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Figure 17
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Figure 19

A.

Response

Response
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Figure 20
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Figure 23
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Figure 24

Response
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Figure 27
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Figure 34

M:;rQnADi A, Sig=2804 Ref=300 50 (AP11101 PAP111011 2011-11-10 13.01-57'023-0501.D)
17.5 f\ | .
i | \ \ A. Anti FAP B11-AO-MMAE
138 A DAR 1.5
76 . [\ \
E / \ S
25 . w/ 4 e\
i S—
. 8 0 1 2 ———
4 i & 1 12 iri
M AD1 A, Sig=280 4 Ref=500.50 (AP111011\4P111011 2011-11-10 13-01-571034-0601.D)
B. Anti FAP G11-AO-MMAE
DAR 1.32
A \
/ \ ,*'l '\\_ \
L8 / N \_\
—
0 1 2 ——
= % # & 40 12 THIN

AD1 A, Sig=280,4 Ref=200,50 (APD12612'AP012612 2012-01-25 15-08-351022-0201.D)

C. Trastuzumab-AO-MMAE

: DAR 1.88

1%

19 [\

T AVAY)

¢« 60 1 92

DADT A, Sig=280 4 Ref=500,50 (AP02021 2AP020212 2012-02:02 10-07-461024-0401 D)
D. Trastuzumab-AO-PEGS8-Doll10
5 DAR 1.56

35/96

THin



ouBels ' ‘UsyD g ‘noH ] "ied v

=

uixol + NvLLVY peiebnfuod %09~

uIxoy + IM :

-

WJ\ hzzx/_ﬂo 8Jjoid OIH
o o L
PR S T

ZHN
~NEH

IVINN-OGYd-OA-ON Axooujwy

S§ 24n31,]

36/96



(w/Bn Apognuy
20) 00} 201 »0L «0b
L 1 1 1 n

L

2 —

Lie Lo v - mt.l..tlnl? =00}

1z (Z4eH) LeZ-a VAW

Jw/Bn Apoqiuy

z0L 0L o0l Ol 2Ol ¢OL Ol 50l oOL
L 1 1 1 1 L 1 L 0

ubu 26°0 _..AEB: S0 Log

Qewnznisel] e Tt i
f!?;(ﬁfb /
0110Q 024 = N
gred oML - |
1yzL(,24eH) eua-vs

S|139 3IqBIA %

S|192 31q.IA %

D

|w/Bn Apoqnuy
20} 00} =0} ¥ 0b &0k

L i 1 A A [l A 0

L]
[ =3
w0
S| 2]qeIA %

- -~ ...
8 F—e—w——% % o0l

yzz (z4oH) Lez-am-vaw

'd
Jw/Bn Apoquuy
20F 0L o0V -0} 201 n.wr »0} <0} o0l
L 1L 2 1 L L il Q
=
<
o
(=2
s
(]
4
7
1Yz, (LZ19H) suE-NS v

9¢ 24n31,J

37/96



jw/Bn Apoquuy

dV4-OHD IV 024D

|

o

w0
S22 3|qen %

dV4-OHD IV |01yl

dv440HD IWN 02419
001

® & O O

dVd4+OHD IVINA [OIUL

uoneiajloid {199 dv4+OHO

LE 24n31,]

38/96



Apmyg uo sfeq
0s
A

i i " L

Apnig uo sheq

sjlyeA —
Mdwe 010 oML

NdwoL oLlog 0949 —

RdwoL ollog oyl —

JeAlAINg 0}10Q-OVY

A Hdwo)

i

fup 1129 Jown, 3sod sfeq
2_: o_w 09 oy o_u

SOlYaA -
ndw o1jog jomL

¥dwo) 04oq 0ok - [*
duwol olog oL - L

ymwoub Jowny gL1og-0Ov

0 00} c_m 0
0 i o 5
[ SN —
- gewnznses| =— -
¢ g
oS 3 o Loe 3
o IYWN 0249 _ 8
u L d
IV ot — [
.8_. 001
[eAlAINg IVININ-OV
‘a .
‘N1 ydwigl
i
fuj 182 Jowny jsod sAeq
0
0
0 0 )
& c
5 3[lUBA i §
Foos 3 s 3
< <
ewnznjse.
- o
Fopo0L £ 3
H IV 094D 3
Foosk 3 foost 3
3, VNN ojuL S
-0002 Logoz
Ymo.B Jown) IYWIN-OY
k8] v

9 N3

39/96



LA I N N Lk L5 S-S B O L D R

varL Lo - N 5 T 5 S -5 Il )

£ .—.n. _ . s r _ : *
_m_m_._l_r\o_.dm\«cmtlﬁ o #8 = Xz
_m_m_m\o:n_b:m_:.\n“._.\_ A

|BISOUQN/ON{AAuUBLI |

|eisigauelg

dwLoa

|elsig/ondAuelg

|eisouopon4auelg

S22evil

25 ad

E1%9)

e At ]

409

Eo TN

429

\
OEN?IO+42O

= ST B P L s ST LS A D A bas bl i SN R i

SHESIIRESEIAqIAR ARSI RERIUN”

Al gmin)

ureys Aresy (SYNN) SO00EA/VE6ZL/NBEZS 10 SW/OT

6§ 24n31J

40/96



08

(2,) @njesadwal

0L 09 0s oy 0¢

=

T | I I I

wu gz ——

- 0¢-

oz

S

ok

SO00CA/NV66C1L/NBBCS

leubis ao

08

0L

(9,) eamyesadwa)

09 05

oy 0g

wuzgzg — | -8
wugLg —

[eubis an

|04JUOD ey

0p 24nSL]

41/96



jw/Bn Apoquuy

N N N N N N N
A R

L i L [l [} | [} U

=0G
(+AVD) IYWW-OVINFLIV)IRH @

IYWNOVY-1eH V ool
AVNIN-O9Yd-OA-JIN-18eH 0O
updeoleH ©

UzZ (5.0243H) LEZ-aW-YAIN

jw/fn Apogiuy

z0L 0L o0l -0 2-0L ¢-0OL #-0b s-OL 9-0Ol
L 1 L 1 1 L 1 1 O

(HAYD) AYWN-OY-(NP L LY )18H

(6" 1dva) avan-ov-(Leis)ieH

(6'edvQ) IVINW-D8Yd -DA-DN-18H
undealsy

o« e

yzz (,Z19H) £-¥g-1S

SII92 3|qe.IA %

sl a|qeIx %

I 24n31]

42/96



Targeting
moiety

®HN—O Ksrour
Sunedie]

$9]1S uone|As0dA| passaubu]

OH
I
ogx v OH _\Hov
Ol o
B0 E

T T

sojelpAyoaien Bunsixg

Cp 24n3l]

43/96



.xz-o)m.(. :Axooulwe spdadoosA|o

£ 2anSiq

44/96



LS PozIpIXO4ZO sueoA|Bosu +,S4Z9

pﬂﬂﬂﬂuﬂw‘? ﬁ.ﬁﬂw.?o

-

APOGIIUE POIEIAIEIS PZIPIXO | s spidedoniie 1o sueafbosy  APOGIIUE PaYEBNfUO

A

uonepixo ayepoliad 9souuew - @

OVNQID -
asoyoeeb - @
ploe Jlels - @

L3

8-

409 pﬂw\ulk.um

aseiajsuenAleIs-9‘z 0

A

aselasuel)jAisooe|es-g

Apognuy

pp 24n31,]

45/96



N

L&

NN

] e

(=]

el

(R i & T
(o]

! (WVD 10 WYS)
HO~ ey Axooulwe esouuewEexsy 4ons!q

ty'Z2 b BB fenosiow
BL'ZLp SSeW 10BXT

HO"HO

H
_ o/\wﬁ HR
PN z\/\/o\go\zo OH
3 o )
HO®HO
HO

(VYD Jo WYS) suedA|b eajeu Joj Axooujwe 9s0joe

Sy 24ns1,]

46/96



OPILIB B =t M

(] o

:(saule1sho abuly Bunebie] ) —
aplwiajew asouuewexsy 49Nsiq

ra.

o J_\
[E] (4]

e HINEING

-2
MO~ ooy
o

L .
"y X
wt ®
L]
=
n {
n ‘M
7 P .
SpIWIB|EW dOINSIG .
o s -
1057 'v5951 - dalis 20ds salelop
~— 0 0
4 N_¢
0, SN /N P
§--N — o:zx \_., o
0 ) s
[e] !
O ©N
= +

:(sueoA|b 94 U0 WYS)
Axooulwe esouuewiexay 4osiq

9p 24nsL]

47/96



Figure 47
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Figure 50
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Figure 52

MG6P quantitation:
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Figure 54

Glycan quantitation:
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Figure 61

ECL lectin blot;
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Figure 64

Sialic acid analysis:

B

4-12% NuPAGE:

A

‘%.

%

v, %
%‘9’ %]

IOJ

“

%%& o,

%

.9"

% %
qffg O‘J

T T £
[} l!d - 6 u/o
osojeed owno ‘QQ)
S o

65/96

Non-red. Red



L1

(-4 04
A

a5

¥

L

i n-v 114 A

E]llln. ,.ij o 44 19
__ aCeuRraRl RO 9 2D
_ -
ey GYE ) et metw.tu
£ 1341 n.a —mu -Lvn .n.n n»fo n-n- A L i -b.o _-hu s o»n 9"
b lli-u._ \
ORI LR %]
[oes “V
y5]) P MO Mesara n:.v...m.!n
8 uhnn .ra u-hn .m n»un -..n L ..n- mrh- £ 31 e oS L 1 L]
e T e ISR
MEOPRNENS 2D
ot m
N3] e ) munGo o
T s0 o $48 yse -4 L1 $ir i i Bie L7 % 114 0
T : . - — — — — A — = bﬁl‘l?
|
_ =3 <
i )
=N e el —%.&2

§9 24n31

66/96



7.

SPIUAREW IS01T] PARA[EIS 970

restvee

SLE8L D0 5 SEiLs 00 0000

b B L d

99 24n31

67/96



Figure 67

. Sialic acid analysis
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Figure 75

Galactose quantitation:

Lectin blot

SDS-PAGE

R

=]
-

L L] 1 1
© w0 ¥ o~

ouwlj|ow ‘9s0joeeD)

76/96
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Figure 93

Non-reducing Reducing

I I 1
- - =
— 2 PEG
w — 1PEG
@ W ~ — OPEG
L
-
-
Q0 0 P 2 L0
&L ITT
\%\ % é&; %
'-@ ‘0 It ‘0
f'o\(gx" "O\§‘
R >

94/96



$6 2431

95/96



Figure 95
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