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Also disclosed herein is: [1] An antibody-drug conjugate wherein 

an antitumor compound represented by the following formula 

[Chem. 2] 

 

is conjugated to an anti-HER3 antibody by a thioether bond which 

is formed at a disulfide bond moiety present in a hinge part of 

the anti-HER3 antibody via a linker having a structure 

represented by the following formula: 
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[0014] 

 Here, the anti-HER3 antibody is connected to the terminal of 

L
1
, the antitumor compound is connected to the carbonyl group of 

-(CH2)n
2
-C(=O)- moiety or the C terminal of L

P
, with the nitrogen 

atom of the amino group at position 1 as a connecting position. 

In the formula, n
1
 represents an integer of 0 to 6, 

n
2
 represents an integer of 0 to 5, 

L
1
 represents -(Succinimid-3-yl-N)-(CH2)n

3
-C(=O)-, 

wherein n
3
 represents an integer of 2 to 8, 

L
2
 represents -NH-(CH2CH2-O)n

4
-CH2CH2-C(=O)- or a single bond, 

wherein n
4
 represents an integer of 1 to 6, 

L
P
 represents a peptide residue consisting of 2 to 7 amino acids, 

L
a
 represents -O- or a single bond, 

-(Succinimid-3-yl-N)- has a structure represented by the 

following formula:



 

 

6 

[Chem. 3] 

 
which is connected to the anti-HER3 antibody at position 3 

thereof and is connected on the nitrogen atom at position 1 to a 

methylene group in the linker structure containing this 

structure. 

[0015] The present disclosure further relates to each of the 

followings. 

[2] The antibody-drug conjugate according to [1], wherein the 

peptide residue of L
P
 is a peptide residue comprising an amino 

acid selected from phenylalanine, glycine, valine, lysine, 

citrulline, serine, glutamic acid, and aspartic acid. 

[3] The antibody-drug conjugate according to [1] or [2], wherein 

L
P
 is a peptide residue selected from the following group 

-GGF-, 

-DGGF-, 

-(D-)D-GGF-, 

-EGGF-, 

-GGFG-, 

-SGGF-, 

-KGGF-, 

-DGGFG-, 

-GGFGG-, 

-DDGGFG-, 

-KDGGFG-, and 

-GGFGGGF-; 

(wherein, "(D-)D" represents D-aspartic acid). 

[4] The antibody-drug conjugate according to [1] or [2], wherein 

L
P
 is a peptide residue comprising 4 or 5 amino acids. 

[5] The antibody-drug conjugate according to any one of [1] to 

[4], wherein L
P
 is -GGFG- or -DGGFG-. 

[6] The antibody-drug conjugate according to any one of [1] to 

[4], wherein L
P
 is -GGFG-. 

[0016] 

[7] The antibody-drug conjugate according to any one of [1] to 

[6], wherein n
3
 is an integer of 2 to 5 and L

2
 is a single bond. 

[8] The antibody-drug conjugate according to any one of [1] to 

[7], wherein the  

 


































































































































































































































































































































































































































































