(/?)-2-(7-Fluoro-4-(isothiazol-5-yl)-3-oxo-2,3-<tf hydro-l//-pyrrolo[3,4-c]pyridin-6-

ylamino)-4-methylpentanamide; 

6-((li?,25)-2-Aminocyclohexylamino)-7-flu'oro-l,]-dimethyl-4-(l-methyL-177-

pyrazol-4-yl)-l/7-pyrrolo[3,4-c]pyndin-3(2/-/)-one; 

((1 R,2S)-2-Aminocyclohexylamino)-7-1 (uoro-4 -(1 -methy 1 -177-pyrazo 1 -3 -y 1)-1H-

pyrrolo[3,4-c]pyridin-3(2//)-one; 

6-((li?,2iS)-2-Aminocyclohexylamiii6)-7-fluoro-4-(2-methylthiazol-5-yl)-17/-

pyrrolo[3,4-c]pyridin-3(2//)-onc; 

6-((37?,4i?)-3-Aminotetrahydro-277-pyran-4-ylamino)-7-fluoro-4-(5-

methylthiophen-2-yl)- l«-pyrrolo[3,4-c]pyridin-3(2/f)-one; 

6-((li?,2lS)-2-Aminocyclohc.vylamino)-7-fluoro-l-methyl-4-(l-methyl-l/7-pyrazol-

4-y])-l//-pyrrolo[3.4-c]pyriditi-3(2//)-one; 

(i?)-2-(7-Fluoro-3-oxo- 4-(thiophen-2-yl)-2,3-dihydro-l//-pyrrolo[3,4-c]pyridin-6-

yl amino M -mctHylpentanamide; 

6-((3i?,4i?)-3-Aminot</trahydro-2//-pyran-4-ylamino)-7-fluoro-4-(thiophen-2-yl)-

1H- pyrro lo [3,4-c]pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Ami/iotetrahydro-2//-pyran-4-ylamino)-7-fluoro-4-(thiazol-5-yl)-l/f-

pyrrolo 13,4-c]pyridin-3 (2/7)-one; 
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6-((l/?,2iS)-2-Aminocyclohexylamino)-7-fluoro-4-(thiophen-2-yl)-l/7-py»rolo[3,4-

c]pyridin-3(2//)-onc; j 

6-((3/?,4/?)-3-Aminotetrahydro-2/7-pyran-4-ylamino)-7-fluoro-4-(4-

(trifluoromethyl)-l//-imidazol-l-yl)-l//-pyrrolo[3,4-c]pyrid/n-3(2/:/)-one; 

6-((lj'?,2lS,)-2-Aminocyclohexylamino)-7-fluoro-4-(4-methyl-l//-imidazol-l-yl)-

1 //-pyrrolo [3,4-c] pyridin-3 (2//)-one; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylamino)-7-fluoror'4-(3-

methylisothiazol-5-yl)-l//-pyrrolo[3,4-c]pyridin-3(2//)-onc; 

6-((3/?,4/?)-3-Aininotetrahydro-2/7-pyran-4-ylamino)-7-fliipro-4-(2-methylthiazol-

5 -yl)-1 //-pyrrolo[3,4-c]pyridin-3(2//)-one; 

(/?)-2-(7-Fluoro-4-(2-mcthylthiazol-5-y])-3-oxo-2,3-di!iydro-l//-pyrro]o[3,4-

c]pyridin-6-ylamino)-4-methylpentanamide; 

6-((3/?,4/?)-3-Aminotctrahydro-2f/-pyran-4-ylaminQ'j-4-(5-chlorothiophen-2-yl)-7-

fhioro-l//-pyrrolo[3,4-c]pyridin-3(2//)-on</; 

6-((3/?,4/?)-3-Aminotetrahydro-2//-pyran-4-ylammo)-4-(l-cyclopropyl-1//-

pyrazol-4-yl)-7-fluoro-l//-pyrrolo[3,4-("lpyridin-3(2//)-one; 

a stereoisomer of any of the aforementioned compounds; and 

a pharmaceutically acceptable salt of any of the aforementioned compounds or 

stereoisomers. 

33. A pharmaceutical composition comprising: 

a compound or pharmaceutically acceptable salt as defined in any one of claims 1 

to 32; and 

a pharmaceutically acceptable cxcipient. 
/ 
/ 

34. A use of a compound or pharrrjaceutically acceptable salt as defined in any one of 

claims 1 to 32, as a medicament. / 

35. A use of a compound or pharmaceutically acceptable salt as defined in any one of 

claims 1 to 32, for the manufacture of a medicament for the treatment of a disease or 

condition for which a SYK inhibitor is indicated. 
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36. A method of treating a disease or condition in a subject for which a SYfC inhibitor 

is indicated, the method comprising administering to the subject an effective/mount of a 

compound or pharmaceutically acceptable salt as defined in any one of clajms 1 to 32. 

37. A method of treating a disease or condition in a subject, the method comprising 

administering to the subject an effective amount of a compound or pharmaceutically 

acceptable salt as defined in any one of claims 1 to 32, wherein the disease or condition is 

selected from allergic rhinitis, allergic asthma, atopic dermatitis, rheumatoid arthritis, 

multiple sclerosis, systemic lupus erythematosus, psoriasis, immune thrombocytopenic 

purpura, inflammatory bowel disease, chronic obstructive pulmonary disease, and 

thrombosis. 

38. A method of treating a disease or condition in a subject, the method comprising 

administering to the subject an effective amount of a compound or pharmaceutically 

acceptable salt as defined in any one of claims 1 to 32/wherein the disease or condition is 

selected from a hematological malignancy and an epithelial cancer. 

39. A method according to claim 38, whcrcin/thc hematological malignancy is selected 

from acute myeloid leukemia, B-cell chronic lymphocytic leukemia, B-cell lymphoma, 

and T-cell lymphoma. 

40. A method according to claim 38, wherein the epithelial cancer is selected from 

lung cancer, pancreatic cancer, and colon cancer. 

41. A combination of an effective amount of a compound or pharmaceutically 

acceptable salt as defined in any one of claims 1 to 32, and at least one additional 

pharmacologically active agent. 

42. A combination according to claim 41, wherein the additional pharmacologically 

active agent is a DMARD. 

43. A combination according to claim 42, wherein the DMARD is methotrexate. 
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