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Table S1. Quantitation of MMAE and DMx (DM1, DM3, and DM4) and associated methylated metabolites (methylated
DMXx) in tumors of xenograft mice following intravenously administration of corresponding ADC conjugates

A
Conjugate ADC name MMAE Concentrations (nM) at Day 4
Day 4
Bl 1 CD22-Me-SS-MMAE 3.30+0.9
Bl CD22-Me-SS-MMAE 19.1+0.1
B2 CD22-Me-SS-PAB-MMAE 87.1+8.3
B3 CD22-DiMe-SS-MMAE 42.1+1.2
B4 CD22-Val-Cit-PAB-MMAE 55.6+13.3
B
Conjugate ADC name DMx Concentrations (nM) at Day 21
Day 21

Methylated DMx DMx thiol
C1 CD22-SS-DM1 2.5+0.6 68.4+11.2
C2 CD22-SS-DM3 43.4+14.6 24.8+3.1
C3 CD22-MPEO-DM1 <LLOQ 7.3x1.9
C4 CD22-SPDB-DM4 5.4+2.9 <LLOQ
C5 CD22-MBT-DM4 3.4+0.6 <LLOQ
C6 CD22-SS-DM4 53.6+16.0 15.0+0.0
C7 CD22-Fc-SS-DM4 13.5+2.9 7.8+1.8
C8 CD22-Fc-SS-DM3 4.3+1.9 <LLOQ
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Table S2. Quantitation of total antibody (Tab) in plasma of xenograft mice following intravenously administration of
corresponding ADC conjugates in mice bearing human human CD22-expressing BJAB.Luc xenografts

A
Conjugate ADC name Tab (ug/mL) AUC(.7 gay
Day 1 Day 4 Day 7 pg/mLeday

B1 CD22-Me-SS-MMAE 229+11.3 312+10.2 232+7.59 17461404

B2 CD22-Me-SS-PAB-MMAE | 193410.2 140+56.8 125+107 10724226

B3 CD22-DiMe-SS-MMAE 134+17.8 122+2.57 115+21.6 809+176

B4 CD22-Val-Cit-PAB-MMAE | 10.8+2.57 5.87+1.20 6.30£2.35 49.0+10.0

B

Conjugate ADC name Tab (ug/mL) AUC.7 day
Day 1 Day 3 Day 7 pg/mLeday

C1 CD22-SS-DM1 13.943.02 15.4+0.47 11.2+0.06 103+167

C2 CD22-SS-DM3 11.7+0.28 14.6x£1.56 11.7+£1.65 95.7£17.9

C3 CD22-MPEO-DM1 15.5+3.30 14.0£2.50 12.1+1.00 107£15.9

C4 CD22-SPDB-DM4 7.91+0.31 6.63+0.59 4.63+0.45 48.9+5.54

C5 CD22-MBT-DM4 13.1+0.21 10.9+0.07 6.80+0.34 79.1+8.20

C6 CD22-SS-DM4 13.940.32 13.5+0.56 8.86+0.78 93.1+12.3

Cc7 CD22-Fc-SS-DM4 15.6+0.30 11.7£1.13 13.1+0.54 100+14.1

C8 CD22-Fc-SS-DM3 13.8+0.28 10.7+0.60 10.1+0.21 86.4+11.0
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Figure S1. Correlation (X-Y plots) of tumor growth inhibition with intratumor concentrations of DMx and methylated DMx in
mice bearing human CD22-expressing BJAB.Luc xenografts
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Figure S2. Body weights from In vivo efficacy studies of PBD-, MMAE-, and DMx-ADCs in mice bearing human HER2-
expressing Fo5 or human CD22-expressing BJAB.Luc xenografts (n = 8) after intravenous administration of
corresponding ADCs Al-A4 (1), B1-B4 (Il), C1-C8 (lll, and D1-3 (IV, V, VI).
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Figure S3. Correlation analysis of tumor growth inhibition with intratumor MMAE concentrations from Conjugates B1-B4 in

mice bearing human CD22-expressing BJAB.Luc xenografts
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Figure S4. Correlation analysis of tumor growth inhibition with intratumor DMx-Me concentrations from Conjugates C1-C8

in mice bearing human CD22-expressing BJAB.Luc xenografts
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