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oood
#F3(E FFchA DS BIRR)
37CIZBIT A ES/MAbEIR 7+ —< v b

Ab Bk ko (M's) | kq (s Ko (M) T
EGFRvI-mmh | 1.97E+04 | B8.95E.03 | 4.54E.07 T3

H1H1863N2 | EGFR-mmh NT NT NT NT
(Fuc+) EGFRVII-mFc | 7.28E+04 | 8.07E.04 | 1.11E.08 14
EGFR-mFo NT NT NT NT

EGFRvII-mmh | 3.02E+04 | 1.02E.02 | 3.39E.07 T.1

H1H1863N2 | EGFR-mmh NB NB NB NB
(Fuc-) EGFRvIl-mFc | 1.12E+05 | 6.42E.04 | 5.73E-09 18
EGER.mFe NB NB NB NB

EGFRvII-mmh NG NG NB NG

EGFR-mmh NB NB NB NB

HIRIRAN. —EerruiiiaFe NB NB NB NB
ECFR-mFe NB NB NB NB

EGFRvIl-mmh | 1.83E+04 | 1.64E.02 | B.99E-07 0.7

EGFR-mmh NB NB NB NB

HTH1912N  —=cFRvill-mFe | 2.04E+04 | 9.71E-04 | 4.77E-08 12
EGER-mEE NB NB NB NB

EGFRvIl-mmh | 1.63E:02 | 1.14E.03 | 7.03E.06 10

EGER-mish NB NB NB NB

HIH1913N ™ EGFRvI-mFe | 1.40E+04 | 3.16E.04 | 2.26E-08 37
EGER-mEc NB NB NB NB

EGFRvIIl-mmh NB NB NB NGB

ECER-mmh NB NB NB NB

HARIRISN. = ermuiimee NB NB NB NB
EGFR-mFo NB NB NB NB

EGFRVIILmmhb | 8.10E+04 | 137E03 | 1.70E.08 3

ihotosp | _EGFR-mmh | 7.60E+04 | 9.60E-04 | 1.26E-08 12
EGFRVII-mFc | 9.54E+04 | 2.02E.04 | 2.33E-09 52

EGFR-mFc | 8.10E+04 | 1.99E.04 | 2.43E-09 58

EGFRVIILmmb | 6.48E+04 | 6.94E.04 | 107E.08 7

iipiosp | EGFR-mmh | 5.66E+04 | 523E-04 | 9.00E-09 22
EGFRvI-mFc | 1.02E+05 | 1.13E.04 | 1.10E-09 103

EGFR-mFc | 9.20E+04 | 1.89E.04 | 2.05E-09 61

EGFRVIILmmb | 1.29E+05 | 153E.01 | 1.19E.06 0.1

it 88 EGFR-mmh NB NB NB NB
EGFRvII-mFc | 7.15E+04 | 7.36E.03 | 1.03E-07 1.6

FEERemEE NB NB NB NB

EGFRVILmmh | 4.90E+04 | 7.33E03 | 150E.07 2

gl EGFR-mmh NB NB NB NB
EGFRVII-mFc | 2.02E+05 | 4.08E.04 | 2.02E-09 28

EGER-mEc NB NB NB NB

EGFRvIll-mmh | 8.57E+04 | 516E.03 | 6.02E-08 2.2

wHERII EGER-mmh NB NB NB NB
EGFRVII-mFc | 2.52E+05 | 2.98E.04 | 1.18E-09 39

ECFR.mEe NB NB NB NB

EGFRVIILmmhb | 1.94E+05 | 159E.02 | 8.20E.08 1

- EGER:mmh NB NB NB NB
EGFRVII-mFc | 1.91E+05 | 3.71E.04 | 1.95E-09 31
EGFR-mFo NT NT NT NT
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FAE FFchiiADREEENE)
J7CICHE T BEIZBURFR 7+ —< v b
Ab #ﬁﬁé&f;%@ ka (M's") | kd (s7) Ko (M) TV
H1H1863N2 | EGFRvlll-mFc | 9.00E+05 | 2.06E-04 2.30E-10 56
(Fuc+) EGFR-mFc 2.11E+05 | 1.82E-01 8.65E-07 0.1
H1H1863N2 | EGFRvlll-mFc | 1.01E+06 | 2.15E-04 2.10E-10 54
(Fuc-) EGFR-mFc 1.99E+05 | 4.67E-01 2.34E-06 0.02
H1H1911N ECGFRvIl-mFe [ 3.20E+04 | 6.43E-04 1.95E-08 18
EGFR-mFc 7.77E+03 | 1.74E-03 2.24E-07 7
H1H1912N _ECGFRvI-mFe | 9.90E+04 | 5.37E-04 5.40E-09 22
EGFR-mFc 3.99E+04 | 9.14E-04 2.29E-08 13
H1H1913N | EGFRvIl-mFe | 6.30E+04 | 1.00E-06 1.58E-11 11550
EGFR-mFc 5.93E+03 | 1.00E-06 1.69E-10 11550
H1H1915N _EGFRIl-mFe | 1.00E+05 | 3.28E-04 3.20E-09 35
EGFR-mFc 4.35E+04 | 8.01E-03 1.84E-07 1.4
H1H2193N | EGFRVI-mFe | 2.17E+05 | 5.85E-05 2.68E-10 197
EGFR-mFc 2.04E+05 | 9.15E-05 4.47E-10 126
H1H2194N |_EGFRvI-mFe | 1.88E+05 | 7.38E-05 3.94E-10 157
EGFR-mFc 1.87E+05 | 7.07E-05 3.80E-10 163
H1Hp195N _ECGFRVI-mFe [ 2.37E+05 | 2.53E-05 1.06E-10 456
EGFR-mFc 2.25E+05 | 5.20E-05 2.31E-10 292
e EGFRvlll-mFc | 4.46E+05 | 4.04E-03 9.06E-09 2.9
EGFR-mFc NB NB NB NB
e EGFRvlll-mFc | 1.25E+06 | 7.31E-05 5.90E-11 158
EGFR-mFc 4.44E+05 | 1.46E-04 3.29E-10 79
— EGFRvlll-mFc | 1.49E+06 | 1.00E-06 6.70E-13 11550
® EGFR-mFc 2.86E+05 | 6.17E-05 2.15E-10 187
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EC50 (nM) B}
ey — NZR ¥
ik EGFR-mm | ECFRVIl | ¢ | CRUGE | NRIE | oppm ;-E;m/
h(25°C) |™MMR 2| " T | AT FFI o | mEa
5°C) RIFEK | RFFE 57
M ) - | 10 00766 | >10 >10 >10 >10 | >10
H1?;SSE?2 >10 0.113 >10 >10 >10 >10 >10
H1H1911N 9.06 0.0748 >10 >10 >10 >10 >10
H1H1912N | 0.0405 | 0.0118 >10 >10 >10 >10 >10
H1H1913N 2.55 214 10 10 10 10 10
H1H1915N >10 0.167 >10 >10 >10 >10 >10
H1H2193P | 0.0040 | 0.0035 >10 >10 >10 >10 >10
H1H2194P | 0.0037 | 0.0032 >10 >10 >10 >10 >10
H1H2195P | 0.0052 | 0.0049 >10 >10 >10 >10 >10
el >10 0.0094 | 0118 | 0.0153 | 0.0106 | >10 >10
R EEL 0.0095 | 0.0057 >10 >10 >10 >10 >10
I 0.0079 | 0.0048 NT NT NT NT NT
7;;%4 >10 >10 >10 >10 >10 >10 >10
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=7

HEK 293/EGFRvII kb

i BRHEICEL FL I MFI (EGFRvIII MFI/EMFI)
KEE 3548 4005 1.1
H1H1863N2 (Fuc -) 3776 361000 95.6
H1H1863N2 (Fuc +) 3805 360000 94.6
H1H1911N 3593 55064 15.3
H1H1912N 3727 122000 327
H1H1913N 4801 239000 49.8
H1H1915N 3461 73413 21.2
Eogis] 3559 258000 725
%f &Il 3582 313000 87.4
%f BRIV 24954 439000 17.6
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#8
HEK 293/EGFRVII H
A FHEK293 MFI | MFI (EGFRvIIl MFIZMFI)
AR 819 920 11
PE Hit F 1gG 1027 1106 11
HTH1863N2 (Fuc ) 1671 301000 180 1
HTH1911N 1812 107000 59.1
H1H2194P 981 18583 18.9
H1H2195P 1176 13517 115
i | 1480 272000 183.8
Il 1015 313000 308.4
%188 IV 23325 354000 152
BBV 11732 997062 85.0
Ooooao
=9
Ny TS59 K%
7R A431 MFI [y
Er 6708 10
H1H1863N2 (Fuc -) 26036 3.9
H1H1911N 15984 2.4
H1H1912N 14343 2.1
H1H1915N 8440 12
S | 9652 14
S Il 15716 2.3
s i 71514 107
HE IV 962000 143.4
gogoaod
%10
Ry G I8 Pl
A431 MFI
s L B8
RRE 1314 0.9
PEHLE I 1gG 1428 10
H1H1863N2 (Fuc -) 3385 24
H1H1911N 3140 2.2
H1H2194P 2201 16
H1H2195P 2227 16
wE | 1448 10
S Il 5576 39
HE IV 395000 276 6
BV 4240 3.0
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HTH1911N 29834 11879 280439 61121
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MFI=SEM (U87/EGFRuvIII)
BN TAYVE4 Txg H1H1863N2(Fuc-)
1053 708 + 4 2259 + 115
4FFE 741 + 34 10620 + 2881
245 664 + 34 27923 + 3297
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MFI+=SEM(B16F10.9/EGFRVIII)-RE %
S B16F10.9 B16F10.9/EGFRvIII
i FAYVEBALTxt | HIH1863N2(Fuc- | 74 V& 4 Fxt | HIH1863N2(Fuc-
i ) i )
104 74 + 67 B8 & 2 128 + 49 2003 = 216
4B 80 + 15 195 + 52 54 + 21 4224 + 610
245 79 + 21 155 + 42 72" 5692 + 595
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i} FAYRAT5xt | HIH1863N2(Fuc-| 74 V& A4 Fxt | HIH1863N2(Fuc-
il ) iis) )

105l 132 £ 92 117 £ 18 155 + 44 2627 + 192

45 165 + 22 422 + 106 120 + 22 7785 + 782
2455 135 = 11 281 + 51 132% 9578 + 852
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PBSEE %L 2253 + 217 0
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%t #8-MCC-DM1 5mg/kg 2402 + 256 7
xf #8-M0026 1mgrkg 2729 + 470 29
%TBB-M0026 5mglkg 2787 + 503 25
H1H1863N2-MCC-DM1 1mg/kg 931 + 292 62
H1H1863N2-MCC-DM1 5mg/kg 471 + 227 84
H1H1863N2-M0026 1mg/kg 679 + 265 74
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MCC-DM1
7% 18B:{iEGFRVII-DM1i{k-EYa oL 15— FOHMBZES A
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