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TIA w— At 51 B A 5
4-2 VH F GAGGAGGAGCTCACTCTCAGGAGCAGCAGAAGGAGTCC | 113
GGG
42 VH R CGATGGGCCCTTGGTGGAGGCTGAAGAGACGGTGACGAG | 114
GGTCCCTGGCCCCCAGAGGTC
42 L F GAGAAGCTTGTTGCTCTGGATCTCTGGTGCCTACGGGTCC | 115
TATGAGCTGACACAGCTGCC
LEAD-B GGCCATGGCTGGTTGGGCAGC 116
Kpnl/Ascl- GGTACCGGCGCGCCACCATGGACTGGACTTGGAGAATCC | 117
DA% TGTTTCTCGTAGCTGCTGCAA
CHI1- GCCGCTGGTCAGGGCTCCTG 118
WNER/ A — 73—
Z v 7-R
CHI1- CAGGAGCCCTGACCAGCGGC 119
WL/ A — N —
Z v -F
HC-CH3-R- GGCCTCGAGTCATTTACCCGGAGACAGGGA 120
Xhol
ERR1-324 HC- | TTTCTCGTAGCTGCTGCAACTGGAGCACACTCC 121
F CAGTCGCTGGAGGAGTCCGGG
ERRI- TTTCTCGTAGCTGCTGCAACTGGAGCACACTCC 122
TOP43 HC-F CAGTCGTTGGAGGAGTCCGGG
ERRI- ERRI-TOP43 HC-F L A U 123
TOP54 HC-F
VH-CHI1-R- GGAGGGCGCCAGGGGGAAGACCGATGGGCCCTTGGT 124
Ehel
ERRI1- TTTCTCGTAGCTGCTGCAACTGGAGCACACTCC 125
TOP43 LC-F TCCTATGAGCTGACACAGCTG
ERRI1- ERR1-TOP43 L.C-F & [& U 126
TOP54 LC-F
ERR1-324 KC- | TTTCTCGTAGCTGCTGCAACTGGAGCACACTCC 127
F GAGCTCGTGCTGACCCAGACT
LC-R-Xhol GGCCTCGAGTTATGAACATTCTGTAGGGGC 128
KC-R-Xhol. GGCCTCGAGTTAACACTCTCCCCTGTTGAA 129
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(ref) HC/LC (HC:E#H, LC:REY) (mg/mL)
XBR1-402 HC: BlFIE = 1 HC: LPETG-Strep
IgG PBS 3.9
(mAb031) LC: BLFIE " 14 LC: GsSLPETG-Strep
ERRI1-301 HC: FeFES 2 HC: LPETG-Strep
IgG PBS 3.8
(mAb027) LC: BlFIE S 15 LC: GsSLPETG-Strep
ERR1-306 HC: Bi%IE 5 3 HC: LPETG-Strep
IgG PBS 3.0
(mAb033) LC: EFIEE 16 LC: GsSLPETG-Strep
ERR1-324 HC: BEdFIE S S HC: LPETG-Strep
IgG PBS 3.0
(mAb034) LC: Ed%E= 18 LC: GsSLPETG-Strep
ERR1-403 HC: BFIE S 6 HC: LPETG-Strep
IgG PBS 2.9
(mAb035) LC: BlAI%E 19 LC: GsSLPETG-Strep
ERRI-
HC: EHIE R 12 HC: LPETG-Strep
Top43 IgG PBS 3.0
LC: BiFIE 5 25 LC: GsSLPETG-Strep
(mAb036)
XBR1-402 HC: BdFIE S 1 HC: LPETG-Strep
IgG PBS 3.9
(mAb186) LC: EFIEE 14 LC: GsSLPETG-Strep
ERR1-324 HC: BHE S S HC: LPETG-Strep
1gG PBS 7.1
(mAb188) LC: EFIES 18 LC: GsSLPETG-Strep
ERRI- ]
HC: E5IES 12 HC: LPETG-Strep
Top43 IgG PBS 7.0
LC: EFIEE 25 LC: GsSLPETG-Strep
(mAb189)
XBR1-402 HC: BEFEE 1 HC: LPETG-Strep
1gG PBS 6.3
(mADb202) LC: BlFIE S 14 LC: GsSLPETG-Strep
Ms961 HC: Bd%1% 5 148 HC: LPETG-Strep
IgG PBS 6.4
(mAb190) LC: BlFIE S 149 LC: GsSLPETG-Strep
2A2 HC: Bl3E S 150 HC: LPETG-Strep
IgG PBS 8.0
(mAb066) LC: EdFIE 5 151 LC: GsSLPETG-Strep
hu2A2 HC: fa%%& & 152 HC: LPETG-Strep
IgG PBS 4.7
(mAb038) LC: EFIE S 153 LC: GsSLPETG-Strep
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(52) JP 7000660 B2 2022.2.4
RI1 HC: E23I&E5 154 HC: LPETG-Strep

1gG PBS 6.6
(mAb062) LC: BFIE = 155 LC: GsSLPETG-Strep
R12 HC: B35 156 HC: LPETG-Strep

IgG PBS 5.7
(mAbO67) LC: BFIE= 157 LC: GsSLPETG-Strep
NS
<7 HC: Bl%ZE5 158 HC: LPETG-Strep

IgG PBS 2.7
(“Tras” LC: Fe5IZE 5 159 LC: GsSLPETG-Strep
mAb042)
Acl0 HC: BLFIZES 160 HC: LPETG-Strep

IgG PBS 7.9
(mAb046) LC: BlFIZE5 161 LC: GsSLPETG-Strep
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0ooao
£33 EMFITHEAZND E MEmAb O 7 v k2L R OYREE
E7INZS PR E 5 C-R¥u& 7 BERE | KD
74—~y b RyTy—
(ref.) HC/LC (HC:E 8, LC:#R ) (ug/mL) | (nM)
HC: LPETG-
HuXBR1-
HC: E%%& 5 130 | TwinStrep
402(3) 1gG PBS 0.49 3.16
LC: E3%E% 136 | LC: GsSLPETG-
(mAb288)
TwinStrep
HC: LPETG-
HuXBR1-
HC: B%Z&5 131 | TwinStrep
402(8) IgG PBS 0.48 2.14
LC: Fi3&E%E 137 | LC: GsSLPETG-
(mAb289)
TwinStrep
HC: LPETG-
HuXBR1-
HC: Bi%|%E = 132 | TwinStrep
402(15) IgG PBS 0.45 3.55
LC: E2%& 5 138 | LC: GsSLPETG-
(mAbH290)
TwinStrep
HC: LPETG-
HuXBR1-
HC: EdFI&E % 133 | TwinStrep
402(17) IgG PBS 0.63 3.34
LC: Ei4%E 5 139 | LC: GsSLPETG-
(mAb291)
TwinStrep
HC: LPETG-
HuXBR1-
HC: Bd%3% 5 134 | TwinStrep
402(19) 1gG PBS 0.50 2.98
LC: Ei%%& 5 140 | LC: GsSLPETG-
(mAb295)
TwinStrep
HC: LPETG-
HuXBR1-
HC: E%IE 7 135 | TwinStrep
402(26) 1gG PBS 0.49 3.13
LC: Ed%%& = 141 | LC: GsSLPETG-
(mAbH296)
TwinStrep
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ADC DOBLESM R OV T2, DAR. EM:-Hrikte,

ADC (ref.) | mAb (ref.) R wENy T 7— ANy 77— DAR

XBR1-402- Ca" ‘RO Mg* 72 LD
XBR1-402 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- ND
(mAb031) 150mM NaCl, 5mM CaCl,

(Adc135) Bioconcept)

ERR1-301- Ca" ‘RO M”72 LD
ERR1-301 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.7
(mAb027) 150mM NaCl, ImM CaCl,

(Adc200) Bioconcept)

ERR1-306- Ca' RO M 2 LD
ERR1-306 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.7
(mAb033) 150mM NaCl, 1mM CaCl,

(Adc201) Bioconcept)

ERR1-324- Ca®' ‘RO MgZ 7 LD
ERR1-324 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.6
(mAb034) 150mM NaCl, ImM CaCl,

(Adc202) Bioconcept)

ERR1-403- Ca” R X Mg™ 2 LD
ERR1-403 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.7
(mAb035) 150mM NaCl, ImM CaCl,

(Adc203) Bioconcept)

Top43-G5- Ca" ‘RO MgZ 72 LD
ERR1-Top43 50mM HEPES (pH 7.5),

PNU G5-PNU PBS (Amimed- 3.6
(mAb036) 150mM NaCl, ImM CaCl,

(Adc204) Bioconcept)

XBR1-402- Ca" RO M”72 LD
XBR1-402 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.7
(mAb186) 150mM NacCl, 5mM CacCl,

(Adc262) Bioconcept)

XBR1-402- Ca" ‘RO MgZ 72 LD
XBR1-402 50mM HEPES (pH 7.5),

G5-PNU G5-PNU PBS (Amimed- 3.7
(mAb186) 150mM NaCl, ImM CaCl,

(Adc288) Bioconcept)

XBR1-402- 50mM HEPES (pH 7.5), Ca®' RO Mg> 72 LD
XBR1-402

G5-PNU G5-PNU | 10% (v/v) 2V m—/, | PBS (Amimed- 3.9
(mAb202)

(Adc394) ImM CaCl, Bioconcept)
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(57) JP 7000660 B2 2022.2.4
ERR1-324- 50mM HEPES (pH 7.5), Ca®' KO Mg* 722 Lo
ERR1-324
G5-PNU G5-PNU | 10% (v/v) 7'V Ewa—/, | PBS (Amimed- 3.8
(mAb188)
(Adc395) ImM CaCl, Bioconcept)
XBR1-402- 50mM HEPES (pH 7.5), Ca® MU Mg¥ 2 LD
XBR1-402
G5-PNU GS5-PNU | 10% (v/v) 7 VU Ewa—/, | PBS (Amimed- ND
(mAb202)
(Adc409) ImM CaCl, Bioconcept)
2A2-G5-
2A2 50mM HEPES (pH 7.5), HEPES #& & & K
PNU G5-PNU 3.8
(mAb066) 150mM NaCl, 1mM CaCl, | pH 6.8
(adc165)
hu2A2-G5- Ca’' RUMg? e L
hu2A2 50mM HEPES (pH 7.5),
PNU G5-PNU PBS (Amimed- 3.7
(mAbO38) 150mM NaCl, ImM CaCl,
(adc287) Bioconcept)
RI11-G5- Ca RO Mg¥ 2 LD
RI1 50mM HEPES (pH 7.5),
PNU G5-PNU PBS (Amimed- ND
(mAb062) 150mM NaCl, 1mM CaCl,
(adc041) Bioconcept)
R12-G5- Ca”" RO Mg™ 2 LD
R12 50mM HEPES (pH 7.5),
PNU G5-PNU PBS (Amimed- 3.6
(mAb067) 150mM NaCl, 1mM CaCl,
(adc263) Bioconcept)
10mM 27 Betg
R12-G5- 25mM HEPES (pH 7.5),
R12 pH 5.0, 175 mM
PNU G5-PNU | 150mM NaCl, ImM CaCl,, 3.8
(mAb067) A7 ma—2A,
(adc292) 10% (viv) 7' U Em—/L
0.02% Tween 20
10mM =2~ 7 Bt
R12-G5- 25mM HEPES (pH 7.5),
R12 pH 5.0, 175mM
PNU G5-PNU | 150mM NaCl, ImM CaCl,, 3.8
(mAb067) AT a—R,
(adc327) 10% (v/iv)y 7V twmr—v
0.02% Tween 20
10 mM =2/~ Bit
Ms961-G5- 50mM HEPES (pH 7.5),
Ms961 pH 5.0, 175 mM
PNU G5-PNU | ImM CaCl,, 10% (v/v) ND
(mAb190) A7 a—2A,
(adc396) 7 tEr—i
0.02% Tween 20
Tras-GS5- Ca’' U Mg e LD
NTAYR=T 50mM HEPES (pH 7.5),
PNU G5-PNU PBS (Amimed- 3.6
(mAb042) 150mM NaCl, 1mM CaCl,
(adc196) Bioconcept)
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Ooooooooooo

Tras-G5- )

NG AV RvT 50mM HEPES (pH 7.5), 25mM HEPES pH6.8,
PNU G5-PNU 3.7

(mAb042) 150mM NaCl, 1mM CaCl, 15mM NacCl
(adc286)
Ac10-G5- Ca" RO Mg" R LD

Acl0 50mM HEPES (pH 7.5),
PNU G5-PNU PBS (Amimed- 3.8

(mAb046) 150mM NacCl, 1mM CaCl,
(adc159) Bioconcept)
HuXBR1-

HuXBRI- 50mM HEPES (pH 7.5), Ca” " O Mg" 72 LD
402(3)-G5-

402(3) G5-PNU | 150mM NaCl, 1mM CaCl,, | PBS (Amimed- ND
PNU

(mAb288) 2% (wiv) 7'V tEw— Bioconcept)
(Adc456)
HuXBR1-

HuXBRI- 50mM HEPES (pH 7.5), Ca¥ KU Mg¥ 72 LD
402(8)-G5-

402(8) G5-PNU | 150mM NaCl, ImM CaCl,, | PBS (Amimed- ND
PNU

(mAb289) 2% (w/v) 7' U tEwmr—i Bioconcept)
(Adc457)
HuXBR1-

HuXBRI- 50mM HEPES (pH 7.5), Ca B MgZ 7R LD
402(15)-G5-

402(15) G5-PNU | 150mM NacCl, 1mM CaCl,, | PBS (Amimed- ND
PNU

(mAb290) 2% (w/v) 7 U ERr—1 Bioconcept)
(Adc458)
HuXBR1-

HuXBR1- 50mM HEPES (pH 7.5), Ca*" k"M 72 LD
402(17)-GS-

402(17) G5-PNU | 150mM NaCl, ImM CaCl,, | PBS (Amimed- ND
PNU

(mAb291) 2% (wiv) 7V tEwr— Bioconcept)
(Adc459)
HuXBR1-

HuXBRI- 50mM HEPES (pH 7.5), Ca* K ' Mg 72 LD
402(19)-GS-

402(19) G5-PNU | 150mM NaCl, 1mM CaCl,, | PBS (Amimed- ND
PNU

(mAb295) 2% (w/v) 7Y ERr— Bioconcept)
(Adc460)
HuXBRI1-

HuXBR1- 50mM HEPES (pH 7.5), Ca¥ O Mg* 72 LD
402(26)-G5-

402(26) G5-PNU | 150mM NaCl, 1mM CaCl,, | PBS (Amimed- ND
PNU

(mAb296) 2% (wiv) 7' UtEwmr— Bioconcept)
(Adcd61)
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F5PIRORI LT A VY Z A 7 b r—)LADCIZ X HDEMT-6H1 8 (WT & O {fE
7 ma—214)DA ek aiaikE (1Csy, ng/mL)

ADC WT EMT-6 hROR1-1&FE| R EHEMT-6
XBR1-402-G5-PNU (adc262) 3°359 15
Tras-G5-PNU (adc286) 4713 4°293
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FOAFEHK OCBEHOHRORI LT A Y X A 72 b —/LADCIZ X 5 EpfE

EMT-6flAE D A > &k 2 &S (ICs, ng/mL)
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ADC hROR1-1# | 5 ZHEMT-6

XBR1-402-G5-PNU (adc409) 1.1

Ms961-G5-PNU (adc396) 11.5

Tras-G5-PNU (adc394) 3469
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