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

(19) World Intellectual Property 	
-, 

Organization 

	

	 M1111101110101011111 HO HI 101110111100 11111 100 11111 00 111110111011# 11 
International Bureau 	 0........ 

........,/ 	
(10) International Publication Number 

(43) International Publication Date 	 WO 2014/164503 Al 
9 October 2014 (09.10.2014) 	W I PO I P CT 

(51) International Patent Classification: 	 AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY, 
C07K 16/28 (2006.01) 	 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, 
(21) International Application Number: 	 HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN, KP, KR, 

	

PCT/US2014/022623 	KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME, 
(22) International Filing Date: 	 MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ, 

	

10 March 2014 (10.03.2014) 	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, 

(25) Filing Language: 	 English 	TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, 

(26) Publication Language: 	 English 	ZW.  

(30) Priority Data: 	 (84) Designated States (unless otherwise indicated, for every 

61/776,724 	11 March 2013 (11.03.2013) 	US 	kind of regional protection available): ARIPO (BW, GH, 

61/776,715 	11 March 2013 (11.03.2013) 	US 	GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ, 

61/776,710 	11 March 2013 (11.03.2013) 	US 	UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ, 
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK, 

(71) Applicant: GENZYME CORPORATION [US/US]; 500 	EE, ES, FI, FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV, 
Kendall Street, Cambridge, MA 02142 (US). 	 MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM, 

(72) Inventors: PAN, Clark; Sutton, MA (US). QIU, Huawei; 	TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 

	

Westborough, MA (US). DHAL, Pradeep; Westford, MA 	
KM, ML, MR, NE, SN, TD, TG). 

 

	

(US). CHEN, Bo; Boston, MA (US). GIANOLIO, Diego; 	Published: 
Somerville, MA (US). 

— 	with international search report (Art. 21(3)) 

	

(74) Agents: VELEMA, James, H. et al.; Lathrop & Gage 	before the expiration of the time limit for amending the 
LLP, 28 State Street, Boston, MA 02109 (US). 	 claims and to be republished in the event of receipt of 

	

(81) Designated States (unless otherwise indicated, for every 	amendments (Rule 48.2(h)) 

kind of national protection available): AE, AG, AL, AM, 

(54) Title: HYPERGLYCOSYLATED 

Existing 

v, 

VH 

CH1 L  

C H2 

0 = 

Il 	 HO 
HO 	OH HOOC 

C H3

a  

n 

BINDING 

Carbohydrates 

`":>,: 

Asn297 

Na104 	0, 

POLYPEPTIDES 

VH 

C„1 

CH2 

HOOC 

CH3

i 

'''ZZ>-,4> 

v, 

Engineered Glycosylation 

v, 

VH 

• A1a114 	CH1 

CH2 

1 	 CH31 

© 

x. 

10 
CliT1) Dan —0—N112 	I 

N, 

i
I

d 
T' i 
1 

HOOC 

Sites 

Asn298 

.>.:7. 

0 	0 — 
M 	 AcHN 

HO 
© 
kr) 
71- 
V::+ ,-, 
1-1 	(57) Abstract: Provided are binding polypeptides 
0 main (e.g., a human IgG1 CH1 domain), wherein 
” tion (114), according to Kabat numbering. 

C expression vectors and host cells for making 
disclosed herein to treat disease are also provided. 

Also 
such 

0 
AcHN °—  

HO 

(e.g., antibodies), 
the CH1 domain has 

provided are nucleic 
antigen-binding polypeptides. 

Fig. 

and 

acids 

0 
AcHN-  

HO 

I 

effector moiety conjugates thereof, 
an engineered N-linked glycosylation 

encoding the antigen-binding 
Methods of using the antigen 

comprising a CH1 do - 
site at amino acid posi - 

polypeptides, recombinant 
-binding polypeptides 

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

Organization 
International Bureau 

(43) International Publication Date 
9 October 2014 (09.10.2014) WIPOIPCT 

(10) International Publication Number 

WO 2014/164503 A1 

(51) International Patent Classification: 
C07K16/28 (2006.01) 

(21) International Application Number: 

(22) International Filing Date: 

(25) Filing Language: 

(26) Publication Language: 

PCT/US2014/022623 

10 March 2014 (10.03.2014) 

English 

English 

(30) Priority Data: 
61/776,724 
61/776,715 
61/776,710 

11 March 2013 (11.03.2013) US 
11 March 2013 (11.03.2013) US 
11 March 2013 (11.03.2013) US 

(71) Applicant: GENZYME CORPORATION [US/US]; 500 
Kendall Street, Cambridge, MA 02142 (US). 

(72) Inventors: PAN, Clark; Sutton, MA (US). QIU, Huawei; 
Westborough, MA (US). DHAL, Pradeep; Westford, MA 
(US). CHEN, Bo; Boston, MA (US). GIANOLIO, Diego; 
Somerville, MA (US). 

(74) Agents: VELEMA, James, H. et al.; Lathrop & Gage 
LLP, 28 State Street, Boston, MA 02109 (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). 

Published: 
— with international search report (Art. 21(3)) 
— before the expiration of the time limit for amending the 

claims and to be republished in the event of receipt of 
amendments (Rule 48.2(h)) 

(54) Title: HYPERGLYCOSYLATED BINDING POLYPEPTIDES 

Existing Carbohydrates Engineered Glycosylation Sites 

Asn298 

o 
•t 

o 
CJ 

(57) Abstract: Provided are binding polypeptides (e.g., antibodies), and effector moiety conjugates thereof, comprising a CHI do­
main (e.g., a human IgGl CHI domain), wherein the CHI domain has an engineered N-linked glycosylation site at amino acid posi -
tion (114), according to Kabat numbering. Also provided are nucleic acids encoding the antigen-binding polypeptides, recombinant 
expression vectors and host cells for making such antigen-binding polypeptides. Methods of using the antigen-binding polypeptides 
disclosed herein to treat disease are also provided. 


