
(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 

(19) World Intellectual Property 	
-, 

Organization 	 111111110111101110101011111010111110111011101111011110111111001111101111011111 
International Bureau 	 0........ 	 (10) International Publication Number 

(43) International Publication Date 	........r.....1 
WO 2014/116593 Al 

31 July 2014 (31.07.2014) 	WIPO I PCT 

(51) International Patent Classification: 	 (74) Agents: ELRIEL, Ivor, R. et al.; Mintz Levin Cohn Ferris 
CO7D 263/57 (2006.01) 	A61K 31/421 (2006.01) 	 Glovsky and Popeo, P.C., One Financial Center, Boston, 
CO7D 263/54 (2006.01) 	A61P 27/00 (2006.01) 	 MA 02111 (US). 

(21) International Application Number: 	 (81) Designated States (unless otherwise indicated, for every 

	

PCT/US2014/012356 	kind of national protection available): AE, AG, AL, AM, 
AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY, 

(22) International Filing Date: 	 BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, 
21 January 2014 (21.01.2014) DO, DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, 

(25) Filing Language: 	 English 	HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN, KP, KR, 
KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME, 

(26) Publication Language: 	 English 	MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ, 

(30) Priority Data: 	 OM, PA, PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SA, 

61/756,778 	25 January 2013 (25.01.2013) 	US 	SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, 

(71) Applicant: ALDEXA THERAPEUTICS, INC. [US/US]; 	ZW. 
15 New England Executive Park, Burlington, MA 01803 
(US). 	 (84) Designated States (unless otherwise indicated, for every 

kind of regional protection available): ARIPO (BW, GH, 
(72) Inventors: CHABALA, John, Clifford; 221 Throwbridge 	GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ, 

Drive, Scotch Plains, NJ 07076 (US). JORDAN, Thomas, 	UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ, 
A.; 12214 Main Campus Drive, Lexington, MA 02421 	TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK, 

= 	(US). LING, Ke-Qing; 7258 Auburn Road, Painesville, 	EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV, 
— 	OH 44077 (US). GLEASON, John, G.; 2296 Cleawater 	MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM, 
= 	Run, The Villages, FL 32162 (US). KINNEY, William, 	TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
— 	A.; 16 Thompson Mill Road, Newtown, PA 18940 (US). 	KM, ML, MR, NE, SN, TD, TG). 

[Continued on next page] 

(54) Title: NOVEL TRAPS IN THE TREATMENT OF MACULAR DEGENERATION 

(57) Abstract: The present invention is directed to com- 
5 a 	 pounds of formula (A): pharmaceutical compositions, and 

. 	 methods of use for treating, reducing a symptom of or redu- 
RI 	(A), 	 cing the risk of macular degeneration. 

= 
= 
- 

Isornetr,  
efa HMI 	 hydrolasa 	 LRAT 

ROL 	 tram Ester cis 	Ii.,  
= 
= 
= 

r cis 	9 	RFS85 

= 
cis 

cis 

RAL 

RAL 

 	. 	. 	  

MALBP 	 CRar 
RPE 

IMP 	 IRBP 
OS 

trans 

trans 
....—........, 

ROL 

ROL 

..... ... 

2
0

1
4
/ 1

1
6
5
9
3
 A

l
 11

11
11

11
 

4 

Opa-Cis 

lf 
	Fi a optun oft* 	 Fl r2 	 OpS-trans ROL SIAM 

RAL 	 isms RI N 14 	base 
product 2fops-trans 

Rh 
°fa 

:3 
1. 

terns tk 

RAL 

3b 
trams RAL 

Figure 1 

O 

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 
(19) World Intellectual Property 

Organization 
International Bureau „ 

(10) International Publication Number 
(43) International Publication Date ^ ̂  WO 2014/116593 Al 

31 July 2014 (31.07.2014) WIPO I PCT 

(51) International Patent Classification: 
C07D 263/57 (2006.01) A61K 31/421 (2006.01) 
C07D 263/54 (2006.01) A61P 27/00 (2006.01) 

(21) International Application Number: 

(22) International Filing Date: 

(25) Filing Language: 

(26) Publication Language: 

PCT/US2014/012356 

21 January 2014 (21.01.2014) 

English 

English 

(30) Priority Data: 
61/756,778 25 January 2013 (25.01.2013) US 

(71) Applicant: ALDEXA THERAPEUTICS, INC. [US/US]; 
15 New England Executive Park, Burlington, MA 01803 
(US). 

(72) Inventors: CHABALA, John, Clifford; 221 Throwbridge 
Drive, Scotch Plains, NJ 07076 (US). JORDAN, Thomas, 
A.; 12214 Main Campus Drive, Lexington, MA 02421 
(US). LING, Ke-Qing; 7258 Auburn Road, Painesville, 
OH 44077 (US). GLEASON, John, G.; 2296 Cleawater 
Run, The Villages, FL 32162 (US). KINNEY, William, 
A.; 16 Thompson Mill Road, Newtown, PA 18940 (US). 

(74) Agents: ELRIEL, Ivor, R. et al.; Mintz Levin Cohn Ferris 
Glovsky and Popeo, P.C., One Financial Center, Boston, 
MA 02111 (US). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available)'. AE, AG, AL, AM, 
AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY, 
BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM, 
DO, DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, 
HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN, KP, KR, 
KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME, 
MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ, 
OM, PA, PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SA, 
SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, 
ZW. 

(84) Designated States (unless otherwise indicated, for every 
kind of regional protection available)'. ARIPO (BW, GH, 
GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ, 
UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ, 
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK, 
EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV, 
MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM, 
TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
KM, ML, MR, NE, SN, TD, TG). 

[Continued on next page] 

(54) Title: NOVEL TRAPS IN THE TREATMENT OF MACULAR DEGENERATION 

(57) Abstract: The present invention is directed to com­
pounds of formula (A): pharmaceutical compositions, and 
methods of use for treating, reducing a symptom of or redu­
cing the risk of macular degeneration. 

o\ 

Isomer 
cts fU3H hydrotasa LRAT 

els ROL < trans Ester 
CRALBP 9 RPE68 f 

CIS HAL CRALBP CRBP 
RPE 

trans ROL 

11 1FIBP IRBP 7 
OS 

trans ROL 

j*i2 12 

QpS-C/S RAL 

Opsin cycto 

Ops-f/ans ROL 
irafls RDH14 

ABCR a \ 
fra/ts RON I 

ScHJff 
base 

product 
I ^-2——v Qps-fisnsRAL P * 
V 1 j /ii\3 >3a t 

oSs trans M3 ™ RAL ^ 

Mi, 

trans M3 

Figure 1 

O 
CJ 

o 
& 



WO 2014/116593 All#110H01101DEIROIDIE301111111111111111111111111111111011110111111 

Published: — 	before the expiration of the time limit for amending the 
— 	with international search report (Art. 21(3)) claims and to be republished in 

amendments (Rule 48.2(h)) 
the event of receipt of 

WO 2014/116593 Al I lllll llllllll II llllll III lllll III llll III III lllll lllll lllll lllll lllll llll lllllll llll llll llll 
u ls e ' — before the expiration of the time limit for amending the 

— with international search report (Art. 21(3)) claims and to be republished in the event of receipt of 
amendments (Rule 48.2(h)) 


