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o

574 FeelA, FA e AE xW FE&A AT EGFR (oS £9, EGFRvIID), HER 2, $34F 84, D19,
CD20, CD22, CD27L, CD30, CD33, CD37, CD56, CD66e, CD70, CD74, CD79b, CA6, (D138, CA 6, wA=, g
4, STEAP1, MUC16, MaPi2b, GCC, Trop-2, AGS-5, ENPP3, ®HAF F-5=8}& A IX, GPNMB, PDVAE EH o= 3

T

22 o2 FEelA, L'E 249 £ SHRdAd Relojglelrt, 2R v2 54 dEdA, L' 44d &
=, ExxrdsEE RojolE], fEY Y], Axstolnd, vdsteln Ei deon]m RolojE Hi
o9 £¥& XTI

3

AsE et (DO 338 F ol shtel o we 54 Fueld, R ®x Re 7] 725 F shie

m‘\
e
als

_25_



10-2773157

s==3

d 4
o

of,
/
(0]

O
E{O\ V4
(o] - /P\o
oL/
Ho” TOH.

*

<
r A 1 AY 1 r Ay
O o] o)
O/P\ O//P\ O/P\
CA /O 6\* ~ © A /O
M | O O |
L X ) L J L N/

o ° o R o ©
///,D-\/ /\rp\/ /D-\/
o/\ o Q o o/\ o}
ey ey g

[0180]

[0181]

et 4

£ 59, Fmoc,

, PEGAD), B3 7](e]

) B 7TE

o
A

2~
T

o] &olatA ol&=d

2dE

=, Eeots

, 7hE. T ol]

=
=4

=
=

Boc, EHEHE), &3} 7]|(4d

[0182]

1
a5}

A
L
R

al
el A1, Q'

.

A
—

ol
70

©
B o
ol
W

o
X0 o

ECY

all

el s

=
==

(D9
sh4 (D] 3%

719kt

of

=
=

speka] (1)e] shgh=o] ol A

S84 (Do) 3

74491
A 3

.7;:
a5t (D9 o

=

B

g

Q 719 +3 = s (1)

(e}
= A5,

is

i)

[0183]

o sgrzel Aol o

L
L

Tl A Fh el e 7] o el

S

Zl

%=

S

PN
. T

L
L

gfell A, Q

=0

KO

-

[0184]

_26_



10-2773157

s==4

o

2!
iy

ARG Lokl A FF AFE= Q 7]

= X
=

514 (D] shgeel 54 o

A, Qe

[0185]

, B3} ol mEE, o] RE| QAo E, o}A]

=3, gastel=

SIS

oA, Q= A

H| Q¥ ofuy: EE

)

b ofu] =

a-%

il

A

ol

<]

3

]

w

ih

o]

s

i

oy

!

Bjh)

)

|

ol

<]

=

M

=

°w
e]

EL il

B —

X

‘w 0
=

b X2

— 0

[m}

o W

< H

Y

=X

I3 o

I

By

< °

= o
e

S

Lo

W

- T

T E

S

=

%%

.

o

.o

o

&5 A

SHAl Al

Q7= Rod ez A4

[0186]

ARl AlA"RE. kA, Q

TH
I

2|

B Al A shek4 (1)

3]

A= &

of AR, nhgA

~
o

N

i
o

=™, TCEP)

= =
=

A 71 B AR (el

7} SHel

Fo] SH BoloElE

A5

KeN
=

o}

™

Q ZoloEl7F % 1ol Al¥

Z 0]
LIRSS

o Al

[0187]

B

A A1H el Q ZololH

#

]
5 2| ® u u u u y
ol ZR d i 3 q 4 3
—_ X
1= = T = = = o =
w| ol M U &) " W " &)
ml T = 3 70 70 70 70 7
gl T W o w w W
ko)
S
(]
W w8 e
» z o
i +\\ ]
alz bl g f 2 ° p
| T z I d \
o z 0 P
@] O o

Fx

[0188]

_27_



[0189]

[0190]

= 25
S04
o) 3
(o]
A5 o ~H =2
;‘{U\O/N d 3} o] 2~ E
o]
(0]
£
I Axd getol=
(o]
X = halo
o]
| Dol o] =
(o]
(e}
(o]
%S N |
— wefo]v] =
(o]
o]
(0]

delojr =

0 o-g2opm =
X=8=
N ‘
PRy Ne) =
VN o gto]
S
(o]
o
Fa|
Ph
i -
0 Ph
i 27
_é—N3 oA
= 23
(e}
ij\w
b W
- s
\
el
W
+— A/ A
we 7/ A
EWG = A& 1% 7]
NHy opu i

_28_

5

10-2773157



[0191]

[0192]

[0193]
[0194]

[0195]
[0196]

[0197]

[0198]

[0199]
[0200]

[0201]
[0202]
[0203]

[0204]

[0205]

[0206]

Q7h -SHYl U Fefel M, -SH WolofEl: & EW a4 (Dol
Zste] Tlastol= ARE WAshe Aol &g FEof @),

B= EAske ek (1)) stdEs 23t 7] tiddtol= A3 -SH

Q 7z
e FelA, @ RelolEl sl Relole2A Balah AsEm (el FW, waHD), o

S=S0l 10-2773157

E TR SHE P E e Azselsy
[e) = 55]

e, 9

Bl ok A3 mololelzel AFE A A Q mOOlEE AT A AE FW, Q2o

£ s F2o DAl =RA A 5 9

0471*1 RE oz Agtd oA 7oy, olE 59, I FEolA,

Q= 3t7] 2o Tl ste]= oo A

"= 4, 5, 6 £ 704},

R 2R Z 6 & 5 o) 884 ()9 3719 8320 gd a4 £das 884 (D)9 s3e =g

o}
L'E sety (De] F7be) aggel e 2
ASl W moloEl(F, n = 9 s

"QE Ze, S (D] AL SeEs AxgdeEA Axd 5 9l

o], 1§ EW 1007 olgel W' molofelg zrE e (De

I )
gaglolx Axd 4+ ek, old@ Hek (Do) sgzel o4 Feje a7] seb (

spska (1)
M M M M
L L L L
R2 /‘\ 4\ /}\ /‘\
™~ 2 L — 4 L3 L L2 L 4 K R3
R’ R’ R’ R’
n n
o
7] BHA (1')oll A,
1 2 3 1 2 3 4
2t AR, R, R, L,L,L,L,L, MN¥ nd 5g8o=

1r

"= Q HoJoEle} 1o g
W1 WA 100, E= 1 A 109] 4ol

o

s
—
o
o
2
it
il

2 3heky (1)e] sheheol el Feojs whep 2ar;

wolojele] Moz E AAHE A48 N8 L G0l

Fd kel ole), o2 5w Bl AT® 884 (1) s3] oA mi o] os) skt (1')9] T}
2 FyBET §uE & 9

gw g2 gEelA, R EE R F s O £ -0P(=R)(R)R.O]Z, R EE= R 5 UmAs g3 molo]
Hol gt T4 A P DA T A4 AAA 0] B g 2FS ek G0, o= =w 2
nookelol A, ®AS RolojEl= @A m= X BW 584 AFATH. Aold FejolA, uA AAAE FF
A vE wE u-FEAY 6o},

noFe sk few, By ay w= NE S5 swow

o 1 U4 109 AFelth, the FeolA, ne, 77}

_29_



[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

SE54d 10-2773157

alln
T
o
-
ox
o
ot
=
=
m‘m
{0
2
)
K-y
lo,
. 2
2 2y

=
rlo i i
o2
=
=
>

o
0,
)
=]
o
re

A A EGFR, HER 2, 4+ 48], CD 20, CD 33,
FHolAd Y, vAs gujd 84, TAG-72), CA-125,
39 (MAGE), @ RAS T+ p53o] HlgAA el AES ¥3}
g9 FdHold, Fdutolg A (dF B9, PV E6, E7), LA/ FH4 (2 &

A F=2gdol= g 2, 9D7, Ep-CAM, EphA3, HER2, @ =ZwlebAl, wWigd SAP-1, /ﬂu}o]

s} FlO
O

H o

L B oft o
o
)
o
Lo
= o%

lws]

=

o

i

i

)
e RF

oX,
M o

R, k-3 (elE BV, BAGE AY, CAGE 719, GAGE A4, MAGE AI¥, SAGE 71¥, XAGE A4),
As-AY, B, 5T Wy, /ME5)4 (idiotypic), CT9 Ei= CT10 (A5 &9, NY-ESO-1/LAGE-1,
PRAE) & SHCo= st s 38 5 v

AR FElolA, M, 247 A9oll, Aoz NSAID, ZIvobAl AsiAl, kEpAlo]F™, EGFR AsiAl T
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7k AgE e, o] A% g Aol REAZ L= Ao FAHIT.
»

YokAQl o)A, A% okl SRS 93 e A9 Aado] Wik AR RoA f88 AT
S mE entAle) o B¥E D ojudolth. B4 FEdA, N-ulEnEEY 2 §7] &7 £F A18H
o F7be) gEjelA, Bgol ZAE PR ARAZ et LA 254 FEAY MR v
e A AR Agstel ARAT. BFd AMY SASe] BhA fEdTh Q% G, A
MEee eSS 4 F UX Y 1009 ot wEdth. A 8A9 steha ARy A okdAd uwhel, dhulg
AAHE 98 F7he] ko] ALgHT,

54 ol A, Edol ZIAIE AL skt o] AtsHAA, 55 AU olEA, HE T IFE ZL/Ee v
2 dukHQl HAHAE EE3r. o]y E kAl ol (a) oF 0.5% WA oF 2% w/v 2EAE, (b) <F 0.1% W
2ok 1% w/v WEed, (¢) °F 0.1% WA °F 2% w/v Rx=EoFAE, (d) ¢ 1mM WA ¢ 10mM EDTA, (e)
°F 0.01% WA ¢ 2% w/v of=FEHAL (f) 0.003% WA °F 0.02% w/v Ze]AEH]E 80, (g) 0.001% WA
oF 0.05% w/v. ZE]AEHC|E 20, (h) ol27d, (i) a9, (j) d2EHF AHolE, (k) Al |FRHYAER,
(1) FEA ZHAFolE 4 75 daddfF, (m) vtavlg 2 ofdd 22 27F ol e (n) o589 235
E AN o]of A A =t

IR Fefoll A, okAISHA A El ATH st ol sEtEe] wEE 100%, 90%, 80%, 70%, 60%, 50%, 40%,
30%, 20%, 19%, 18%, 17%, 16%, 15%,14%, 13%, 12%, 11%, 10%, 9%, 8%, 7%, 6%, 5%, 4%, 3%, 2%, 1%, 0.5%,
0.4%, 0.3%, 0.2%, 0.1%, 0.09%, 0.08%, 0.07%, 0.06%, 0.05%, 0.04%, 0.03%, 0.02%, 0.01%, 0.009%, 0.008%,
0.007%, 0.006%, 0.005%, 0.004%, 0.003%, 0.002%, 0.001%, 0.0009%, 0.0008%, 0.0007%, 0.0006%, 0.0005%,
0.0004%, 0.0003%, 0.0002%, =& 0.0001% w/w, w/v B+ v/v wRko]t},

A5 FEjA A, s olde] FFEe FEE 90%, 80%, 70%, 60%, 50%, 40%, 30%, 20%, 19.75%, 19.50%,
19.25% 19%, 18.75%, 18.50%, 18.25% 18%, 17.75%, 17.50%, 17.25% 17%, 16.75%, 16.50%, 16.25% 16%,
15.75%, 15.50%, 15.25% 15%, 14.75%, 14.50%, 14.25% 14%, 13.75%, 13.50%, 13.25% 13%, 12.75%, 12.50%,
12.25% 12%, 11.75%, 11.50%, 11.25% 11%, 10.75%, 10.50%, 10.25% 10%, 9.75%, 9.50%, 9.25% 9%, 8.75%,
8.50%, 8.25% 8%, 7.75%, 7.50%, 7.25% 7%, 6.75%, 6.50%, 6.25% 6%, 5.75%, 5.50%, 5.25% 5%, 4.75%, 4.50%,
4.25%, 4%, 3.75%, 3.50%, 3.25%, 3%, 2.75%, 2.50%, 2.25%, 2%, 1.75%, 1.50%, 125%, 1%, 0.5%, 0.4%, 0.3%,
0.2%, 0.1%, 0.09%, 0.08%, 0.07%, 0.06%, 0.05%, 0.04%, 0.03%, 0.02%, 0.01%, 0.009%, 0.008%, 0.007%,
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[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]
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0.006%, 0.005%, 0.004%, 0.003%, 0.002%, 0.001%, 0.0009%, 0.0008%, 0.0007%, 0.0006%, 0.0005%, 0.0004%,
0.0003%, 0.0002%, X+ 0.0001% w/w, w/v =& v/v Z23o|t),

QI okejol A, Bl o] e s Wi 0.0001% WA tHEF 50%, tHEF 0.001% WA tHEF 40 %, ohEF
0.01% W= theF 30%, theF 0.02% WAl tHeF 29%, oieF 0.03% WA theF 28%, ek 0.04% WA theF 27%, ek
0.05% W= theF 26%, theF 0.06% WAl theF 25%, oheF 0.07% WA e 24%, ek 0.08% WA theF 23%, thek
0.09% WA ik 22%, theF 0.1% WA ik 21%, heF 0.2% WA theF 20%, oheF 0.3% WA o= 19%, o=k
0.4% WA ek 18%, W=k 0.5% WAl oi=F 17%, g 0.6% WA o=k 16%, th=F 0.7% WA o=k 15%, of=f
0.8% WA theF 14%, teF 0.9% WA ek 12%, =k 1% WA dheF 10% w/w, w/v B2 v/v HYolt}.

QXL kel A, st o]l =l i ulgF 0.001% WA i 10%, ©i=F 0.01% WA thEF 5%, oiEF
0.02% W= digF 4.5%, =k 0.03% WA ek 4%, oheF 0.04% WA oh=F 3.5%, oi=F 0.05% WA dl=F 3%, ek
0.06% W= digF 2.5%, =k 0.07% WA ek 2%, oh=F 0.08% WA ik 1.5%, oh=F 0.09% WA digF 1%, =k
0.1% WA th=F 0.9% w/w, w/v =+ v/v H$lolt}.

AR FHelA, s o]l FetEe] ¥ 10g, 9.5g, 9.0g, 8.5g, 8.0g, 7.5g, 7.0g, 6.5g, 6.0g, 5.5g,
5.0g, 4.5g, 4.0g, 3.5g, 3.0g, 2.5g, 2.0g, 1.5g, 1.0g, 0.95g, 0.9g, 0.85g, 0.8g, 0.75g, 0.7g, 0.65g,
0.6g, 0.55g, 0.5g, 0.45g, 0.4g, 0.35g, 0.3g, 0.25g, 0.2g, 0.15g, 0.1lg, 0.09g, 0.08g, 0.07g, 0.06g,
0.05g, 0.04g, 0.03g, 0.02g, 0.0lg, 0.009g, 0.008g, 0.007g, 0.006g, 0.005g, 0.004g, 0.003g, 0.002g,
0.001g, 0.0009g, 0.0008g, 0.0007g, 0.0006g, 0.0005g, 0.0004g, 0.0003g, 0.0002g, T+ 0.0001g °]sle]t}.

AB koA | L} o)Akl FEHE-o] A& 0.0001g, 0.0002g, 0.0003g, 0.0004g, 0.0005g, 0.0006g, 0.0007g,
0.0008g, 0.0009g, 0.001g, 0.0015g, 0.002g, 0.0025g, 0.003g, 0.0035g, 0.004g, 0.0045g, 0.005g, 0.0055g,
0.006g, 0.0065g, 0.007g, 0.0075g, 0.008g, 0.0085g, 0.009g, 0.0095g, 0.0lg, 0.015g, 0.02g, 0.025g,
0.03g, 0.035g, 0.04g, 0.045g, 0.05g, 0.055g, 0.06g, 0.065g, 0.07g, 0.075g, 0.08g, 0.085g, 0.09g,
0.095g, 0.1g, 0.15g, 0.2g, 0.25g, 0.3g, 0.35g, 0.4g, 0.45g, 0.5g, 0.55g, 0.6g, 0.65g, 0.7g, 0.75g,
0.8z, 0.85g, 0.9g, 0.95g, 1g, 1.bg, 2¢g, 2.5, 3g, 3.5, 4g, 4.5g, 5g, 5.5g, 6g, 6.b5g, 7g, 7.5g, 8g,
8.5g, 9g, 9.5g, X 10g o]Ato|t}.

A5 FElel A, st ol el shebEe] F2 0.0001 WA 10g, 0.0005 WA 9g, 0.001 A 8g, 0.005 =] 7g,
.01 WA 6g, 0.05 WA 5g, 0.1 WA 4g, 0.5 WA 4g, F= 1 A 3g WLl
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[0338]

[0339]

[0340]
[0341]

[0342]

[0343]

[0344]
[0345]

[0346]

[0347]
[0348]

[0349]

SES0 10-2773157

T olddZelt), pHIEAA, EFE 58 XS, FHEAA ] A BE Ve 4, ol EE ofg
&7 o ~HEE 2. HE Ve FEA A FAEDL Bl ZAE ule} Zol, dEF 7Hel wEka HI
JAY AAED F Ak, BE 719 AR E3(Green, T.W. and P.G.M. Wutz, Protective grouip in Organic
14

o

SF4 (1999), 3rd Ed., Wiley)ol ArAls] /A= e} glv}. ddx7) <148k 4= 9le upel o], HF
A A, dF 51, Y(Wang) 4, B (Rink) FA EE 2-F22EE-F2dol= £=4d & 3

TR, frel 971 EE A FHE EAse B oudel nE sgEe
R @7 EE A2 A A o8 059 doz A
& o=

of fre] 7] = 2t R AdEAE 5 Ao

7] weAe ¥ oudel BFgEe Azt dAF PEe A¥t. Gl A e s 2qge
24 A P o8 olF HEES AR & gl oldErk. ®F, FAATL, olstl J1AE v}
A o, Bad we A8 L YL ASSn FY seiHEg wFgoss okl FALL
= A9EA 9o sed (D9 U B3RS AT £ U2 Al odur. duHen, U Yre

Z

Sigma Aldrich, Lancaster Synthesis, Inc., Maybridge, Matrix Scientific, TCI, ™ Fluorochem USA &3} %
& FFAHARFE FAT = AdAY FARA FAEH FFAH(AE W, 3 (Advanced Organic Chemistry:
Reactions, Mechanisms, and Structure, 5th edition (Wiley, December 2000)) =)o uwig} &4E 4+ AAY
2ol 7|AlE wle} o] A" 4 Tt

dAle HHo g 317 AAlH7E AFHA G Asetaa) s= AL oy,

PADS 01

dukAQd Wy

JEOL 400MHz #ASNA T NR ~REPS FEFT. 1 AA=0S TS| tja] FxH Aolth, 94 IPLC &
A8 45CANA FAEHE 2. 1mm><50mm Acquity BEH-C18 A S AM83}= Waters Acquity UHPLC Al A®1S AFE
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