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T ERT RSB 74A5

| o |
NH NH NH
) R - - .
[0159] * N N N N N
o H o H o H
" "

[0160]  7E—2esjify S, # R B a i AROR SE AR W dn , FERPIR R AR B =R 5ot
BT, 76— S8 St 7 &b, BEIR AR B AT = A58 B M 2 B 0 3T LA AN s M
B PRI IR A A5 14 d g Je e (B, #% e +2BU+4BU+8BU) &

[0161]  ZALlth, (5 o, FEAR IR SR AR B AR B L I L T, fE— L85t 77 S, AR
AR EA T ARTE BB R B o0 T B N OV JR R A% L X R SR A AL 624
g st (R, #% B8 51 +2BU+4BU+8BU+16BU+32BU)

[0162]  SRTT, N ERAA , BT FH T )8 R SR AR 1) BT V2 R 14 I3, D i) 8 AR PR SR Ak g 3
AT — AN B Z A I B ] BES AT 58 45 56 . IR b , 7 — S8 St B rp , PR AR T A & AN 58
AR R TG A5, BT USRI RIR SR AR B , e rRRDIR SR AR B A B A WEIR SR A4 A 2.
JCHCEI AR

[0163]  FE—8esjfi s b, FERPIR AR B A =AM BB R RS ROIR AR R,
HAFAIR B AR B T B d 5 B R D B /D8 E E /b 9mk & /A 108, 2 /b 118 & /b 1288 % /D
13 FE—HEsiti 77 2 b, SRAF BRI AR BE AR, Horp 22 /060% . 20 70% . 2 /080% . 2 /090%
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8022 /095 %6 B IR SR AR B A 104 BUSE 2 /MY BT o £E — S8 S 7 v, SRAG IR SR A
i, H = b60% EADT0%  ED80%  E 90 % B E D95 % I FRIR BA G 1240 FE £
M TG,

[0164]  7E—L&sTjiti 7 B, FEADIR AR B A LA BT BT, SRR AT,
HARAMOIRBARK) T B2 5 s e B N 2 D55 E E /D 56EE & /57 £ /58 £ /b 59m &
60, 75— LSt 7 R, SRAFROIR R AR B, b 2 2060% 2 /070% . 2 /080% &/
90 % B 22 /1295 % IR R AR B A 554N BE 2 AN S B 0 o 7 — LB Sl 7 SR T, SRAS IR ER
R, Hodh = 060% (B /DT0% E 80 % L F /090 % B 2 /95 % KR IR B8 44 B 60 8]
2 AT,

[0165]  7E—2esTjfiFy R, TR A% B e AR I B A I B (B R Ron S i Hoo
(PRI s A e I B p o

[0166]  fE—8sji )7 b, M EA E oT (X) i) 45— A g 51 oo T LA =X [BUT, (b-
D) Fon, b REE .. BA =AM f ookt X) Rk

(01671  [BUJ,-[BU],- [BU],.

[0168] H A HATEEMEFITTIIM AT X KRN

[0169]  [BU],- [BU],- [BU],- [BU],- [BU] .

[0170]  2F— i

[0171] 55—tk (T1) A& SO R R M5 18 H , UM % = 5 0 B8 U i &
g A 51 .

[0172] R

[0173] AT 3 Y SO 14 A% 2 0T FH T A i B R AREIR SR A rhr o TR PR A% 2% AR O TS 1
A7 25, A2 O T R A e R AR E TR, FBUX RS RS

[0174]  JCS M A% 3 FH T 5 2 W RIVE T 038 o 1 W0 B % - R S TR 1 O S W 2
(PET) Jle A8 AN IE H - 3 W S5 45 5 - L AR e A8 (PET -MRT) AR W] FH A Wl it FH -G 1 25
TRURHPHEAZ 2R B 0 3 1) 52 8 N R TR P A 2R, 9 77 A 5 60 s 2 e 110 92 99 1R A7 A6 R/ B
F I U o U AR 238 7T F V87 0 » W Qe o FE X RIS 00 5 4 B U P R 1)
W it FH 2 BB 3 5 B TR VA% 2005 28 R, I LR TEOR PR 3 R U 2 )5 AR BE IR
211

[0175]  fRadeth, OO 1A% 32 & SR U YA 25, B an 4 &8 B8 o 7 — L8 St 7 S, JBUH
PERZ R R AR SR (- RFHE) o FE— oS T7 R b, UM A% 2R BRI A (B- K S o fE—
STt 7 B TR A R B A Y RS

[0176]  7£— e Szt 7 Z2vh , JEUR MR A% 2R (B InAc™) VB (il tmnAs™"Y) <& (51 4nBi 12,
Bi*") A (I EPh*?) A (BT &R (BIInTh*) (4R (Bl 4nRa") S (il anLu' ) VA2 (]
A0Y™) A (T IntY) AL (B1ENGd %) VR (Bl nGa®) B (Bl inze™) sAT U T
FE— e STt 77 Ze TR A% 2R A (L) VAL VB (B Ga®®) (B (i Ze®) VT (it
Ac™®) A (B2 Bi %) VB (i AmAs) S (Bl Te™) B4R (i incu® . cu®t L cu® . cu®
Cu®?) THURMHE I 2 o AE —He St 7 e b, TR PR A 2 4 (1 dnLu' ™) AL VB (1 EnGa®®) 4
(40 7e™) 8 (1 ncu® ., cu®t Cu® . cu®  Cu®T) U MERZ R AE e S T R RO PR
FRA (IGa®®) VB (el inZe®) B (i tnLa'T) JEOR A% 2 AR — e S T b U
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B (il ncu® .cu®) s (Elanze™) g (Eanta ) B (T Enac?) BEL (51 anAs) i
SR

[0177]  FE—Lesujii 77 7, JBUN A% 3 F T e (19 W he) 112 W7 BOR 5 o 3% BRI T30S
PR Z R A FE S (B1N6a®) V& (linTe™™) &5 (anZe®) Fgi (i ncu® . cu® L cu®,
cu® .

[0178]  FE—esjii /7 A, JBUN A% 32 F T E (9 W he) BIVE T o IX AR I TS A% =
R B BLAE A (9 I AC™) VB (i EnAs™'Y) A (1 4nBi 12 B1") JHY (I anPb*'?) &L (il
Th**") J&F (Bl 4iRa™) 48 (1 anLu'™) V&2 (B1ny™) J4L (B1ncd ™) F4R (Bl incu®™ . cu®'
cu®.cu®™ .,

(01791 AR, y6 97 VR AU PR A% 2 10 R S R v B 25 FE 401 5 RST DA R s 48 v 72 MR Y
It H LA GE 0 21 3 LA SRR TR AR 2 K 3 16 0 HE o 7E — S8 St 7 B b, UR PR &R 2
N T 20 R BN T 12 R o A o 75— S8 5t 7 6 7R, JEUS A% & L 28 20 K B85
Z10RMZEIARIBA SR . L TTLuse H RE BB - K S48 (490keV) , HA 0. 5MeVIr) f K HE & F1<
2mm i) Fe KA L5 o 1 TTLWiE & 520880 113ke VAR AE B v S 2%, H: fo 4 B AR i 45 31 A bl
£ 5 Mg s A F R B E A RIS S

[0180]  GnAATIREL AN GOR BRI, AU 1 LA DU g 87K (Ba) . — A DLsd Bh R & SR
FERD—MZ IR — T SO PEY) ST

[0181]  7E—2esijifify S, VAT PEBSUR PR A% 25 B3 S5 & 8 1 22 506Ba/ SRV EST - fEH &
St 7 S, A RN 22 20GBa/ BLIR VE ST /i AR B S T R, R AR N2 R
10GBq/ B VR 5 o W LAAR H5 795 6 45 58 35 1 55 R0 THRE I 24 & SR A 2 Nk BB 3 B SR 21t
AR RN BT AR 5 T BUR R A = e , 41 fs FHSPECT-CT.

[0182] 7 —uLsiji 5, PR SR AR R & Wb VR S e R R Bt 91 G B T BE 1
SHEKT .

[0183]  7E—Uesujii /7 S, eI PR A% 2% DA SR A SR B 2 A I ), A AR RS SRR =
B A% ZE R 7E0. 12 10MBg . 0. 1 2 5MBg~ 0. 1 Z2MBq. 0. 1% IMBg.0.5% 10MBq. 1 &
10MBq+ 1% 5MBq 5% 10MBq I Ju Y , BRZAI 1 412, 213, 2494 . 415 416 . 417 418, 4198 &)
10MBq.

[0184] 54, 75 BRA SR v R ST /4 T BB 0 VRS /A 0 T 1 Dy (56 45 3 28 =
(1 25 S A 3 026 22 L (8, R o 7 — S St 7 S v, U M A% 2R DA R R S 1 B )
EAGYRAL SN RALFE S H — 2 R BUREZ R, BT IR JBUR PR R U 1 7R
0.5% 10MBq. B¢ 1% 10MBq - B 1 35 5MBq B 5 % 10MBq (19 Y6 [l P , B2 1. £2. 293 214 . 415 . 216
297 218 £19EZT10MBq o 7E—EE STt 5 S H , 7 RIK it AR DR SR Ak 2 i, B BIKe A FH 2 RiT IS
B 1) 5 0TSO 12

[0185]  JiUiFf A% 2R 245 & 2 1A

[0186] &5 JEUF PR A 25 38 43 3 5 25 A6 THUR P A 3R 2% & 2 (4] o ] DA R AT A 0 1) 4% 5 2
W o 25 A B AL T 28 A U PEAZ R I B AR 3040 o ISR B850 40 (1) S e 91 40 5 PR IR e Bk
J& F2 I BRI IE L R R UR « -N- O | 1ol R 1 AR B PR I 226 o 7 — S8 Sty = b, 1 -5 78U
PERZ BT R SN 48 6 3 ] Al I 45 A SE A I S it B (1 R ke
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ik g U2
B Hoe SN N oo (1,4,7,10-PU %% 1 38 J5e-N,N N N"-
VY 2.1 )
HOQCVNUNVOOZH
NOTA (OoH (1,4,7- =8 &3 £ K -NN'N”-= 7,
N: 3
<y B
Hozch\_/N «-COH
DTPA oH 9 (W 23 =R T CFRIET )
)Ok/ H%O HO)H O
HO N“"/\‘r{“:vN\)kOH
OH
0
CHX-A NCS [(R)-2-% & -3-(4- 57 T TR IR & 7 3k
DTPA 73 ]- R RS,8)-FF e -1,2- -1
[0187] Q o L
e VY D OH
© OJOSJOHl\g_'O
J R i i I o ON'-[5-[[4-[[5-( Z. B 3k ¥ ik 2 3k ) IR,
;;H"/V“ﬁ):’\g” SRR 1,4- 8 T B EHER
Ay MH HE]-N-(5-54 Bk I )-N-F2 38 T B fi)
TETA HochmACOQH (1,4,8,11- P4 5% 3+ DY e -1,4,8,11-
2R
HO&EUlCO;H
cb-TE2A ﬂhcw 1,4,8,11- PU 5 7% X ¥ [6.6.2] | 7 Fit -
Hozcgbj 4,11-— 1%
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AAZTA 0 Yot o 1,4- XL (R F 3 ZE -6- DL (7R P 3k 2E) )
Hoﬁt on Heo6- A -1,4- Uk )
NN
'W/OH
(o]
TRAP s T (1,4,7- =5 R IF FLe R BER )
OFP“OH
0 &
J'l\./\ 8LN Ne__ e
HO d’P s HO,P\/IOH
NOPO o”f’) 1,4,7- = R H 0 F He-1,4- X0 3 (52
Pon B L ) YK I B ]-7-[ 0 P Rk (2- 74 2.3 ) IK
N PR
HOAPPLN\_{N"*——P’Q H
I} HO \/\g,o
HOPO QP 6-[(3-{[(1-FA . -6-A K-1,6- — & -2-Hit
4, I 3 B S U ) T ) (4 ([ (1A -6
~ SEAR-1,6- A -2- Mk e ) B 3 (3-{[(1 -
_\QZ S A-6-5AR-1,6- L -2-MLwE ) B Ak ]
“b N S T BB ) T P ] 2-
pad § SAR-1(2H)-MH 24
[0188] N g
NOGADA g 2-[4,7- X (F B 3k)-1,4,7- = M ke -1- 3]
HO 0] J—\Z:Q&
JHYLOH
N
o (" Vo
HOJI\’NuN\)J\OH
HYNIC 0 6-JIfF I 0 R
HzN‘NID/N\j
H
MAG3 A 5 FHEM (Mertiatide)
SH HN
ke,
e OH
OPTT i 9- % & -3,6,12,15,21- T % #& = F
(T "K'_\N o [15,3,2,1] — + = -1(21),17,19- = 4% -
y Hx“{;’? 2,7,11,16-P4
o}_/
TBPD S 3,6,9,15- VU % 2% XU HA [9.3.1] + Fo. % -
N 1(15),11,13-=47-2,10-
NH HN
\_x/
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[0189]

TAME-Hex L,L1-= (@ R ) 245
HOLC— 7& (GEAREZ)
CO2H
HOQC f’
CO H
R =CN, SCN, NO, SH, BrCHCONH
DO3A NaOC SN NI CoNa 1,4,7,10- 9 5 2 F + —ke-1,4,7-= 2
[ ] ¥ = ik b
NeO,C N, HN S
TRAP ot L4T-=R/ARR EH-14,7-=[2-R &
HE) IR LR B
HO-P=0
<N
ow{ Y o
Ho\g/\, EVNUNV E:/\g,OH
DATA HO\FO (2,2'-(6-((F& k)
. B IH)-1,4- “H R -14-2 )2
Ho N_HO o
OJ\OSH
NODAGA HO O 0= 2-[4,7- R B Ak)-1,4,7- = M b -1- 5]
TNH:S—/_« 2 .
Gl
Lfo
OH
DOTAGA o (N Y™ 1,4,7,10-PU R 38+ =458, 1-(R —#R)-
j_;E” \ %o 4,7,10-=2./%)
N/\,Nji
o]
o O~ "OH
PhenA Oy o €22/ (6 (R P )2 i )-6-((4-(2-R
4%) A ) 3R )-1,4- B Be-1,4-
. YD
1%
o oo
g
PCB- Ho)_\ " 1155 B 3 -1,4,8,11- DU 40 2% SR [6.6.2]
TEIAIP 4 N—/_< A bt-4-F LR R
aINLﬁP
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H3THP ) P =(6-FR ML e -2-3E B )ik
R NH N /
o /
‘a)LN P
H
HN OH
HN 0 HN : 0
N
L on
o]
DOTA-4AMP Hzoap\/n 0 1,4,7,10-PU % % 31+ — %56 -1,4,7,10-
Nf—\N,\n,vaoaHz (2. 3 0 F 5 1 )
j)'\E N] O om0
H203PAH '\_/ J\ .HBr
o) HAP%H;»
NOTP QH 1,4,7- = 5 24 30 £ ke -1,4,7- = (. FF 3
HO-P=0
( 5 R)
N
H( Y9
HO-P._ N NVI?—OH
™
CB-Cyclam P la 1,4,8,11-PU % A4 WA[6.6.2] 175 ke
[0190] [“ N]
DiAmSar H\NﬁN.H 1,8- % 7£-3,6,10,13,16,19- 75 % 7% AL
- HN/—\NH - ¥6,6,6]- %%
N N=" 54,0
H\N~"H 77
DOTMA e (1IR,4R,7R,10R)-a,0”, 0,0 VY FR it -
[N/_\NjYOH 1,4,7,10-PY 2 2% 1+ — %5 -1,4,7,10- 1Y
0 o 1L
PR VYN L
Nao)!\-i’ N\_/NI
) 0% “ONa
DOTP HQO;:,PANﬁNAPOaHz 1,4,7,10" Fq ,ﬁk ;J% J;F —I— - ﬁ_ls4s?a 10' P-q
C ) (OF F L5
HOPN N POH,
HBED HQ H 2,2-{1,2-27, X [(2-F IR ) T HE
I e
o au
O 1 . — - - - : : —
6SS HO_{/_\%LOH I\iiN -x)z(%z_-_fﬁi;!e-z-éﬁ[lii.zi;g)z_
>[N N:I< fii-NN°- - 2.1
SH HS
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[0191]

[0192]

[0193]

SarAr NH;

( 1-N-(4- %4 ik % J£)-3,6,10,13,16,19-
NI UIR[6.6.6]- 1 4t-1,8- )

MeCOSar 3
wa

5-(8- 1 3£ -3,6,10,13,16,19- 75 %0 24 - XL
I[6.6.6] 1 -1-FLH Fk)-5-F ALK
73

HN
HN
o)
(0]
HO
Sar 78y 3,6,10,13,16,19- 75 % 2% XL 31 [6.6.6] —
( sarcophagi E HNj j + 1
ne) NH ] HN
g/

HKTSM °_<_\
— N

3-CAAHE2- AT RE- R (NP - FR R A i
JETRIIR )

H,ATSM N
N

— LB -2- (N FR -3 -4 Jl HE K )-
3-(N*UHE-3- i TR IR )

TCMC T

H,NOC” >N N CONH,

G W

HNOC. N N{_CONH,

1,4,7,10-P4 % 24 -1,4,7,10- U (2- 2 3L B9
P ik FR IR+

1E— s )y Kh , 4% & R A /EDOTA NOTA . DTPA . sarcophagineE{DFO, £F — L& 51
5 =, 2% 4 % 41 &DOTA NOTA . DTPAEY DFO .

FE— BB St 5 S, 2 S e B A

I HHE A S DOTAR ZE ] 548 & i
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[0194] i BES I R b, S A B ER A FLAS S5 N ) A NOTAR 2
R, 9 FL3Lof 4 NOTAR S 548 5 i .
(0195 E— Lo i 7 T, £ A B LT £ Moo S N sy SN AN [ 4

DTPARY A, b & DTPARI LA 58 & Wik 82

@] @] (l)H
)J\".‘WHJ\/\H’N
[0196] {E—Leszjiyeh, &k B4 OF 0 OH [t
F’J\N/\/\/\NJ\/\H/N
H OH o
SDFOSE , Horp & DROMI SE ] 5 20 A e 42
/~ \

NH HN
/T \
[0197] fE 2B S 7 R, /G EBE R A4 NH HN (¥ &

sarcophaginef{J 2], Hotf & sarcophaginef) 3 4] 54 &M Hz .

[0198] B8 — i A9 N4 b A AN S G ) B 5 e AN A B T B, R M R TR
R e B L A A — S T Reh , M AR A S E T SRR R ITE X
JO7 ) SE AT , 2 45 SE T W] 540 2 PR 0 L4 SN o AR L e Sl T Rerb, S sk v T A
I [ 5 AR B RIR SR Ak L, RITE 28— Aoy 5 4% & 2 [ ) 2 A1 AR i 2, o H AR 28 — Ko B
HIET 5T R 50 BRI RE RSN 1 B fg ] (9 il rp 55—t 25 40 i fe AP 2t
G BRI A7 a0, SRR v B IS TS R R R e

(01991 8 T TE Rl di Al 5 0 RN 58— ity 3 2 1A (1) e 2, T DA AE 6388 1) 4% 6 i A 22 (4] AL
A0l T R E e [ (54 i 58) stk S8 A o [e) 44 2 ) 1647 OB o 7E — e S it 7 s
R TTAR S DOTAL S NOTA 5 DTPA. ¥ sarcophagine sl & DFOR JE ] . A3 H 4% & R4 5L (4]
R B EFELL TR :
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HO.O O0O+L.OH
0%
C L
N N NCS
HOLOHO'lOH

p-SCN-Bn-DOTA

Hof_ﬂaQN Son

HO'\\:_; O%H 'grOH

p-SCN-Bn-CHX-A”-DTPA

NCS
[0200] 9
o) 0
HOJ:)N o ,';_r)&ou
HO J OH
o©O by ©
p-SCN-Bn-DTPA
i f‘L L
U @NCS

0 NWH u
OH

p-SCN-Bn-DFO
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r A «3HCI
N

O
HO-{) J’\QNC

p-SCN-Bn-NOTA
H,N.O Oy NH
TAJ

(N NJ/\@NCS

—
HzN‘LO c);mi.:Hcl

p-SCN-Bn-TCMC.,
[0202] R ifiX L[ W] 547 7E T e A 5 o0 b ) i i e I DA T St JOR 32 422 1) 25— g
5.
[0203] % —imdt
[0204]  ZMCIREBARE F 245 i dd (T12) , BN i 265 234K 30 1 A8 1m0 45, R
AT DB SR T RIR AR 254830 0l B (553 o 254K BN 7 AR 2 o] LA TR AR SR
PRI A AR RN/ BEE 1 254K 3h J1 B T 43 (T2) AT LA eSS AEbR S A 1) ¥ A
FE T 26, 0 R AR R SR A A 24 2% b ] 4 52 ) s A TR RV AR - 25 AR B D1 B 4y
(T2) W] LA A5 Gt B8 ARAR R SR AR () 3T e 2
[0205]  FEAFIR R A4 5 56 = o A 0 T, b 5 = om B0 & 25 W 1R R, 25 4K8h
B 43 (T2) W38 G Y08 B 16 v 1 738 e A 27 (5 G, 7K ) Bl R o A 3 4 MRS PR 2R A
TR T ) T 36 K 5 M) 25 03 P T ()RR TG 2 2R 80 1 2B MR 43 (T2) W] LLFE BIREIR 5 4Ky
LI PR IE 2R R e 2 2R (B an, R
[0206] 7 —uEsiji 5 e, ZjABN S AB M 42 5 2 % (PEG) 22 [ Bl 5 2, B S ek ik
(PEOX) F£[4]
[0207]  fE—Sbsjfiy b, 55 o LA 5 PEGIE 4] . PECIL A R R 2 —FE L[], B A 2 = -
CH,CH,0- ) 5543 B e I (4] o BT A2 7 A R W I IR SR AR IR PEGA BHIE o & 7 TR A A —
seARA, (RY, £10%) IPEGHITR &4, R L AE 48 8 70 TR 1B O, 38 2 PEGAH & W11 ~F- 35 4y
TR ITBME B0, RTE “PEG_,, . /& B 29210018 /R B ¥ 35 43 157, Bl = 2510 % (1)
L7 (PEG gy, 2B PEG,, ) « R “PEG_, " /48 F A 4230018 /KB 134 73 1 &, B £ 24
10% B 58 £ 8% (PEG,,),, EPEG, ., ) o 8 % A FH = Fh 07 ik Kt MW S48 - B b0 7 Y
TRz Iy T8 WIARSCRHT L F 5 o187 A2 4 T LA B A S0 A BT Jo 60 7 4 A i =
(1) E 150 1B, BTl R A H5AE ASBR F-NMR < 5 3 35 « 35 Jof 4l B P J0O'6 A e, 85K AT I )
(MALDT -TOF) « i 575 375 €01t v B A 30 FH €20 0% 457 R L 6 BIUI e A R 5 0 AR B 0 52
[0208]  7F—HEsjti 7 R, 28 A4 T 22200 250001 /R K PEGEE [4] 6
TE— LS 77 e, 28 R P 354 - ' 22 /D 50018 R | B A2 /b 75038 /K1 1) PEG &
] o 7 — Se st 7 R, 58 i S A E 4 T8 200 8 400038 2K 15 L 5500 45 300038 /K

HOtO 05.0H
N

S

[0201]
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i, 5,500 42 250038 /K 1 | 51500 22 250018 /R 11 75 [l P (1) PEOXFE ] o 7 — LSt 77 28, 25—
Ui JE & S 45 4 T BN 220 £ 2500Da BE 570 8 250078 /R 1, 5220 £ 110038 /R #l . 5570
11003 /R 41, 5 1000 2550038 /K 41 . 5 1000 £ 250018 /R #  5% 1000 £ 230078 /R #1 7 FHl Y 1
PEGHE ] o 75— £E STt 7 S, 5 — o 2 A0 3~ 38 4 1 & 91900 22 230018 /R 11 75 [l P (1 PEG
FeMH AR — LS T 2, 2 o 2R Ao 4 4 R 92100 32 250038 /R B 5 | A [ PEG 2
A o 7F— e STt 7 Z2 1, B g AR A 1 3 4 ' 92400 22 28003 /R 1 7 [l N I PEGHE [4]
FE— LS 77 R, 28 AR AP T RN 291900, 292000, 292100 22200 272300,
£12400. 272500 £12600 . 21270058 £)280018 /K il ft) PEGHE []
[0209] 7285t )7 &b, PEGIE A 1) 2 43 Hitde 2 (PDI) AZI1.00%271.50.4)1. 008 4]
1.2580 291 . 008 Z11. 10, 7E— L5zt )7 &b, PEGHE B LA 291. 0510 2 73 B 485 (PDI) « RiE
“‘ZorEE TR EC IR E RSN T IRE S M EE 2 0 #tE g (PDI) T H
B15y18 M) BRUVES 18 ) FFfam — R AW AN o 1 B 1) 40 A« 2 53 Bida 4L
(PDT) BB ST ook T MME , (B 24 R AW 25 5 K FE AT 254 18, 24 Bids
% (PDI) ¥ HE i —
[0210]  7F 25 i3 00 & PEGHE B i 159 , PEGHE F ] L A2 281 1) Bl S A0 1 o i SR 75 B2, AT L
{8k 3 2y (1 PEG B A o £E — L8525t J7 2, PEGAE [4] /2 FH A8 R 3 o U PEG o
[0211]  7E—ANSZiti &9, 55 ot 3 A0 2 PEOX J: ] . PEOX 35 [ 2 B 7, B Smdemik 3L (4] , BV
T EE R A

N~

[0212]
A~

[0213]  PEOXZ:H] 2 Fr LA Gty 44 /2 RN e AT AT LGB I 2, 8 e bk 1 58 6 ke il 46 o FH T4
FEA R B I REIR B AR I PEOX AT RHE W & A 4>+ B R A — 2884k (B, £10%) [PEOXHIE &
Y, IRIAEFE 8 7 T2 I I O 8% & PEOX & W1 ¥ 35 45 T & 03 AUUME - 78— e St 75 58
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1. B8 J5 , s AR oo b 0 3] FH e A1 AT 49 G0 5 i R - 24 W M R B O, A
v o] AL R 25 PR, T 72 A v TR AR SR A o 98 I ] A A 1) A7 bR 2R Ak 5T
SHEAZ R (BIURUR A 2R 2R IOV, AT U R R 28 &, 7 AR S A B BIR B AR

[0401] I, B RE [ 5 & 2 & FE T 50 73 AN 5 3 42 25 - 249 vy e 7 22k T %) I 8 vl o B T
TR L, BIANAFAE T B AN R B e B R 2t SRR T H e oA A b 0 3R IR el 1 2 2
(1511 G 12 ) 2 1) P T FRe T RS Y

[0402]  FEIXFhJ7v2H, AT LA 3E e 5] dan s ] S S A ASE R R R Ak o E R s I S A A —
i 1 AFDOT T 565 = i SR ) e 2R SR AR I 3R i ) A7 s T EE A

[0403] 1 b JTid , B b R SR A4 (1) — 380 2 B 25— B8 R CHARAE ) 28 = 2 X B ]
PLAAEAL, , DLASE AR 415 75 S R SR 0R SR ) 1 I o B — B St 7 e vb, A () BPIR SR AR (R S P
R 256 T RDIR R AR B 1286 2 A 5 250 PR B B JREE O - 14810100, 81 : 122
1:50.8%1: 1% 1:40.801:1%1:30.81:1%1:20.81:15F1:10.81:2%81:100.8(1:2%1:
50.8%1:2%1:40.8¢1:2%1:30.8¢1:2%81:20.8(1:2%81:10.81:5%1:100.8%1:5%1:50.
B1:5%1:40.801:5%1:40.8%1:5%1:30.8(1:5%81:20.81:5%1:10.81:10%1:100. 5%
1:10%1:50.8%1: 105 1:40.851:10%1:30. 8381 : 105 1: 20/15EF A .

[0404] A A% AR 5 T (19 st 2 IR A 2 R ) AR B 245430 s i B T (i i PEG &
P B4 58 — Sk ) FIT AR BROIR SR A4 i 8 1 w0 2007,/08233140W02012/1673097 .

[0405] |3 T2 mT A4 AR ST i R AR PR SR Ak | b TR AR R 28 A RS R S8 A (1) % b <2
it 77 Z8 B STt 151

[0406]  IRFEML T FH TP~ A MR A AR ST I B AT AR 777 T S5tk 7 5 S i 49 ) bR SR A 1) 4k
PG ZAR B B % B AR AR STl (R AART 77 THD SIS it 77 5 B3 S Tl 87 4 7. 52 £ 1) 17 44 AR
ARIBAR 28 & FE A TR % R

[0407] {574 AT LA SR At 2 0% & (1) T8O 14 A% 25 DA n) 32 X3 e FH -6 338 57 2= X O 9 Hod
TR A IS B B AT AR R R A DL 4% BT iR B RO R AZ B A RS T B, R A
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8 TR A 2%, HBR i 2 £ 506Bq . 1 2 206Bqak 1 25 10GBq I JECR 1 B o 78— e st 7 &
EOAE A S U ERZ R SR AL LT YEEE A B SO P B 0. 122 10MBg 0. 1 225MBg 0. 1 42 2MBq +
0.1%1MBq.0.5% 10MBq~ 1% 10MBq. 1 & 5MBq 52 10MBq BLZ] 1 Z12. £13. 2414 415 £16 AT
218, 2195421 10MBq . 7E— LE STt 7 S, 75 B IBUN A% 2= W BUIR K 40 128 & 2 AT IS
() i, B SR 2 A A0 FH 2 BT B T et 0 2 TS 12k

[0408] =iy

[0409] X HLIT AR B IT A R

[0410]  BHALys[Lys],,[a-NH,TFA],, [e-PEG,],,, F A X2 $RPEGHEE A )i A7y 7 & , il 5
W02007 /08233 1 H Hifiidk [ AB LLSALUIK & Jl T 1 il %

[0411]  RiKBHALys [Lys],, /&5 H A BHALy s #% o A0 1L A 2 B AL 2 S s O RPAR SR K, A
FHAERINE S A 32 MBI & 550, RN :BHALys [Lys], [Lys], [Lys] [Lys] ([Lys],,.
[0412]  Sjitifs1 -

[0413]  (a) BHALys[Lys],,[ (a-NH,) ,; (a-DF0) , (¢ -PEG,) 5]

[0414]  (b) BHALys[Lys],,[ (a-TDA-DTX) ,, (a- DFO) (e-PEGy0) 3]

[0415]  FBHALys [Lys],, [ (a-NH,.TFA) (e- PEGZOOO) 5] (151mg,1.98umol) (L4592 fl1 ot
v i AL 77 i) &) T-DMF (4. 0mL) A B F FE3  H In A p - SCN- £ 8k )iz (p- SCN-DFO0)
(4.83mg,6.41umol,3.24eq) , SR J5 IIANMM (56UL, 514umol) o K5 B 15 s 3 VR & )AL I 55 ek i
NEHES . 5h, U [ REIR A I (2. 0mL) FfAE RS E AN EE (ROVA) o ) 8 R0 R
(S BiB) HH 8 INTDA-DTX (B Ak = 418 - 2 P4 3§) (60mg,58.9umol) FIPyBOP (35mg,67 . 8u
mol) FDMF (1.5mL) H FIVA T, AR J 33— 5 s IINMM (561L, 514umol) o 4R J5 4 9 Fh I TR &4
TEM IR T T et .

[0416] }iﬁA(Xq‘H”)

(04171 19/NB 5, ¥ IR SLVR G W) 25 W 4 T4 SR J5 ¥ T-MeOH (1. 0mL) 1, F 18 1 SEC4E
B E B YRR A 58 HLAE B k4, I8 B 18 7% R W0 i tEMQuK b, 3o 8
(0.45um acrodiscidyE#R) I+ Hi%T, 15217 1a, N E t ZUR A (65. 8mg) o

[0418]  HPLC GE/KME, HER%%) Rt=8.98min. 'H NMR (300MHz,CD,0D-d,) 8 (ppm) :1.29-2.06
(m,468H) ,2.43-2.53 (m,13H) ,2.71-2.82 (m,13H) ,3.06-3.28 (m,121H) ,3.36 (s,96H) ,
3.39-3.42 (m,39H) ,3.51-4.06 (m,5781H) ,4.25-4.45 (m,36H) ,6.17 (%s,1H) ,7.24-7.58
(m,19H) ,8.09 (s, 1H) . 'H NMR4} 73 BH £92 . 3DFO/ PR B 44 s DO % (w/w) =2.3% .

(04191  JzJWB (TDA-DTX) :

[0420] 24/ J5 , ¥ S BEVR G W) B S W AR T4, SR 5 T MeOH (1. OmL) H, Jf 38 i SECAR
B E B YRR A 58 HLAE B k4, I8 B T 18 7% R W0 ia i tEMQuK Hh , 3o 8
(0.45um acrodiscidJ€#%) H H&T, 15 2 ¥1b, A A & ZORE 4 (96 . 8mg) HPLC GEK
1, H %) Rt=8.51min. 'H NMR (300MHz, CD,0D-d,) & (ppm) :0.80-2.66 (m,1183H) ,3.36 (s,
96H) ,3.38-3.41 (m,47H) ,3.50-3.77 (m,5100H) ,3.85-3.90 (m,62H) ,3.98 (F&s,67H) ,4.12-
4.48 (m,129H) ,4.96-5.07 (m,41H) ,5.19-5.49 (m,80H) ,5.54-5.75 (m,31H) ,6.00-6.26 (m,
26H) ,7.16-7.97 (m,255H) ,8.05-8.22 (m,62H) . 'H NMR4)#7 3 B £130DTX /A4 R 55 44 Fl
2. 3DFO/MPIR T4 s DFOMI % (w/w) =1.7% »

[0421]  SLjitifs)2:
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[0422]  BHALys([Lys],,[ (a-TDA) ,, (a-DFO0) , (e-PEG,,,) ,,]

[0423]  |aBHALys[Lys] 4oL (@-NH,.TFA) (e-PEG,,) ,,] (100mg,1.32umol) Flip-SCN- 24k i
(1.0mg,1.32umol, 1.0 5) T-DMF (2.5mL) HH A 45 FE3 A IMANMM (101L, 91umol) o [ M.
TR YIEELIR FEBRESh, 2 5 INNTDA (11mg, 84 . 4umol) , F- Kk PN W4 #1477 o K S S
EWNE S IRYE , ARG TMeOH (1.0mL) , H3Bid SECAEAL W &4 P 2oy & 9 3 HAE B =S
WK 4, FF S TS 5 R R AEMQ/K 3 € (0. 45um acrodiscidyiE#s) I Hik T, 15 3|
FE =, NERA T A B R (89.4mg) JHPLC GE/KPE, H iR %) Rt=8.43min. 'H NMR
(300MHz , CD,0D-d,) 8 (ppm) :1.29-1.99 (m,371H) ,3.19-3.26 (m,77H) ,3.36 (s, 96H) ,3.38-
3.49 (m,149H) ,3.50-3.77 (m,5131) ,3.84-3.90 (m,35H) ,4.01 (5&s,59H) ,4.27-4.43 (m,
74H) ,6.19 (%8s, 1H) ,7.26-7.36 (m, 10H) ,8.09 (s, 1H) . 'H NMRZM 473 B £11 . ODFO/ H Ik 58
& s DFOF % (w/w) =1.0% »

[0424]  Sjitif)3

[0425]  BHALys[Lys],,[ (a-DGA-CTX) ,, (a-DF0) | (¢ -PEG,,,) 4,

[0426]  [HIBHALys [Lys],, [ (a-NH,.TFA) (¢-PEG,,,) ,,] (71.2mg,0.93umol) F-DMF (1.0mL)
(R F R VA Y i N p- SCN- 4k % (1. 0mg, 1.33umol, 1. 424 5) , 4R 5 IANMM (20uL , 1821
mol) o K73 2| ¥V 1 S VR A W) AE PR S5 U FE B R 3h, I JS I NDGA - CTX (- H BE R - R EL A
%) (56.1mg,58.9umol) FIPyBOP (29.8mg,57.3umol) T-DMF (2.0mL) () VAW , B J5 i3k — 25
ANMM (201L, 182umol) - 19h 5 , ¥4 [ MR & W) 525 W 4i , 28 f5 ¥ T-MeOH (1. 0mL) , F- 38 i SEC
afifb AT oy A I AR B ARG, F B AR TR R VS R AEMQUK H, T R
(0.45umacrodiscit JE#s) I H kT, 15 2 h5 87 =4, 9 A 8 ZUIR[E 4 (84 . 6mg) HPLC (GE/K
P, H ) Rt=9.19min. 'H NMR (300MHz ,CD,0D-d,) 8 (ppm) :0.88-2.51 (m,1283H) ,2.65-
2.80 (m,55H) ,3.36 (s,96H) ,3.37-3.41 (m,103H) ,3.50-4.57 (m,5045H) ,4.97-5.07 (m,
33H) ,5.30-5.46 (m,52H) ,5.54-5.69 (m,29H) ,6.08-6.24 (n,30H) ,7.23-7.73 (m,248H) ,
8.05-8.17 (m,59H) o 'H NMRA:H7 ¢ B £931CTX/ BHIR B4 AL . ODFO/ B4R B4 s DFOFKI % (w/w)
=0.74%.

[0427]  SLjitifsl4 .

[0428] () BHALys[Lys],,[ (a-NH,) ,, (@-DF0) , (¢ -PEG,,,) 5,]

[0429]  (b) BHALys [Lys],,[ (a-DGA-CTX) ,, (a-DOTA) , (¢ -PEG, ) ,,]

[0430]  [FBHALys[Lys],,[ (a-NH,.TFA) (e-PEG,,,) ,] (301mg,3.97umo1) J-DMF (6.0mL) H1
() 45 3L v W NN p-SCN-Bn-DOTA (8.13mg, 11.8umol,2.98eq) , %R J5 I ANMM (114uL,
1.03mmol) ¥ FrfS e ROV A E M SR B N HE 414 . 5h, S8 5 — 43 (2. 0mL) W53 4% 21 1
TN (R A) o 1) F8) 42 35 (R REB) H I TDA-CTX (105mg, 110. 4umo1) FIPyBOP
(57.0mg,109.5umo1) F-DMF (2mL) H (R ¥ - 45min & , JIANMM (56uL,514umol) , 4R Ji5 K 5 Fih
SNR A AR IR SR S T

[0431] S RA (K HED -

[0432]  24h/5, F I NTR A YD H S WRAG T4, S8 )5 1 T-MeOH (1. OmL) , F- 38 ik SECAfifk, . 4 75
B o G I BAE B2 TRk 4, I B BT A8 5 R VS R AEMQK 1, i 98 (0. 45um
acrodiscit JEEY) It BT, B3-S W4a, N E B E A (82.5mg) « 'H NMR (300MHz CD,0D-
d,) 8 (ppm) :1.17-2.29 (m,401H) ,3.36 (s,96H) ,3.39-3.43 (m,43H) ,3.50-4.08 (m,5564H) ,
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4.21-4.67 (m,84H) ,6.17 (%Fs,1H) ,7.18-7.64 (m,18H) ,8.09 (s, 1H) . 'H NMR4}H73 BH £
2. 1DOTA/HHREEA4 s DOTALK) % (w/w) =2.0% »

[0433]  J¢JWB (TDA-CTX) :

[0434]  19h/5 , F I BV A ) B 25 R4 T4, 1 T MeOH (1. OmL) , Fid ik SECAlAL 5 &5 A 7=
YW 4% 5y & I 9F HAE vk 4, IF HOA IS 5 R R AEMQuK 1 98 (0. 45um
acrodiscid JE#8) H HGT, B 2L & Y4b, N A K (238mg) o LOMS CGEK M, TFA) Rt =
8.83min.'H NMR (300MHz,CD,0D-d,) 8 (ppm) :0.95-2.76 (m,1020H) ,3.36 (s,96H) ,3.38-3.41
(m,83H) ,3.52-4.56 (m,5081H) ,4.99-5.11 (m,34H) ,5.38-5.61 (m,74H) ,6.16 (%is,26H) ,
7.29-8.17 (m,300H) . 'H NMRAMTEBH 2926 . 5CTX/FHR 5 44 F12 . 1DOTA/ AR B 4 s DOTA ) %
(w/w) =1.5%.

[0435]  SLjitifdl5

[0436]  BHALys[Lys],,[ (a¢-NHAc) ,, (@-DOTA) , (e -PEGy,,) ,,]

[0437]  [fBHALys [Lys]32[ (a-DOTA) 2 (a-NH2.TFA) 30 (e -PEG2000) 32] (63mg,860umol) T
DMF (0. 6mL) " (1 FE v -B I\ TEA (2501, 228umol) , SR JE II A\ Z.BR B (41uL,430umol) o
B 5 1) s SR S PITE IR BE IR PSS PR 1 o R MR A B S R G, T HBE (1. OmL) 9
I SECAith K & B PRI oy A I AR B A IR 4R, F BUK P A iR R WDV R AEMQIK
L 3L (0.45um acrodiscid RS IF HiE T, 18 2MLE4c, N B AR (52. 2mg) o 8 [E 44
VEARAEMQZK (50mL) H H 38 76 K F A RE JE (minimate V) ) i B JE M A0) 4fifk U £E11DviBE
V)G KRB R 48, 1 JE (0.22um acrodiscid €88 , ARG % T, 15 Bkr Btk &4 (52. 2mg/
ml) . LCMS GE/KPE, %) Rt =8.56min. 'H NMR (300MHz,D20) & (ppm) :1.16-1.90 (m,
359H) ,2.02 (%s,101H) ,3.01-3.31 (m,133H) ,3.38(s,96H) ,3.45-3.48 (m,43H) ,3.52-4.40
(m,5267H) ,6.09 (%5s,1H) ,7.13-7.54 (m, 17H) . 'H NMRAM /7 2 BH 2491 . 8DOTA/#4 1k 88 44 ; DOTA
1% w/w) =1.7% .

[0438]  SLjitifsl6 -

[0439]  BHALys[Lys],,[a-DGA-C20-SN38],,[a-DFO], [e-PEG, ],

[0440]  [&BHALys [Lys],,[a-NH,.TFA],, (€ -PEG,,,,] 4, (455mg,6.00umol) FINMM (169uL,
1.54mmo1) F-DMF (3mL) H 45 $E¥  -H  Ap- SCN-Bn- 8k (13. Tmg, 18.. 2umo) o 4 B
TAE PRI P A BUSUAUR R I RE4h 40minG b5, B — 85 20 TR M S SR A4 (1. 75mL) in
Rl LERIDGA-C20-SN-38 (82 . 4mg , 162umo1) FIPyBOP (85.2mg, 164umol) F-DMF (0.5mL) H1 (]
R oK B SR &40 FHDME (1. 0mL) FoBEFFEAE BV MR 1 . 16/ J5 , U B 4%
RAEVI IR, 7% RV T EE (L. 0mL) H, 2 3€ (0. 7Tum acrodiscid 2%, 4R j5 FH0. 45um Al
0.2um acrodiscidJE#Y) , R J5 FISECAAL W & W 2 4 & I 3F HAE L ik 4, 91 H.
W TR TR AR RRAEMQAK T, 1 38 (0. 45um acrodiscid JE%8) It HiE T, B 355810 &1,
¥ € [ 4k (243mg) HPLC GE/K M, FRER#4) Rt=8.61min. 'H NMR (300MHz,CD,0D-d,) &
(ppm) :0.32-2.53 (m,622H) ,2.53-3.26 (m, 182H) ,3.36 (s,97H) ,3.37-4.04 (m,5,530H) ,
4.04-4.73 (m,145H) ,4.92-6.42 (m,68H) ,6.81-8.19 (m,123H) .'H NMRAM 7 % B £927 . 5SN-
38/ AR EEAARAAL . TDFO/ MR B A4 s DFO) %6 (w/w) =1.5% o

[0441]  SLjitfs)7 -

[0442]  (a) BHALys[Lys] 20 [a-NH,] 20 [a-DOTA], [e-PEG

2000] 32
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[0443]  (b) BHALys [Lys],, [a-DGA-C20-SN38],,[a-DOTA], [e-PEG,,..] 4,

[0444]  [BHALys [Lys],,[a-NH,.TFA],, [e- PEG2000] (456mg 6.00umo1) AINMM (169uL,
1.54mmo1) F-DMF (9mL) tlﬂﬁﬁi’#r%#/ﬁ/ﬁtlﬂbn)\p SCN-Bn-DOTA (12.6mg, 18.3umol) . IR &4
TEM SR EAE R R AR FHEHE3 . 5h, A8 5 IR BV A M1 — 343 (3. 75mL) &% E Bl /N
W (CEA) o 5 T8 2 1 3 I N 21 35 # I DGA - C20- SN-38 (82. Tmg 163umo1)$nPyBop
(85.3mg, 164umol) F-DMF (1. 75mL) H I H (JNEB) o4 I Fb s 37 VR A5 4o 4 3k

[0445]  JzJWiA:

[0446]  16h/5 , F I NVR A V) H S WRAG T4, S8 J5 1 T-MeOH (1. OmL) , F- 38 ik SECAfiAL, 4 75
B g oy & I8 I8 AR B TRk e, F HA P19 7 R Wi i EMQZK 1L 8 (0. 45um
acrodiscid /ﬁ%%)ﬂ‘ﬂ/if$ 52 EYTa, KA A (175mg) HPLC GE/KYE, B IR %)
Rt=8.58min.'H NVR (300MHz,CD,0D-d,) 8 (ppm) :0.78-2.41 (m,388H) ,2.64-3.29 (m, 122H) ,
3.36 (s,95H) ,3.38-4.19 (m,5,546H) ,4.19-4.59 (m,37H) ,6.98-7.82 (m, 18H) .'H NMR4}H7
FAHZ12  ADOTA/FHIR AR ; DOTAI % (w/w) =2.2% .

[0447]  JzJWiB:

[0448]  16h/5 , FF I NVR A V) H S WG T4, S8 )5 1 T-MeOH (1. OmL) , F- 38 ik SECAfiAL, 4 75
B g oy & 38 IF BAE B TRk e, F A 1S 7 R Wi i EMQZK 1L 8 (0. 45um
acrodiscid E2Y) 3 HiAk T, 5 2MLEY7b, i Elb 44k (269mg) HPLC GE/KYE , FH R E%) Rt
=8.59min. 'H NMR (300MHz,CD,0D-d,) 8 (ppm) :0.28-2.51 (m,580H) ,2.53-3.25 (m, 178H) ,
3.36(s,98H) ,3.37-4.06 (m,5,546H) ,4.07-4.69 (m,128H) ,4.91-6.10 (m,66H) ,6.71-8.26
(n,167H) .'H NMRZ}H7 ¢ B 2935 . 3SN- 38/ BHAR B AR FN2 . ADOTA/ FHAR BB 4% ; DOTARK % (w/w) =
1.8%.

[0449]  SLjitif18 -

[0450] (a) BHALys[Lys]SZ[((I-NOTA)z(a-NH) (e- PEGnoo) ]

[0451]  (b) BHALys[Lys],,[ (a-NOTA), (a-NHAc) ,, (¢ -PEG, o) ,,]

[0452]  [HIBHALys [Lys],,[ (a-NH,.TFA) (¢ -PEG,,,) ,,] (60mg,807nmol) Flp-SCN-Bn-NOTA
(1.0mg,1.61umol,2.0eq) FT-DMF (0.5mL) B35 £ 5 W - I ANMM (101L,91 . Oumo1) « #5153 )
SN VAR PN IR FE B R bh, SR e FR %5 —2F (0. 25mL) }ir“ /tm% HAWRYE (RMA)
TR B (R VB) F BRI (2401, 258umo) Ab 2 4+ 1

[0453]  JzJWiA:

[0454] K AH) WS FEMQZK (5. 0mL) H, 4R fE 3 i P9 ANPD- 1Ot #h 4335 5] 43 B« & e 4
HIMERI R T, B B A8, KA 1 T A (28. Img) JHPLC /K1, TFA) Rt=8. 18min, 'H
NMR (300MHz,CD,0D-d,) & (ppm) :1.17-2.04 (m,392H) ,3.12-3.28 (m,97H) ,3.36 (s, 96H) ,
3.39-3.42 (m,39H) ,3.51-3.80 (m,5584H) ,3.86-3.89 (m,35H) ,3.97-4.06 (m,60H) ,4.22-
4.47 (m,34H) ,6.18 (%&s,1H) ,7.20-7.60 (m,20H) ,8.08 (s, 1H) .'H NMRA}HTHH £52.5D0TA/
PR EAA s %6 (w/w) of NOTA=1.9% .

[0455]  J¢JWB:

[0456] 17/} 5 o K e VR AP B 25 W4, SR Ja ¥ T-MQ7K (5. 0mL) 1, FF@ 1 5 1PD- 1O
A S A IR R IE IR T, 13 B0 & 48b, s RA F A K (32. 5mg) JHPLC G
K P, TFA) Rt=8.32min.'H NVR (300MHz, CD,0D-d,) 6 (ppm) :1.17-1.89 (m,372H) ,2.00 (%s,
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97H) ,3.18-3.29 (m,86H) ,3.36 (s,96H) ,3.38-3.42 (m,38H) ,3.51-3.77 (m,5535H) ,3.84-
3.90 (m,37H) ,3.97-4.07 (m,62H) ,4.20-4.49 (m,62H) ,6.17 (%s,1H) ,7.16-7.61 (m, 18H) ,
8.07 (s, 1H) «'H NMRA:HT32 B 2. ODOTA/BHIR B4k s % (w/w) of NOTA=1.5% .

[0457]  SLjitifs)9 -

[0458]  BHALys[Lys],,[ (a-NOTA) , (a-TDA-CTX) , (¢ -PEG,,,) 5]

[0459]  [FBHALys[Lys],,[ (a-NH,.TFA) (e-PEG,,,) ,,] (51mg,686nmol) Fp-SCN-Bn-NOTA
(1.3mg,2.32umol,3.4eq) T-DMF (0.5mL) [P HFE A IMANMM (1481, 132umol) o B 1E &
NV A YITEI IR T Hii#E4h, BL S INTDA-CTX (43mg , 43 . 9umo1) FPyBOP (23mg, 43 . 9u
mol) F-DMF (1.0mL) H FIVA R o K B J5 1 IOV S W0 FE k18, SR J5 LS R4 R 5 i N 5
W RAE A EE (1. 0mL) v IF i@ IS SECALAL 4 & A =M 25y & IF 9F BAE LA k4 , 7 HA%
FT 155 A WD VE ARAEMQ/K L 3 i (0. 45um acrodiscid JE#%) 3F BT, 15 BIFR &4, N
SEFA R (61.0mg) JHPLC Gi/KHE , TFA) Rt=8.87.'H NMR (300MHz ,CD,0D-d,) 8 (ppm) :
0.90-2.43 (m,877H) ,2.64-3.19 (m, 151H) ,3.36 (s,96H) ,3.38-3.41 (m,84H) ,3.50-4.59 (m,
4808H) ,4.96-5.13 (m,29H) ,5.31-5.61 (m,64H) ,6.16 (%%s,24H) ,7.29-8.13 (m,296H) .'H
NMR 37 26 BH Z128CTX /R BE A4 F113 . ODOTA/ BPIR B4 s % (w/w) of NOTA=1.7%,

[0460]  SLjitif5]10:

[0461]  (a) BHALys[Lys],,[ (a-NOTA) , (a-NH,) ,, (e -PEG,.) ,,]

[0462]  (b) BHALys[Lys],,[ (a-NOTA), (a-NHAc) ,, (e -PEG..) ., ]

[0463]  |a]BHALys[Lys (a-NH,.TFA) (e -PEG57O) ] - (60mg,1.99umol) fMp-SCN-Bn-NOTA
(2.2mg,3.98umol,2.0eq) T-DMF (0.5mL) H F 5 HE I I ANMM (101L, 91 . Oumol) o ¥4 Fr 1S
NR A VRPN IR FE N e A I S L B 25— (0. 25mL) )OMIR G, 5L HAn (i
A) NG TR (VB) H BRI (60uL ,6361mol) AbBEFH-FiFE LK

[0464]  JzJWiA:

[0465] K kH A I WL AEMQZK (5. 0mL) H , 48 5 38 1 5 1N PD - 105 R A 35 5 40 i o KU B2 1
WG FFFFHT B EMLE 1 0a, NIE T AR A (22.4mg) LC GEKME, TFA) Rt =
7.51min.'H NMR (300MHz, CD,0D-d,) 6 (ppm) :1.29-2.04 (m,431H) ,2.41-2.52 (m,89H) ,3.13-
3.26 (m,119H) ,3.36 (s,96H) ,3.39-3.44 (m,24H) ,3.52-4.50 (m,1651H) ,6.18 (F&s, 1H) ,
7.18-7.63 (m,19H) . 'H NMRZMHTFEHH 292 . 3NOTA/FER 4K s % (w/w) of NOTA=4.6% .

[0466] 2 NB:

[0467] g e MR S B A IRAE AR JE 7 TMQZK (5.0mL) H , FF3 i 5 A~PD- 10 i 2 AE 45 2]
ST RS & FE IR T, 15 24 B Y010b, v 38 CooRh 14 [E 44 (26. 9mg) HPLC GFE7K
1, TFA) Rt=8. 10min.'H NMR (300MHz,CD,0D-d,) & (ppm) : 1.29-2.05 (m,546H) ,2.40-2.52
(m,85H) ,3.12-3.26 (m,137H) ,3.36 (s,96H) ,3.39-3.44 (m,22H) ,3.53-4.00 (m, 1621H) ,
4.16-4.47 (m,103H) ,6.18 (%%s,1H) ,7.22-7.56 (m,21H) ,7.82-8.14 (m,27H) . 'H NMRSM 738
B Z32. 3NOTA/BPAR A ; % (w/w) of NOTA=4.4% .

[0468]  SLjitifsl11:

[0469]  BHALys[Lys],,[ (a-CHX-A-DTPA) (e -PEG,) 5]

[0470]  #4BHALys[Lys (a-NH,.TFA) (e -PEG,) 1 3, (26mg, 332nmo1) FCHX-A-DTPA (9. 7mg,
13.8umol,41.5eq) T H BE 4222 Mk (100mM, pH 9,1.0mL) KR & WA PR B2 IR B N H bkt
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T o R S S VR FMQUK (1. 5mL) A BE 38 PD- 1O 3 A K I SE I I8 VR & IR IR IR T
B RNFF AL S, v A K (32.5mg) JHPLC GE/KPE, H iR %) Rt=8.53min. 'H NMR
(300MHz,D,0) 8 (ppm) :0.92-2.50 (m,420H) ,3.01-3.34 (m, 136H) ,3.40 (s,96H) ,3.54-4.45
(m,4906H) ,6.10 (%£s,1H) ,7.15-7.82 (m,51H) o 'H NMRZ347 3 B Z110DTPA/ B4 1R 5 4 ; DTPA
1% w/w) =7.7%

[0471]  sZjtafy|12.

[0472]  BHALys[Lys],,[ (a-CHX-A-DTPA) , (a-TDA-DTX) ,, (¢ -PEGyq,,) 5]

[0473]  []BHALys[Lys (a-NH,.TFA) (e -PEG,,0) 1 3, (109mg, 1.45mo1) F-DMF (2. 0mL) o i
FEA R INADIPEA (331L, 189umol) +5-104 81/ , JI A CHX-A-DTPA (3mg, 4. 261mol , 2. 9eq)
HV B8 J5 1 S TR A I AE R B IR R A RE Lh MR, AR 54 OBV & W in N B TDA - DTX
(67mg,70.8umol/L,PyBOP (31mg,60.2umol) F-DMF (1.0mL) 5 f 45 FEVAE W, 31K N B P4
P o R B 5 1 S BRSSP BEIE, 8 I B R A R s T R (1. OmL) Hh I 3@
ik SECAlAL o 5 & FE I 2 43 & I FF AR A kY, IF B S iR RV R EMQK
i€ (0.45umacrodiscid E48) H HI%T, 5 245 @AY, A B4 (123mg) JHPLC GEK
1, H %) Rt=6.51min. 'H NMR (300MHz ,CD,0D-d,) 8 (ppm) :0.87-2.55 (m, 1380H) ,3.06-
3.25(m,89H) ,3.36 (s,96H) ,3.39-3.42 (m,49H) ,3.51-4.05 (m,4965H) ,5.31-5.64 (m,
120H) ,6.03-6.23 (m,34H) ,7.26-7.67 (m,224H) ,8.06-8.18 (m,57H) . 'H NMRA:HT 3¢ HH £
26DTX/ MR EE AR F13 . OCHX - A-DTPA/BPIR B4 ; CHX-A-DTPA% 1 (w/w) =1.8% o

[0474]  SCjitifs)13:
[0475]  BHALys[Lys]
[0476]  JzJWA:
[0477]  #4BHALys[Lys (a-NH,.TFA) (e -PEG,,) 1 5, (50mg,532nmo1) FCHX-A-DTPA (1.0mg,
1.45umol,2.7eq) T H BR 5L 4% R (100mM, pH 9, 1.0mL) F1 IR S WIE R IE BE R £ 1ho AR
Je F I NETE ) FAMQ/K F B8 22 5L, 2R Ji5 8 3k P ANPD - 1058 3R A 35 51 70 e o B W SR KT R VR &
HILET, BB EALA W, N A 44 (47 2mg) JHPLC GE/K M, H #8%%) Rt =6.0min. 'H
NMR (300MHz ,CD,0D-d,) 8 (ppm) :1.04-2.11 (m,381H) ,3.12-3.28 (m, 79H) ,3.36 (s, 96H) ,
3.38-3.42 (m,57H) ,3.47-4.46 (m,6823H) ,6.17 (%5s,1H) ,7.24-7.64 (m, 21H) .'H NMRM 7
FH 292 TCHX - A-DTPA/FH IR FE A4 s CHX-A-DTPAII % (w/w) =1.7% .

[0478]  JxJWiB:

[0479]  [HBHALys [Lys (a-NH,.TFA) (¢ -PEGy,,) 1, (50mg,532nmol) F-DMF (0. 5mL) H ) $it 1
W N ADIPEA (13uL,74.6umol) .5-10% %15 , JI ACHX-A-DTPA (1.0mg, 1 .45umol,
2.7Teq) FEKG Bl J5 10 I BT G WIE R BRI BT b L/NIT o 4 e RV A ) B 25 k4, FHMQZK
(5mL/min) #kE, 28 J5 183 PR ANPD - TOME EE AT 35 53 70 B o SR I IRV & FF 9546 1, 159 2 FR
B, A EE i (41.9ng) JHPLC GiR/K 1, FIER %) Rt=6.0min. 'H NMR (300MHz ,CD,0D-
d,) 8 (ppm) :1.02-2.25 (m,369H) ,3.12-3.28 (m,63H) ,3.36 (s,96H) ,3.38-3.42 (m,53H) ,
3.51-4.50 (m,6736H) ,6.17 (broad s,1H) ,7.22-7.57 (m,18H) .'H NMR%:H73% B £12 . OCHX -
A-DTPA/FAREE 4 ; CHX-A-DTPAMY % (w/w) =1.3% .

[0480]  =jtify14:

[0481]  BHALys[Lys],,[ (a-CHX-A-DTPA), (a-TDA-DTX) ,, (e-PEG

(a-CHX-A-DTPA) ) (a-NHZ) 20 (e -PEG

32 [ 2600) 32]

2600) 32:|
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[0482]  [fBHALys [Lys],,[ (a-CHX-A-DTPA) , (a-NH,) ,, (¢ -PEG,q,,) 1., (69mg,723nmol) F-DMF
2. OmL)W’JW#{&/WJJJMDIPEAQ@L 86 lleol) Sminfi , K [ IR S YN\ 2 TDA-
DTX (31mg,33.0umol) ,PyBOP (16mg,30. 7umol) F-DMF (1.0mL) A i) 8k $EIE T P , 3B N B4
TEMREEI B T PPt 1 K S BVR A B W4, i T FEE (1. 0mL) w18 i SECAi AL 4 7
BrWm g oy & 98 9 HAE Rk 4, ¥ I A5 5 RS R AEMQuK 1 98 (0. 45um
acrodiscit JE#4%) 3 HIE T, 3 2R A9, 1 €l i (60.4mg) o 'H NVR (300MHz , CD,0D-
d,) 8 (ppm) :0.89-2.65 (m,1074H) ,3.05-3.25 (m,88H) ,3.36 (s,96H) ,3.39- 3.42(m,55H>,
3.52-3.81 (m,6451H) ,3.86-3.90 (m,60H) ,3.94-4.06 (m,56H) ,5.29-5.78 (m,90H) ,5.99-
6.30 (m,20H) ,7.26-7.70 (m,188H) ,8.11-8.13 (m,45H) .'H NMR4}H7 3 BH Z121DTX/ B bR 58 44k
F12. 0CHX-A-DTPA/BPIR FE4A ; CHX-A-DTPART % (w/w) =1.1% .

[0483]  SLjitifs)15:

[0484]  BHALys[Lys],,[ (a-CHX-A-DTPA), (a-NH,) 4, (¢ -PEGyq,,) 5]

[0485]  #4BHALys[Lys («-NH,.TFA) (¢-PEG,,,,) 1,, (109mg, 1.45umol) FICHX-A-DTPA
(2.0mg,2.90umol,2.0eq) T H BREZ 22 i (100mM, pH 9, 2. 0mL) 7 K] VR & 4 76 PR 150 i 4k
FELho AR5 [ N TR A FAIMQ/K R R 25 10mL , 4R Jo 38 ik P ASPD - 10 25 4% 451 20 40 i o B i 2
A I G T, B RS AT, NE B lE R (112mg) JHPLC GEZK M, TFA) Rt=
8.55min.'H NMR (300MHz,CD,0D-d,) 8 (ppm) :1.15-2.12 (m,419H) ,3.17-3.28 (m,84H) ,3.36
(s,96H) ,3.38-3.42 (m,43H) ,3.47-3.80 (m,5460H) ,3.84-3.89 (m,46H) ,4.00-4.07 (m,
67H) ,4.24-4.48 (m,35H) ,6.18 (s, 1H) ,7.21-7.51 (m,20H) ,8.07 (%is,2H) .'H NMRAM T 3
HH 292 . 5CHX-A-DTPA/ B IR 5 44 ; CHX-A-DTPAFY) % (w/w) =2.0% o

[0486]  SLjitif5]16:

[0487]  BHALys([Lys],,[ (a-DTPA), (a-NH,) ,, (e -PEG,;,,) 5,

[0488]  [IBHALys [Lys (a-NH,.TFA) (e -PEG, ) 1., (50mg,532nmol) FDMF (0. 5mL) H )i +F
P IINDIPEA (130L,74. 6umol) +5-1043 % J& , I A p-SCN-Bn-DTPA (1.0mg, 1.54umol ,
2.9eq) FFH4BE J5 1) S TR A WA PR BRI BE T B R 30mi n o K S S VR A ) 3 S W A FIMQUK
(5mL/min) FokE, 2R 5 i@t Wi/\PD 1Ot ERAE 35 5] 43 L o P U B8 B BBV A 97 I R 1, 19 B AR -
&9, A Gl A (27.0mg) o 'H NMR (300MHz,CD,0D-d,) 6 (ppm) :1.08-2.23 (m,351H) ,
3.17-3.28(m,72H) ,3.36 (s,96H) ,3.38-3.42 (m,55H) ,3.50-3.80 (m,7032H) ,3.85-3.89 (m,
58H) ,3.96-4.05 (m,68H) ,4.23-4.52 (n,35H) ,6.19 (%is,1H) ,7.20-7.57 (n,16H) .'H NMR4}
TR B Z91. 5DTPA/BPIREAA s DTPART % (w/w) =1.1% .

[0489]  SLjitifsl17 -

[0490]  BHALys[Lys],,[ (a-DTPA), (a-TDA-DTX) , (¢ -PEG,,,) 5]

[0491]  |a]BHALys [Lys],,[ (a-DTPA) , (a-NH,) ,, (¢ -PEG,,,) 14, (15.3mg, 161nmol) F-DMF
(0. 5mL) H (R4 BV P i ADIPEA (4uL, 20 . 61mol) o 5min/& , R N IR 0 EITDA-DTX
(1.3mg,1.38umol) ,PyBOP (3.5mg,6.69umol) F-DMF (1.0mL) H (R #tdE AR &, Hok N B 7
IR FE NP I A I NIRRT I (1. OmL) R FF@ i SECAEAL o 5 75
PRI 53 & FF 9 AR L IR G , K S e R VDI i AEMQ/K i, ik € (0. 450m acrodisc
i UEAR) I AT 13 2URR AL &4, N TERA A U E 4K (8. 3mg) «'H NMR (300MHz ,CD,0D-d,) 8
(ppm) :0.99-2.53 (m,770H) ,3.13-3.26 (m,50H) ,3.36 (s,96H) ,3.38-3.41 (m,56H) ,3.47-
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3.77 (m,6440H) ,3.84-3.88 (m,72H) ,3.95-4.07 (m,65H) ,4.13-4.49 (m, 102H) ,5.22-5.47
(m,50H) ,5.57-5.70 (m,22H) ,6.06-6.21 (m, 19H) ,7.27-8.15 (m,280H) . 'H NMR%H7% BH £
26DTX/ MR ER AR AL . SDTPA/ B AR R A4 s DTPARY % (w/w) =0.85% .
[0492]  SLjitifs)18:
[0493]  BHA-[Lys],[ (a- (MeTzPh-PEG,-PEG,,) , (a-NH,) . (e-NHPEG ) .],G3, & 418
[0494]  7E=2 IR T il BHA [Lys (NH,. TFA) (NHPEG, ) ], (100mg,0.00786mmol, 1.0eq) J-DMF
(300uL) Ay 3 £ I o 170 o F i AMe Tz Ph-PEG, -PEG,,, - CO,H (16mg,0.01mmol, 1.3 &) ,
PyBOP (8mg,0.013mmol, 1.6 &) FIDMF (200uL) . h)ir“/é'é W FE3min, R J5 I ANMM
(40mg, 50uL,0.38mmol ,48eq) ¥ P AW IFAE E I T IR 4 = SETR A4 FAMQ/K #s
FEH R T I - R0 AE H B (1mL) HR R U 5383 SEC (4003 /4, F ¥ sephadex LH20,35
% /min) A4k 8 IS HPLCKS: & & A P I 1 53 I L2 FhAS R (1) B o Wi 5 J%Aé&/\ﬁﬁﬁ
FIRYE , AR JE KA B R RS TMQ/K A, i € (0. 45um acrodiscid JE#S) FH AR T- 15,
PR, Rk 41 £ [ 44 (69mg ,66%) .
[0495]  HPLC (C8 XBridge, 3 100mm) £ & : 5% ACN/H,0 (0- Imin) ,5-80%ACN (1-7min) ,
80%ACN (7-12min) ,80-5%ACN (12-13min) ,5%ACN (13-15min) ,214nm,0.4mL/min,Rf (min)
—=8.4 (3E14) . 'HNMR (300MHz , D,0) 8 (ppm) : 1.00-2.00 (m,90H) ,2.51 (t,3MH) ,2.60 (br s,3H),
3.00-3.12 (m,6H) ,3.12-3.35 (br s,27H) ,3.35-3.45 (m,26H) ,3.45-4.15 (m,937H) ,4.15-
4.45 (m,12H) ,6.12(s,1H) ,7.15-7.50 (m,12H) ,8.40-8.50 (m, 2H) .
[0496]  SLjitif5]19:
[0497]  BHA-[Lys] [ (a-MeTzPh-PEG,PEG,,) , (a-DF0) , (G1u-VC-PAB-MMAE) , (¢ -NHPEG, ) . » 1t
“&Y19
[0498]  7F =i I il % p-SCN- £ 4kl (2. Omg, 2. 661mo1) T-DMSO (100uL) H 45 #1 W o I7)
b N T-DMF (200uL) H1f¥BHA- [Lys] g [ (a- (MeTzPh-PEG,-PEG,,) | (a-NH,) , (e -NHPEG, ;) o]
(4{/\%18) (17.0mg,1.27umol) . MLFE%JEJ“ RA #@ﬁ?#:smln ﬁkFiJu)\NMM(muL 91.0u
mol/L) oK P45V B I 78 2= iR T iFE4h . I APyBOP (7.0mg, 13. 5umol) , 5438 5 44 [ B
/w SN 4EHO-G1lu-VC-PAB-MMAE (9.17mg, 7. 41umol) T o K5l i i S N VR S 0 il B it
T8 o FPBS 22 (i S LV 574 (4. 5mL) , 383k 4Ami con i B 0o ick JE &% (10K MWCO) 4355,
uﬁé%&%‘u (14K rcf,15min) o445 B YEFXPBS (400uL, 14K rcf, 15min X 107%) B k. &7
B, 13 BIR 40 (VA T, K293 % N 16mg/2mL  HPLC (C8 XBridge,3 X 100mm) Ffi & : 5%
ACN/H,0 (0-1min) ,5-80%ACN (1-7min) ,80% ACN (7-12min) ,80-5%ACN (12-13min) ,5%ACN
(13-15min) ,214nm,0.4mL/min,Rt (min) =9.3-9.7min (F5U%) .
[0499]  SLjitif5120:
[0500]  MeTzPh-PEG,PEG,,-CO[N (PN) ] [Lys] [ (a-DF0), (a-Glu-VC-PAB-MMAE) (e~
NHPEG, ;) o) , 65420
[0501]  7F 2835 N il 45 p- SOCN- £42k % (2. Img, 2. 79umol) T-DMSO (1001L) H [y i 1 VA W o 7]
Hodin N FEDMF (2001L) Hi ffiMe TzPh-PEG,PEG,,-CO[N (PN) ,] [Lys (a-NH,.HC1) (e~
NHPEG, ) 1, (HIWO 2008/017125i&) (17.0mg, 1.35umol) J%Bfﬁ.)éﬁ@&ﬁ“/mé%ﬁ#?)mm,
SRJE IMANMM (108L, 91 . 0umol /L) o 4 By 15 175 ¥ 38 56 - 7F 2 3 K B F-4h o in APyBOP (7. Omg,
13.5umol) , 5min & ¥ S N VR A P I\ F4EH0-Glu-VC-PAB-MMAE (9. 76mg, 7.89umol) 1 . %
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Bt 5 1) S VR B W B I A« FHPBS 22 1P # B S NV &4 (4. 5mL) 5 FEad i 4Ami conj B 40
I JE 2% (LOKMWCO) 43 55, it JE 28 B0 (14K ref, 15min) o 5 B 4% % PBS (400uL, 14Kref,
15min X 10K) BIE. & REY S BIM A AR, KLWKE N16mg/2mL  HPLC (C8
XBridge,3 X 100mm) # /% : 5% ACN/H,0 (0- Imin) ,5-80% ACN (1-7min) ,80%ACN (7-12min) ,
80-5%ACN (12-13min) ,5%ACN(13-15min) ,214nm,0.4mL/min,Rt (min) =8.7-9.8min (%%
) .

[0502] 745 NJUH V% 2 2 B F T REIR B R aifb A

[0503]  RI~P#JERH it (SEC) {4 FiSephadex LH-20 (k7% & =370mm, H.4%2 =25mm) , J i i)
= FH I 1 e 0, Y0 o~ R A0 135, B 53 400%) HEAT - B A P 253 FiBaCl, /T, 4e i e 4,
FHYE

[0504]  HPLC (GZ/K, F & %%) J7%: XBridge €8 (3.5um,3 X 100mm) ¥ . LLO. 4mL/minf] i iE
(22 PPy 10OmM P i 422) 4 T W e it : 52880 % ACN/7K (1-7min) ;80%ACN/water (7-12min) ;
80%25%ACN/7K (12-13min) ;5% ACN/7K (13-15min) »

[0505]  LCMS (GE7K 14, TFA) J732::XBridge C18(3.5um,3 X 100mm) 4. LL0. 4mL/minf i iE
(2P0 1% TFA) 10T BE ke i : 205290 % ACN/7K (1-10min) ;90%ACN/water (10-11min) ;
902 20%ACN/7K (11-12min) ;20%ACN/7K (12-15min) »

[0506]  FT48&Gd> i — R FEF

[0507]  fa $364E B BEIR BB AA (30mg) FpH 5.5 2 BRAZZE I (500uL) F1 (W N0 . 1M
GAC1, ¥ ¥ (pH 7,504 B AIGA) o S I8 & W76 IR T BEPE 160, I FLAR Jm i st {7
Amlconﬁ_%‘u*}_ (MWCO=10kDa) fEZ i T B5 0> (6.5min, 14k ref) Wi 2 ~ 100uL AT ¥
WAiY) 7K (400uL) i fE S ELd I & O PR R 4 22 100RL A AR AR - 7K (X 2) , 50mM DTPA (X
2) FI7K (X 3) EEALE T ARG W OR B W0 #2 21 /N b IR R T LA 2 EE 724

[0508] & HIBIRRARLE A M) 51 3R
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[0509]

A YH

MW
(kDa)

@

HWEYVERE

la

74.3

N/A

BHALys[Lys]s2[(0-
NH2)30(a-DFO)2(e-
PEG2000)32]

1b

101.6

89 7t

DTX

BHALys[Lys]s2[(o-
TDA-DTX)s0(a-
DFO)2(e-PEG2000)32]

76.4

DFO

N/A

BHALys[Lys]32[(a-
TDA)31(a-DFO)i(e-
PEG2000)32]

102.2

DFO

89 7r

CTX

BHALys|[Lys]s2[(a-
DGA-CTX)s1(a-
DFO)1(e-PEG2000)32]

da

3.3

DOTA

N/A

BHALys[Lys]s2[ (-
NH2)30(0-DOTA )2(e-
PEG2000)32]

4b

98.3

DOTA

I??Lu,
Gd3+

CTX

BHALys|[Lys]s2[(a-
DGA-CTX)27(0-
DOTA )2(e-PEG2000)32]

74.7

DOTA

T,
Gd**

N/A

BHALys[Lys]32[(a-
NHAC¢)30(0-
DOTA)2(e-PEG2000)32]

86.9

DFO

SN38

BHALys[ Lys]s2[a-
DGA-C20-SN38]zs[a-
DFO]2[e-PEGao00]32

Ta

73.8

DOTA

N/A

BHALys[Lys]s2[a-
NH:z]30[a-DOTA]>[e-
PEG2000]32

7b

91.1

DOTA

Gd*

SN38

BHALys[Lys]s2[a-
DGA-C20-SN38]30[a-
DOTA]2[e-PEGa000]32

8a

72.1

NOTA

N/A

[BHALys][Lys]s2[(o-
NOTA)2(0-NH2)s0(e-
PEGu100)32]

8b

73.0

NOTA

N/A

[BHALys][Lys]s2[ (-
NOTA)x(0-
NHACc)30(¢e-
PEG1100)32]

98.9

NOTA

CTX

[BHALys][Lys]s2[(o-
NOTA)3(a-TDA-
CTX)2s(e-PEG2000)32]

10a

278

NOTA

N/A

[BHALYys][Lys]32[(c-
NOTA )2(0-NH2)30(e-
PEGs70)32]

10b

29.1

NOTA

N/A

[BHALys][Lys]s2[(a-
NOTA)(a-
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NHAc)30(e-PEGs70)32]
11 77.6 CHX-A- N/A [BHALys][Lys]s[ (-
DTPA CHX-A-DTPA) 0(&-
PEG2000)32]
12 97.4 CHX-A- DTX | BHALys[Lys]s[(a-
DTPA CHX-A-DTPA);(a-
TDA-DTX )26(e-
PEG2000)32]
13 92.0 CHX-A- N/A BHA Lys[Lys]»2[(o-
DTPA CHX-A-DTPA)>(a-
NH>)30(e-PEGa600)32]
14 1109 | CHX-A- DTX | [BHALys][Lys]»[(o-
DTPA (CHX-A-DTPA )(0-
TDA-DTX )a1(e-
PEG2600)32]
15 732 CHX-A- N/A BHALys[Lys]s[(o-
DTPA CHX-A-DTPA)(a-
NH2)30(e-PEG2000)32]
16 91.3 DTPA N/A [BHALys][Lys]s2[(a-
[0510] DTPA )2(0-NH2)30(e-
PEG2600)32]
17 1153 | DTPA DTX | [BHALys][Lys]s[(o-
DTPA)>(a-TDA-
DTX)26 (e-PEG2600)32]

18 N/a BHA-[Lys]s[(o-
(MeTzPh-PEG4-
PEG24)1(0-NH2)7(e-
NHPEG 100)s]

19 DFO MMAE | BHA-[Lys]s [(o-
MeTzPh-
PEG4PEG24)1(0-
DFO):(a-Glu-VC-
PAB-MMAE)s (-
NHPEG100)s]

20 DFO MMAE | MeTzPh-PEG4PEG2s-
CO[N(PN)-][Lys]s
[(0-DFO)(a-Glu-VC-
PAB-MMAE)q(e-
NHPEG 100)s]

(05111 Cu-6478CH PEARC IR A4 F TR TLC 0 M i) — AR P

[0512]  [i] & NOTARI PR B A BE L 0. IMZ R 5% 22 v (pH5 . 5) Fh K v R im A Cu
(0Ac) VAW (50uL, 70Mba) FR A it 76 SR N HEHE 1h o S8 )5 1 HI Zeba i #% it # 4% (TkDa
MWCO, ZEER K /R B4 (Thermo Fisher Scientific)) WFf i 2% ¢y A e B ik R 5 2% vp 25
TR o B S VR 0 B 45 0 URE I BR B B EDTA (1000 : 1 BE /RIS 8) I F
15min e BUEAMRIF LULRE I fURE T2 B A Ak (HRE IR 5T Agilent i TLC- SCHRIHIMELT
YEEHTAR) b, I FHE0MM N 2,5 = J% F 2.8 (DTPA) AE A PR FAIEAT BRE o 33047 5 HE S 36 DA
WA P T R B ) ) R 5 A B Cu B BB AT M o R JE AEBruker R IMS FX Proplif% &40 b1
FHTBUR P TR 28 5 6 B AR AR o TBUM AL 2405 (RCP) K195 %6 AR i I AR S 562
[0513]  sEjitifs]19:
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[0514] & JsU PEAZ 2 AR R SR AR 1) I8 SS90 e

[0515] AL 1 P9 b AS [] P A5 R SR A ) S 2 70 R P A [ ) T 471 Jit g (DU145 FTPC3 At 3R)
[ 5 PR AR AR 2R R ) R AR B RN [ () A AR Ak S P Lb R 3, H S5DFOTRER A, FHBIZrix
0, F Bl 5 B BUG FT o A5 PR RPN [R]  Ji8 S PR A 47 o i PET - CTIN & AR ) 40 A L 229
KON JETESE R IE I B R8s B 1B AR v INMRIGUE AW 70 Af -

[0516]  HEMFIR B ARARIC FFAliAh, , 75 5 2 B4 A 2 Fird ik 5O P TLCHR AR o« % T4 P 41
FANEE PR IR, fEn=4 /NI BE R AT AR o AE A 70 B BN (A1 Bl Yl i 2 Bk
A/ R S B A v AR

[0517]  Zr- 89K TR PE AR i S IR B A4 (I TBUF TLC A 4 IMBL S (Perkin Elmer) H1(£91n
LIf)Zr- 895 % 35 FHTSULIKI 1M Na,CO, B¢ LA - RIpH. 7£0. 5M HEPES (pH 7.5) H il & HEAR IR A4
13 o 4 330L R ™ 7 £ 4 W (£ 15Mba) AN BEE SRR EE A (146ug) 20 BE b LA
RER AR Zr-891d B 10045 , H HAFAR ICAEIR BRI L N 1HEAT Lho 2R J5 18 Zebalie i it £h A%
(TkDa MWCO, ZEER & tH /R BL50) Ka A ot 22 1l 22 46 BRI 2 R 5 v SR 7K o B VA I T
HERET HZENTA (R RIE B Agilent 1TLC- SCHEIE AT 4t 24T 4%) b, 3 FI50mM —
W23 = i 1 B8 (DTPA) AE A B 7R AT ORE o 14647 %o RS2 6 DA I 0 FH T Jofd 42 il ) o &
H I Zr-89M B AT N - SR JE fEBruker A AMA FX Profffg 4t b A% FITBUN 14 R f7 25 Rt Bt
SRR A -

[0518]  7EiEBEIREARS0065 0% B J5 » RDIR A& LbFRic 1h, 28 5 A IS 100044 I DTPAYE
U R AAL IS , 315 2990 % 1) B R4 & (TLCER R FERI 1) .

[0519]  Zh4:

[0520]  MARCH1S 8 JE W4 ) i FEHEMEBal b/ CRRE R (—~20g) I H T A 78 /N SN B
PRIV % TR FETERIE T A W DL 5 DA A 55 40 PR 3 L AR 7 S B S L HER
A S5 2 HARBATE] , 7] BT A St B B RELE AKX

[0521] MR 4f N A

[0522] R A5 /INBR ZES A WS I 3R 1S, ELLE M SR A [7) (1) B[] 33 S DA TR BRI 7= A A 24 1 R
X FE T DR IR SR R K R G 256

[0523] 15X 10°Du- 14540 (T-50uLE K ) vE S (2765t B9 AR M Ebalb/ c 4 R i 42
RS R o TEVE S R AR AN A P 2w A g AR K4

[0524] %1 X 10°PC34MME (T-50uLER /K ) VES (27G4F) B 11 R HEEbalb/ c B BRI 22 1
JE b o ZEVE ST AL B 2 WA bR A K2 8 o B R RS BT i R E R ST K
/N ~3-5mm.

[0525] W 5E 1

[0526]  "FERHHR 1AL A I BT AN RS TR

05271 g 1p Ty VES AR (ul) VES B (MBo)
M566 DU145- 16 & #1b 100 2.35
M567 DU145- 16 & #1b 100 2.54
M568 DU145- 16 & W1b 100 2.28
M569 DU145- 1 & H1b 100 1.51
M570 PC3-fL &b 100 2.52
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M571 PC3-fL &M 1b 100 2.56
M572 PC3-fL&W1b 100 2.58
M573 PC3-fL & 1b 100 2.58
M574 DU145-4L 543 100 2.81
M575 DU145-4L 543 100 2.96
M576 DU145-4L543 100 2.95
M577 DU145-4L543 100 2.94
M578 PC3-HL&H3 100 3.33
M579 PC3- L &93 100 3.09
M580 PC3- L &H3 100 2.97
M581 PC3- L &H3 100 2.88

[0528] 45MR.

[0529]  FEOLALEAT TS, FHZr - 89FRC P Rl IR SR 4 (&P 1bAI3) FF T AW 53 A 73 4t o
BR 7 e 45403 1 B AR K 2 A, FEAZ A T IR AR Sh )8 1 A T 3 21 AN I ik R B2
[0530] PET-CTH4

[0531]  J@ it R MkiES Zr -8R IC HI MR ZR Ak (LG4 1bA13) 25485717 DU - 14584 PC3 7 Fil A%
W/, (h=4/4) AETESS J58h.24h.48h.72h . 144hFI216hiA% . fETEST J5216h, B H 5%
BIEE IS BAR v oW A TR 7R AN TR 3 U T A ROR 1 1 o B 2R 3 45 i)
AN T AETE ST IR 2R 446 K JEDU- 145 FIPC3 7 A AE VI AL & M) Lo AR ME R - & 4 F15. 93 31
SR T AETESHRDIR B4R 6 K J5DU- 145 F1PC3 S RS AR M Ak & 3 AR 2 1tk 45

[0532] Dy 1 BE L b PR AN (R HE A0 A2 o0 A b 2, BRI T A AR N R AR A1 E 1) 2 B ) B
K (S ILEI6-TFI19) oA T JE— D PG B 35, e i) 17 AN [) B () A 1 JivRe e 2 ] 11
bl 52 DA i~ SR AR () R SEA'E A JifrJRe 24 7L 11 B 250 o 3 st 76 A [ B 0 57 g e J el 42 o) J
DGR IX 45, AR N R SR B (BD8)

[0533]  4Eif

[0534] %ﬁ¢mﬂ¢%§ﬁ%%ﬁ$&ﬁﬁw?m1%%F%WF%$¢@%@@W
g HPC3MIR 1 212 % 1D/ g o A FhAS [l AR R A 2 18] 9% A P W82 21 22 3 22 e B AR AT

S TR R GE KA R 2 B 2 TR B S S %ﬁL@%gﬁ—¢ﬁﬁm@%ﬁ%ﬁﬁo
[0535]  ft RAAH RN T , B R Ir A MR AR R 2218 RAE 26K, IR L% 21 5 K
WAL o 3 2R BHEPRAL 1| TP IR 5R %mﬁﬁﬂﬁﬁ%?%&

[0536]  FEiGRR % B i A Mg 2 i BRAR, Hodh RIS 5 B s nxd T 2R 0L 2R G i
2 B 1) TRV P VG [ o 7E 9 RIS E BTG S 4L ) 3848 Fh A7 7 B 2815 5 R RRIR B AR5 R 18
ZIBIEHIE R B, AR N BB R B i AE IR I 155 e v AE R G it 2 . 35 (145 5 5
F5, R ARE = vl el i S AENLHTERR AR SO R TR B AR R IR 5 5 R
o T R, RIEZAH L P AR N ) B

[0537]  SLjitif5)20:

[0538]  E5 iUa P A% 2R (PR UR SRR 1Y) e Fs A5 it 9 - M e AR 2L o

(05391 AT 1 P b AN [ 00 AR SR8 A ) 2 A V9 P AN [] 110 ke i e AR 7L it (93 il I PANC - 1
FIMDA-MB-4684H il 5) (197N R T MRS AR Y A (1) BRAH o P APAS [F] ) A 4R v AL & 4 1b A3,
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HO L 5DF0ML A, I HAE% T FH8IZrinic LA T fa B sAS Wt 71 o 75 P A AN 7] 114 Ji g
PR AR Y HR I PET - CTI SR AE W 3 A B A9 K , SR S 7E SR 9 K ad ik B AR 2% B IR B9 A4 v ARG
WEAEY I A

[0540] g WEAR S ARARICIE AL , 765 2 )4 h 22 117 38 e JBUR P TLCHIE o 5 PR A R 2R
P R U bR 0 R Al 2 0E T B B — i D IR A5 1 v 4 5 o A RE 9 1) A B TR) S e o 5
T3 B R AN /N B /N BR b v R R

(05411 Zr- 8O JEUH AR TE S IR SR AR ) TSR TLC A AT

[0542]  MFEIMERR (Perkin Elmer) f¥91nL897Zr HF2 £h FH78uLIM Na,CO, M LAt FlpH,
7E0.5M HEPES (pH 7.5) F il 4 IR B4R 1 b A3 o K1 33uL ih A1 897 JE R (£115Mba) A F|
B PR AR (1460g) 5553 FE T, 15 20 AEXS T-89Zr 100 i & MR R A , HAT bR L 7R
Fin N AT VNS SR 58 F Zebalig % i $h A (TkDa MWCO, ZEBR & tH /R BHED) K44 5 22 il
AT BT IR 1 2% i R 7K o BRI VR LUl R i JF e T3 2 JZ A 40 (AR i) Agilent
iTLC- SGHE I AT 4 Z AT 4%) b, 3F FH50mM =¥ 2 3 = ik T Z. 1 (DTPA) 7 Ak Ji 771 i3k 47 B0
FE o JEAT X HE S 56 DA 0 A T ot 42 0 R 25 A 1 89Zr I e AT 4 - S8 J5 #EBruker AR PIMS
FX Proffifg 24 A% FHTBCH 1 [R) A7 22 28 6 B XA S (TLCR /R EE 9) ©

[0543]  Zh4):

[0544]  MARCHRS 8 JE WS ) i FEMEMEBal b/ CHRE R (—~20g) I H T AW 78 4 /NR S N B
PRI FRVBE A& H I AERIE F0 A I R, DA 7Ry S 40 P T N A% o 7 she B G s v 1)
FSAR S 58 2 i FLSHIE], 18] Bl shde it B B3R B I AIK .

[0545] iR db AR K

[0546]  Fir /INBR FE 8 JEIWS I SRS, {H 7 W& AN [ (9 B[R] 2 S5 DA AE RS B 77 28 A 24 1) Jed
TXHE T DA X LA R A R [ 250

[0547] 345X 10°PANC- 140 (F-50uLE /K ) v 5 (2764t FI9 AR Mt balb/ c 1L R i 42
PO R o AR S RRAR A 2 A R A 4 ]

[0548] 5 X 10°MDA-MB- 4684 g (T-50uLEh 7K H) v 5 (27G%F) B 11 JE# HEMEbalb/ c 1R
(1) 2 PR A o PEVE S BUASAL & P 2 A s s AR K2

(05491 Jir 5 Jil g £ AR IR AT ik i, 76 AR S B8 IR DR /N ~ 3 - Bmmo B 247 R A2, 3K i
B EA B R ZE R AEKER MDA-MB-4687E4: & LU PANC- 1 58 HL X 14) , 3 HiX vl LS 8
T 58K A TE) s B BRG] SR B 22 57 (. F. % 1D/ g) o PANC- 1 igg A K Al 2218, IF
H A HEMDA-MB- 468115 £ U HUR .

[0550]  HFITiE1E

[0551] "Rk 1 B 7 Hh A IR BT A /N B 3 S A
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i ID AP SRR (ul) A& (MBg)

F656 MDA-MB-468- {¢. /100 2.87
W) 1b

F657 MDA-MB-468- . 4100 .84
W) 1b

F658 MDA-MB-468- 1t 73100 .75
W) 1b

F659 MDA-MB-468- 1t. #5100 2.89
W 1b

F660 MDA-MB-468- 1t #1100 3.05
W 3

[0552]  [Fg61 MDA-MB-463- ft. 2100 3.01

) 3

F662 MDA-MB-468- 1t 41100 3.02
W) 3

F663 MDA-MB-468- 1t #5100 3.21
W 3

F664 PANC-1-{t &4 16 100 .77

F665 PANC-1-{t 54 16 100 2.68

F666 PANC-1-4L 547 16 100 2.78

F667 PANC-1- 4t &4 16 100 TN

F668 PANC-1-1t. &4 3 100 .84

F669 PANC-1-4L 54 3 100 3.03

[0553] [F670 PANC-1-1L 54 3 100 TR
F671 PANC-1-1L&4 3 100 T

[0554] 455,

[0555]  ZEACAL AT, PRl IR B8 A4 R8O Zr it I F T A= 40 A5 43 M1 o I 1 I Ra 45453 )
R AR K2 Ak, FE M T B TR S AR VA 10 3 B AR RS2

[0556]  PET-CT/%f%

[0557] iy A FLIR B e A A A A1) /N B OhF MDA -MB-468 ,n=4/4H, %} T-PANC-1,n
=382) £t FEF kE 3 89Zr i IR B A4 o 7E 33 5 J5 8 24h . 48h . 72h 144h F1216h i
B AEFST JE216h, BUH 28 B FF @ I B AR v 2007 € A5 5 R T o AE XN 1) 30 0 = HE VA7
FER S T B 10 13 7R 1 VSR ZR A 5 O R B P IR S AR A e i A2 AR M AR BAR
[0558]  7EIEI14.15F0197 $& 4L 144 Py RO A I 5 1 248 B 1 R AR, DU H AR W 90 AT Al
BRI

[0559] Ry 1 ik — B VPAN AR B H, g 1 AEAN[FTIN [A) R P R 5 1] ) b AR DA R
SRR IR 1) 200 AR 2 Jirf e 218 2R 1) R 50 o 383 A A (7] B ) 5 7 i B Jol ] 45 1) J M R X 4 M
A B G EREBUZEAE , DL T LR B B AR o B 4 U R 45 R 16 A 7 o

[0560]  £hif::

[0561] S PETLCE ARk &4 b N3 A8 AR HE 5 & m xbmac , 3+ H 75 ELp A alifr 0 IR U
SEI>99 % R4l JE

[0562] gt A& P9 RS BH , B A /DN BROE s R 4 %) JiRg A2 K, 9 HL 2. ZRMDA -MB - 468 FTPANC -
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Lryed ) g BRARIE 21 2494 %6 1D/ g o PR APAS [R] FR AR DR SR8 A 1 Mg RARR A B 28 22 o IRE 28
B2 TR W S AFAE P AR 1 (FE A DU M g A vh) |, SX AT e BT I8 R Gk - A i gg 25 2
AV S BT, SR TR 75 B — B W 9T, AR 2004

[0563] s RAERI F , Fra MR R AA BIR 18 RAE £3-6K , LI 5% 31 fi RO
X R BHEPRILAI B TR SR AR I KA A A B T B AR BN 8], 15 5 FF AR P AIC, X T
P 73 i 9ed 2H 23 e () 40 B (Pl 24 o i 2 40 ) TR PR SR A %) om0/ Bl AR R 5218
Pk (E e g2 & B ) -

[0564]  FEIGER A B H A WSS 7 B, o ARG 5 B a1 2R R 4058 % W
SR IR TRV B9 Bl o 75 6 K I 72 BT A sh A 20 1) 2548 Hp A7 75 58 3 {5 5 38 B P FRDIR SR AR 47
SRIEILZIBAIE R o [FRE Y, AR N R TR BT SR I R h AF SR T 5 BB 1S
5o, A B BRIR SR At B R I ST PR B LG o 76 BT A TR B Y 3 SR 9K, FE B R
Hh RS 5 0 B o HHAE T ST B & T RS T R IR S AR A fe /N )
i

[0565]  sKjifs21 :

[0566] S TBURPEAZ 2 IR AR (1) il AR T 7 - JB ot B2 i 9eg

(05671 AHIFFT ) H R DAk S 5] 25 TR VA 3R B ROIR SR AE S8 B ARV 22 i o
TR /N P ) BRARK AP 2B SR A T RO AG 2 3 LG 5 R (BBB) LA A AE i Rg A 2 B
I RE TR 1A%

[0568]  /]NERARTRY

[0569]  #R4f I T-FF5 H 1 19 sh 47 BAIAL FH I IO RV 58 B2 i 2 sh e 3 2% i 2
HEHEREAT BT 1R 75 RSB

[0570] Gt (ROSA) 2680rtm14(CAG-thomato)Hze 200236535uF%—%ié:PtenthMAK;RblthBrn;
Trp53"™ "™, Tg (GFAP-cre/Esrlx, - 1acZ) BSbk™ " (G fr ZE ) , [A1 58 /AR BAAE J5 /N 7
éEGt (ROSA) 26sortm14(CAG>thomato) Hze;PtenthMAK;RblthBm;Trp53tmle;Tg (GFAP‘CI‘G/ESI‘I*, B
lacZ) BSbk (15 2 I 588 /N R AL  HGG) o K /) B 4E RF AE 32 ZOAFVB/NT I 5t b, stk B
129/SVHIC57B16 . A5 T Cre F2H Mg I HH 75 5 I RE T B, MBS P 9 SV 1 oK (P s 3
B B ZY (Sigma-Aldrich)) B20mg/mIAh 3 & 25 (Tamoxifen) (FGA%FSBAE B ZY) AEH A )G
H30K (P) JaiEgk3 A (JE[EIP30-44) , B &7t H 2 18200mg / kg {4 H o &5 % M I ) 40 1) 4 e Al
R 28 22 PRI, AR R 5 B SR G B ) S it 22 SR 4K

(05711 BRERER AR B TR AR i FITLC 3 #

[0572] 4 IMHER (Perkin Elmer) H1J91nLIZr -89 5 FR #h FI78ULM IM Na,CO, e LA Hh Al
pHo K5 PPIR R AR 1 b i 7E0 . 5M HEPES (pH 7.5) HF o 44 33uL R FI ) Zr -89 JFURHAK (£915Mba) Jin
ANFIBOIREAR (146ug) A5 B AN T Zr-89 100651 B I MR B, HAbRic = it
AT 1N AR JE A8 Pl Zeba ig % i 248 (TkDa MWCO, FEBR K H IR BH) B8 i 22 PR se He  d
B ERZZ P ER 7K o U TR A i I fURE T3 2 2 A 4R (R ROE B Agilent iTLC-SGHK
WA 4E Z AT 40 b, FF FH50mM W £ 3% = i T & 1R (DTPA) /R e i 73 AT B o 24T X0 R
SIS UM W FH T R A I R 45 A ) Ze - 89 e AT 2 - SR JS fEBruker R IMS FX Proffif4
F G0 b Ad IO T [R)AL 25 72 BT AR AR M 2 Zr -89 ~ 100 % B &, PRl b KRR 2R A
BT AR L5 .
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[0573]  PET-MRIGf%

[0574] ¥ HL A3 0 R & Bk IR/ BRUICE AR 2H & FIMRT/PET R G, 7E P T T T8 B K
ERE (IAW) FEAER AR D42 50 Bruker, f8[H) &b, iZ 2G0352 17701 ] T (Siemens)
VB17(#300mm 1 27T A8, Aol B 5 IPETHEAY) , 1% 0] B 13 [ PETHE A4 &5 A 338 164
R IS, AL A A 15 X 15LSOERAA (1.6X 1.6 X 10mm) - PETHAPY 1123mm 1D/ B Sk MR T
RFZE P8 T 7EPETRAE M [R] B R4 /N Sk 5

[0575] 5 /INERVESS Z95MBa i) Zr - 89FRIC A IR AR L b, FFAEVE ST f5 40/ N A5 K A8« 75
BN G 53 3 — 5 7R & 1) Gadovist®id 52 71 LIRS 6 L AT XS L S5 I T T2 N sh 25 K5
AR o AE BRI TR] s )RS R B FIPBS (1 X) FoREff) 5011 Gadovist®Z % LTS 120011 ) s
PR S I 4 N R B K I 8 DL AR R S AR R AR, Bh S PET R R 2 AT
60min. FEVEST R , SRAFHGE E A2 EIMEAISD TR P 36 (1) B2 S 66 ZVIBE 7 41 o A P A6
P [E1 9% FLASHJT 513845 Zh MR T B, B 280 8] B R 1534 ) 1 o [ B 4R PET R A2 A B ASMRT
A KR 2 - 3min ) FEZE I, S8 5 3 S W - A2 B AMRT A 15min /5 , R TUINAUVIBE,
RAFEERIT2 OB B e 1Bl 3% B8, FE3R1F3T TUIMAIVIBE DIXON/F 41, LAAE 3D T1E] .
[0576]  {i FTubingen K% APETHE AW I K 1) & FIPET H i 514 X PETH 48 3E 47 21 4 o ff
R 715 0 2 e KAk (OSEM2D) Rk H 4 LA 128 X 128 X 89K [ [ PET IS o 48 FH IRWAK 14
(PG 1717 {5 R B O AR I AR AR 5 1 AR 4 R B SR X MR TAIPE T 4 4K

[0577]  [&[{g 43

[0578] P A MRI 4 048 A 3R CLinScan®k 431 B, Wi B & 48 N B s 3ot 5. in e B
B 51 NDICOMS MClinScanK A4 i , I FHOsirix MDiE— B A BE A 23 A B AR HL . T1 - Al
T2- AR AE R HEMRT (v 9.0. 1) A FH7ET T 7B B0 7 TAES AT (Inveon Research
Workplace) F A4 il & PETELHE AET 7= A= IR PET - MR T il 5 K 5ot B 4552 1S

[0579]  HdE0HT

[0580]  FEfi#KExcel Mac 2016,v 16,9) Hil s, JFAE TARR B AT AL AR
f#i FiGraphPad Prism 7HHTPTE &, 3F HAE A B R BOHAT A it 70 Aih 28 R i AR
DB o AU P 7 B R ) o B A s i S I 0 1 43 B (%6 1D/ @) o, A I P 1] 513
BT TAE A AR A BT

[0581]  FEyH 4 SPLI149 540/ N A5 R I SRAFPET -MRIENME , o T B 17T AI18 A, Jifgd [X 35
BB k30N HBE 558 R B s B M A X 3 /N GRSk B o L) T 3

[0582]  FEAN[H] B[] pii 5 Ao AR KA 2R 4 (fio S8 e o D0 s 125 g 1100 i DX 8 Hp )45 5 e
KAy re) AL, FAZr -89S HE bR C I Ak A 0 L A S ORI BABUR T 3R rp

[0583] wE 40 /N B B B | 5 KB %ID/g
ﬂtllD;’rg
fii (22 ) 2.0 1.5
[0584] K& # % 2.3 20
Jir e 4.3 4.0

[0585]  gfif:
[0586] T FWLARE bR 5 A 2 Jiki Ji 9 v 1) BR AR /5 o IR 3 W RDIR 2R Ak 2 3k BBB I £E i 2

S

N\
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H RARE LG e X 3 45 2 R L 3R B G iR YR T T D

[0587]  sLjitifsl22:

[0588] S PE AL ZR IR SR AR VR T B AL

[0589]  ZhWytk Y

[0590]  MARCHRTSS JH W4 ) i FE I PEBalb/CHR R, (~20g) I F T A7 /N S5
TRIFRVBE A& H I AERIE F0F I R, DA 7Ry S 40 P T N PR o 7 she B G s v 1)
FSAR S 58 2 i FISHIE], 15 Bl shP$e it B B3R B I AIK .

[0591]  FPAREE 44

[0592] Rz Fe Al FHUL &4

[0593]  -sKjitifs4b:

[0594] - SKJitif35

[0595] -Jevtana® (- {h5%)

[0596] - EEAFIA : AN TR PERZ R IR BB 4, L WBHALy s [Lys ], [a-DGA-Cabazitaxel]
32t[e _PEG~2100] 320

[0597] ¥ 3258 S Al HIPEG, o A I BEIR 3 i _F ) e R T 5E (0 B 4 83 H NMR
S5 E 5 BHALy s [Lys ], 3882 (FPEG _, | 2= AT SEBR-F- 2%

[0598]  RPARZRAKRI TEUN AR IC A TLC A3 #7

[0599]  FrEMPIRERAA L 10045 &R S Lu-177T0. IM pH 5.5 L REESE MR+ T
3T CHEE 604 Bl B & IS MR P FE 5 35 550mM DTPALA2 : VRS o B VA VR I Sul s RE T-TLCAR
(FHRERSR B Agi len tiTLC-SGHYHEFAT 4 ta ik 4%) b IFF50:507K : 1 (v/v) BEAT HIFE
SR G fECarestream MSFXAR R4t b A8 FHISU 14 [F] A7 25 58 56 BRI AROBUAR o 0 ZEI , a5 FH
TK MWCO Zebalie#e At (FEERBIEL) 1 HE i pi 1) 7 R AT Al AL R BR 25 R 25 6 1) 4 o IR 2R A
WR>95% FRid , 3 AT BE f5 B BVE BT 6 T B e RS 2 i @ R AR S E
DTPA (50mM) Y& A PAIE B AT AT A 45 & HLu- 177 RIRAF I M R AL K TLC . fE1ZTLC R Ge H , 4
RER A BRFFAEIELE R, =0) , 1M 5DTPAZE & I Lu- 1778 59 I A I — A2 B 3 B 480 T
R,=1D .

[0600] iR dG AAE K

[0601]  %$78 H/NER A WP IE P VS TMatrige 1 1 94 X 10°DU- 145401 DL 75 St 52 T IR . 4
JED L e 9 A R R4 T U, SR S LA B S R A K (Z9100mm™ KA, R AR R =1/2 (K
XCBE%)) B/ ERBE ML 4L, I AE 550 TAILAFRARAE T 2% v 51t O I ) S v S A A o T )
A JE = VR M /I B ) bR R AR AT o R PR A B2 35 RS) O Lem®) BRAF A AR BE 3R, )
X /INER BEAT G5 o A /N V6897 7 R AR
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CN 113164615 A 60/60 17T
HOR BTKR %14 K
TR TERGNE | 2 RN | 25 S R
(LU-177 75 | L
1 SR (KD 0 0 0
2 Jevtana® 8 mg/kg 8 mg/kg 8 mg/kg
06021 3 LB A 8 mg/kg 8 mg/kg 8 mg/kg
4 4b (CTX/DOTA) 8 mg/kg (6 MBq) | 0 0
L A 0 8 mg/kg 8 mg/kg
5 Jevtana® 5 mg/kg 5 mg/kg 5 mg/kg
6 ELiLH A 5 mg/kg 5 mg/kg 5 mg/kg
7 4b (CTX/DOTA) 5 mg/kg (6 MBq) | 0 0
ELiLf A 0 5 mg/kg 5 mg/kg
8 5 (DOTA) (6 MBq) 0 0
[0603] & 20 o , UM PEAZ R AR B8 4k (BB 84H) FNTR] I 2547 - 2 At 28 AU PR AZ 2 1)

DR IR A (55 A 4L ER AL £ 00 1l e e A2 Ty T AT A AT 28 B v 7R R AL 5 P 4b (S5 44H)

e B AT R o
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