wo 2021/136293 A1 | AL 0000 TR0 00O O

(12) E=RE R SRR LT A i E PR 1E

19) tH SR N0 F=F 4R 2R >
B %

“3) Efr 2 H
2021 £ 7 A 8 H (08.07.2021)

WIPOIPCT

O 00 0t
10) EfR 2 HS
WO 2021/136293 A1l

G EFREFHES:

CO7K 14/62 (2006.01)  AG61P 3/10 (2006.01)
AGIK 38/28 (2006.01)
(21) EpREIES: PCT/CN2020/141018
(22) EFREIER: 2020 £F 12 A 29 H (29.12.2020)
(25) RIFES: LED'S
(26) ATHIEE: LED'S
(30) {54
201911398378.0 2019812 H30H (30.12.2019) CN
202011057926.6 202049 H29H (29.09.2020) CN

) BigA: HEH A K% & IR 2 3 (GAN & LEE
PHARMACEUTICALS) [CN/CN]; 77 E b nT i
X 28 BLFH R X P — %85, Beijing 101109 (CN).

(72) %288 A : H £ (GAN, Zhongru); ' [E AL 5T 8 M
X 3% H 4 r A i — 2% 85, Beijing 101109 (CN).
% 1% (CHEN, Wei); [ b 5t 7 8 M X 3 B 4
7 X 9 — % 8 5, Beijing 101109 (CN), 3k —F
(ZHANG, Yining); H [El b 50 77 38 JH X 335 EL 1R K
78— %85, Beijing 101109 (CN). E&75 Bl(XUE,
Fangkai); = [ b 50 T8 M X 55 2w AL 7 — %
85, Beijing 101109 (CN). %834 E(CAI, Lingyu);
Fp b T N DX B e R P — 85, Beijing
101109 (CN). 3T £I(NIU, Jianghong); 1 [E b
T IE M DX 356 EL 4R R AL TS — #4585, Beijing 101109
(CN). B MU, Bin); 7 [ b 52 7 38 X 58 B
R 75 —#%85, Beijing 101109 (CN).

ODREBA: PR EHNEIHRAKEBEBAREE
4 F] (CHINA SCIENCE PATENT & TRADEMARK
AGENT LTD.); H E db = W g v X i =3 Jb %
87°54-1105%, Beijing 100089 (CN).

@D BEE GrrATey, ERG—FrREMNEE
{-377) : 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, DJ, DK, DM, DO, DZ, EC, EE, EG, ES, FL, GB,

GD, GE, GH, GM, GT, HN, HR, HU, ID, IL, IN, IR, IS, IT,
JO, JP, KE, KG, KII, KN, KP, KR, KW, KZ, LA, LC, LK,
LR, LS, 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,
ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ, UA, UG, US,
UZ, VC, VN, WS, ZA, ZM, ZW.

B4) BEE FrHETEYH, ERG—FrRMERHIX
237 : ARIPO (BW, GH, GM, KE, LR, LS, MW, MZ,
NA, RW, SD, SL, ST, SZ, TZ, UG, ZM, ZW), BT (AM,
AZ, BY, KG, KZ, RU, TJ, TM), FXil (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).

KEPFR AT
— BIEEPR R (EAH2140)) .
— BRI B EEIRE (5. 2(a))

(54) Title: INSULIN DERIVATIVE
(54) REABIR: WEBREMTED

(57) Abstract: Provided is an insulin derivative, a pharmaceutical formulation thereof, a pharmaceutical composition of same with
a long-acting GLP-1 compound, and a medical use of the acylated insulin, said pharmaceutical formulation, and said pharmaceutical
composition. In comparison with insulin degludec or other insulin derivatives, the insulin derivative has unexpectedly significantly
increased efficacy, longer duration of action, longer half-life in vivo, good bioavailability, and better physical and chemical stability.
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