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12
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T H o o © H\)O]\
e LN S T L Y
= _RSb = R6b = R6b 1RO
“3 an /1= i
'_Rec N\\____,?‘}RBC S\,’;"\*RGC dﬁ Re®
(VIIIa) (VIIIb) (VIIIc) (VIIId)
Hrr,
R¥FIR™ % 21,

RO HR0ZE 2 MR I, A5/ L UL & [ ALy 332 1 C1\F \Br \NO, \NH, . CN,CF, .
OH.OR*F L,

RO 1 FL 2 B VNSRRI B, DA K

s+20,

29 ARPEAF) K 1-10.12.13.16,17.19-21F123 - 27T HT—Ti ik &4, b Xaa2 2 1%k
H Pro~GlyMINmg 1 s 3L Rk L , HorbXaa3 /&0t H ProfHypll B FE IR Ak AL , Ho i Xaad &2 5k
FR e X Thr , H P Xaab 1% H GInFIGlufty 2 LR e AL | Xaa6 2156 F Phe . INi JMpa . Ot fFIThif1
TSR IRAL , LS H W Xaa T2 FI Cy s \Cy so L AIAETI M) 2 FE B AR A .

30 AREAFER I &, HorpXaa2 216 A Pro Gy MNmgf) 2 e sk AL, HorbXaa3
st H ProfHyplf S IR L , i Xaad /g S IR AL Thr, HorbXaab 2t H GIn G Lufly &
FLFRHRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 5%, DL M HiXaa7 £k H Cy s
Cysol MIAETI) 2 LB AR AL .

31 ARIEAF R 14196 &, HorpXaa2 216 A Pro Gy MNmg ¥ 2 e fk AL , HorbXaa3
sk H ProfHyplf S IR L , HFhXaad /g S IR AL Thr, HorpXaab 2t H GIn MG Luffy &
FLFRHRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 3%, DL M HiXaa7 £k H Cy s
Cysol MIAETIH) 2 FEfmBE Ak At .

32 ARIEAFER 15 &, HorpXaa2 21k A Pro Gy MNmg ¥ 2 e 5k AL , HorbXaa3
st [ ProfHyplf S IR L , HFhXaad /g S IR AE Thr, HorpXaab 2t H GIn MG Lufly &
FLFRFRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 3%, DL M HdiXaa7 &0k H Cy s
Cysol MIAETIH) 2 LB AR AL .

33 AR R 18I A, HorpXaa2 21k F Pro Gy MNmg¥) 2 e 5k AL, HorbXaa3
st H ProfHyplf S IR L , HFh Xaad /g S IR AL Thr, HorhXaab 20t H GIn MG Luffy &
FLFRFRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 5%, DL M HdiXaa7 £ 0k H Cy s
Cysol MIAETIH) 2 LB AR AL .

34 AREAFER 2216 &, HorpXaa2 21k A Pro Gy MNmg ¥ 2 e 5k AL , HorbXaa3
st H ProfHyplf S IR L , HFhXaad /g S IR I Thr, HorbXaab 20t H GIn MG Luffy &
FLFRHRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 3%, DL M HdiXaa7 £k H Cy s
Cysol MIAETIH) 2 LB AR AL .

35 ARMEAF R 281 L &, HorpXaa2 21k A Pro Gy MNmg ¥ S e 5k AL, HorbXaa3
St [ ProfHyplf S IR L , i Xaad /2 S R AL Thr , HorbXaab 2t H GIn MG Luffy &
FLFRFRIL | Xaab 10t F{ Phe INi JMpa Ot £ FIThi s FEER 7k 5%, DL M HdiXaa7 £k H Cy s

13
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Cysol FIAETH) s Sk fimis 7Rt o
36 AR BEAUF] %Xlﬁﬁ@c/\%,/ﬁt}ﬂﬁﬁ_w\%@/\t(LD <LH> (LITT) 5k (LIV) f&h

(LI), (LII),
?F@: e) e)
OH OH
HOJJ-Q HO {/E
H H
%NH NN (N:%,NH N N
0 0

Mo 0 HN O/% 0 HN
N 0 N o}
jo \\"'y'% 0] b %—%

HN S o N L 0

4 NH HN" %,
N >
(LIIT)F0 I (LIV).

3Tﬁﬁﬂﬂgﬁmﬂﬁﬁ%ﬁ¢%ﬁ%ﬁ%@AfQD(MD(HHEWHW%%

NH,
H ofS)
(Nj\rNH N J & ”(NH H(S (S)
Mo o HN"R,
e AT ey
HN" ™S o) $NH
qo r&"g
(LD), (LID),
14
Oy-oH Oy-oH
HO-:{/E HO.-‘Q
H H
(NzngH N L (Njgrm-c N N
o) o)
MO = HN Mo 0 HN
o PP e =
HN" " -8 Y HN"" ™,_-S o
§—NH
gfo %
(LIII) 1 (LIV).

14
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38 ARPEAFE R 1.2.12.13.16.17.19-21.23-27F130-37H{F—Tiib &4, Hihve
JER (XTTT) [R4E 4 .

R rad

5

RS (X1ID).

39 ARIERUF ZR 38 54, HrPY e U S NHEE

40 . FRAEAUR B3R 3914k A9 , Horh AR NHEEE P 2 5 R PENHEER A, A iR NHEEE A {45
— Sy (moiety) HYcesHe

AT AR BSR40 1L AW , Horh AR NHERE P 45 AR 44, R CH, R, Herp
RE%2 3% 138 (XXIb)  (XIe) Fll (XITb) HT— M54 -

N

L - &
QD S S
s N N

H (XXIIb)  H™ “N(XIe) H™ "R (XIIb)
HR Y HER P, DLK
u=1.2.3.48k5.
42 ARPEAFN ESR 1A, HopYe gt (XTTD) f 45 .
o
PN

RS (XIII).
43 ARPEACR SR 14059, ForpY e X (XTTT) 04544 -

o
RN

RS (X1ID).
44 AREARELR 15 &, HorpYe g 2 (XITD) U454

o
RN

RS (XIID).
45 AR LR 18I &, HorpYe g2 (XITD) [ E5H :

15
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&

RS (XIID).
46 AN ZR 2219t AP, HorhYe jg =l (XTTD) (4544 -

&

RS (X1ID).
AT ARSEAREDR 281 &5, HorpY oo 2 (XTTD) U454 «

&

RS (XIII).
48 ARPEAUR SR 2910 51, ForpY e X (XTTT) 14544 -

&

RS (X11D).
49 ARPERUR B3R 42 - 48HE— T &1, HFh Ye e S NHEE AT
50 ARFEACR) ZR A9 A, Hrh AT ANHIE P2 SN PENHIE AT, e rp i ANHE A 75
— NSy (moiety) HYcsHe
51 HRIEAURIESR 50 A , Horh IR NHEL PH th S5 AR 21, Forh R CH, R, e
RE%2 3% 38 (XXIb)  (XIe) Fll (XITb) HE— AN 44 «
|
N

Ao A
() N, N,
N N

H (XXIb)  H™ N (XIc) H™ "R (XIIb)
HR Y HER P, DLK
u=1.2.3.48k5.

52 FRIEAUR) ER12.13.16.17.19-21.23-27.30-37.39-48 .50 F151 F{E—Ti (1L &
Yy, o Z A A E B Y.
53 AR R LWL &9, HAp Z I 512 0 (I 45# , TR Z 2 B a2
G FIAMUESEAEAE R
54 . HRIEACRI B R 52101 A1, A IR 22 AN B3 TR JE Al (XXTTe) « (XTd) Al
(XTTd) HT—/ M4 H «

16
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SR

7 (XXIlc) Z° Nag (X1d) 72N Res (XIId)
Hr R ek I, DL
u=1.2.3.41k5.

i

55 HUBRAUM ZR LI &9, Hrp R S B 5 25501, i pir iR Z L I A e e T
- 56 . HURAUM ZR L4 &9, Hrp e S B 5 25501, i pir iR Z L I A e e T
- 57 HURAUM ZR 16 &9, Hrp AR S B 5 255 M1, i piriR Z L I AN e e T
- 58. HURAUM ZR 18I &1, Hrp R S B 5 255 W1, pir iR Z L T AN e e T
- 59. HURAUM ZR 220 &1, Hrp R S B 5 285 M1, L pir iR Z L AT AN e e T
- 60. HUREAUM ZR 28I &1, Hrp AR S B 5 255D, i pir iR Z L I AN e e T
- 61. HURAUM ZR 29 &1, Hrp AR S B 5 255 HT, i pir iR Z L I AN e e T
- 62. HURAUM ZRAM &1, Hrp AR S B 5 25501, pir iR Z L AT A e e T
- 63 AR ER 5311k Ay, Foh FInR Z 3L I A i B TR FE R (XXT Te) + (XTd) A1
(XITd) Elﬂff’r/\lélﬁ i"]

s

s

s

s

®
w Lw Y
z (XXIle) Z° NS (XId) Z” "R (XIId)
HR Y HER P, DLK
u=1.2.3.48k5.

64 ARPEAUH) Fixk12.13.16.17.19-21.23-27.30-37.39-48.50.51 F153 -6 34— 1)
CEY, AT RN B R B TR S 3 R Aaa , LU L TR e S8 & 5 Fridk ad A
i Aaa LB R ZEE T, o R Z BE A 0 2 S A AR AP AR [ 3k, Horh, QR ik 4
SKAEAE, WA R B SR iR 25575 5 Pk S iR Aaa AN 12

65 . ARAEANF ZR 641 G 1, b, W Frk B Sk A4, W ATk Bk Bk 255741
FriR g 5 iR Aaalto - ZULN 1EHZ .

66 . ARAAUF SR 65111 E 4, b ik Bk 5 Frid 2 3 Aaa I T ifa - 02 TR 44
B -

67 ARSEANF ZR 11 &9, HHp Tk NR s S 16 2 A S T A R Aaa , A KL

17
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Frid b S 5 5 ik s A R Aaa AN BRI Z 3L M, L Fh BTk Z 38 A0 9 2 5 AR R e A7
TERRER o IR AT b e S A A, I R B IR P 28 5 5771 S iR 2 B R Aaa i iz

68 . ARIEAF ZR 141 &4, o i ANR i B 1 ZE A S T ik 2 Bk iR Aaa , DL M HL R
Frid b S 5 5 ird s A iR Aaa A BB Z 3L ], L rh BTk Z 38 A0 9 2 5 AU R e A7
TERRER b IR AT b e A A, W R B IR Pk 28 5 5791 S iR 2 B iR Aaa i iz

69 ARIEAUF ZR 1B &4, Horp i iANR i B 1 ZE A S T ik 2 i iR Aaa , DL N HL
Frid b S5 5 ik sl A iR Aaa AN R Z 3L P, L rh pirak 238 A0 9 2 5 AU R e A7
TERRER o IR b e A A, WP R B IR P 28 5 5771 S iR 2 B iR Aaa i iz

70 ARIEER ZOR 18I &4, b I iiNR i B 1 ZE A S T ik 2 iR Aaa , L N HL
Frid b S 5 5 ik sd A iR Aaa AN BB Z 3L ], L rh BTk 238 A0 9 2 5 AU R e A7
TERRER o IR AT b e S A A, W R B IR P 28 5 771 S ik 2 B iR Aaa i iz

71 ARIERCR ZR 2201 & ¥, Horb I iNR i B 1 ZE A A2 T iR 2 ik iR Aaa , DL N HL
Frid b G 5 5 ik s A iR Aaa AN B Z 3L ], L rh Firak Z 38 A0 9 2 5 R R e A7
TERRER , Forh IR AT b e S A A, WP R B IR P 28 5 791 S ik 2 B R Aaa i iz

72 FRIEEUC ZR 2811 & ¥, Horh i ANR i B 1 SR A S T ik 2 ik iR Aaa , DL N HL
Frid b S5 5 ik s A iR Aaa AN B I Z 3L H] , L rh Birak 238 A0 9 2 5 AU R e A7
TERRER o IR AT b e S A A, W R B IR P 28 5 771 S ik 2 B R Aaa i iz .

73 FRIERUR ZR 291 & ¥, Horp AN R i B 1 SR A S T ik 2 ik iR Aaa , DL M HL TR
Frid b S5 5 ik s A R Aaa A BB Z 3L ], LR Birak Z 38 A0 25 2 5 R R e A7
TERRER , Forh R AT b e S A A, WP R B IR P 28 5 791 S ik 2 B R Aaa i iz

T4 FRPEACR EOR 381U 1, Horb AN i 18 16 25k A A2 Tk s Bk iR Aaa, DA J Hor
Frid b S 5 5 b s A iR Aaa A BB Z 3L F] , LR Birak 238 A0 25 2 5 R R e A7
TERRER o IR AT b e A A, W R B IR P 28 5 5771 S Tk 2 B R Aaa i iz .

75 FRIEEUR R 49 S ¥, Horp i ANR i B 1 ZE A S T ik 2 S iR Aaa , DL N HL
Frid b G 5 5 ik sl A iR Aaa A BRI Z 3L F] , L rh Birak Z 38 A0 9 2 5 R R e A7
TERRER o IR AT b e A A, WP R B IR Pk 28 5 5771 S ik 2 B R Aaa i iz

76 AR ZOR 5201 & ¥, Horh i ANR i B 1 SR A S T ik 2 S iR Aaa , L N HL
Frid b S5 5 ik s A iR Aaa AN BRI Z 3L ], LR pirak 238 A0 29 2 5 R R e A7
TERRER o R AT b 4 A A, W R B IR P 28 5 5771 S ik 2 B iR Aaa i iz

77 FRAEACR ZOR6 T - 16 P E—T b &4, b, R Al B A7 A, I prik B ok i
WEG S AR 2 i R Aaa - FUN &R .

78 ARAEAR ZORTTI &, Horh pirid Bk 5 Fr ik 2 B R Aaa ) i o - R0z TR
BT -

79 ARIEAUM ZER2-10.5365-T6 MIT8 L — T I &1, H i iR e ks F Teds
020c.Apac.Gly.Bal.Gab.Mamb.Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12 A H
fthPEG - 2454 -

80 . FRPEAUFI ER 21L&, Forp pirak Z 38 P A0 5 5 ) M AT e A7 AE i ek, L
Hi A AR s F{ Ttds . 020c < Apac.Gly.Bal .GabMamb.Pamb.Ppac.4Amc.Inp.Sni.Rni Nmg-
Cmp.PEG6PEG12 M FLAHPEG - 24 3L 1R o

18
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81 . ARPEAUH Bk 54 - 63— L &, Forp FIrak Z 38 P A 35 85 7 S AT a8 A7 A 1)
%%;k,??Ei}iqﬂﬁﬁﬁﬁﬁgékﬁiEﬁTtds\OZOC\Apac\Gly\Bal\Gab\Mamb\Pamb\Ppac\4Amc\Inp\
Sni.RniNmg.Cmp.PEG6.PEG12 M FLAHPEG- 24 L HR o

82 MR IEAUAN) B R TIML &%, iR Besk 6 H Ttds . 020c¢  Apac 4Amc - PEG6Fl1
PEG12.

83 AR EAL R B R 80L&, Hoh pral B2 6 H Ttds.020c Apac +4Amc - PEG6 FlI
PEG12.

84 MR PEAUAN) BERS1IML &%, iR Besk e H Ttds . 020c¢ . Apac 4Amc - PEG6Fl1
PEG12.

85 . ARIEACH ER 821 &, H T iR ek 2 R FI Ttds . 020¢ HIPEG6 .

86 . ARHEACHI ER 83 A, H T iR ek AR FI Ttds . 020¢ HIPEG6 .

87 AR ER 84 &, Hoh T iR ek 2 ARk FI Ttds . 020¢ HIPEG6 .

88 . ARPEAH R 11 &9, H A ZZE PN T T Yo, H prk 238 A 208571 A
e fEAE Bk, I B rh prk 3 340% 14 Ttds . 020¢ s Apac Gly .Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

89 . ARPEAUK R 141 &1, H A ZZE PN T8 T Yo, H prk 238 A 208571 A
e fEAE Bk, I B rh Frk 3 340% 14 Ttds . 020¢ s Apac \Gly \Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

90 . FRPEAUH R 151 &), H A ZZE PN T8 T Y, H Pk 238 A 208571 A
e fEAE Bk I B rh Frdk 33405 19 Ttds . 020¢ s Apac \Gly .Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3%

91 . ARPEAUR R 18I &), H A ZZE PN 8 T Yo, Hh prk 238 A 208571 A
e fEAE Bk I B P prk 33405 14 Ttds . 020¢ s Apac \Gly \Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

92 FRPEAUR R 22100 A1), H A ZZE PN T8 T Yo, Hh prk 238 A 208571 A
Eiﬁﬁﬁﬁ@%%,ﬁﬁﬁqﬁﬁﬁﬁé%ﬁQTtds\OZOc\Apac\Gly\Bal\Gab\Mamb\Pamb\Ppac\
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

93 . FRPEAUR R 281 A1), H A ZEE PN 8 T Yo, Hh pirk 238 A 20 57 A
e fEAE Bk I B P prk 33405 14 Ttds . 020¢ s Apac \Gly \Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 34

94 ARPEAUR R 29190 &1, H A ZZE PN T8 T Y, H i prk 238 A 2085 71 A
Eiﬁﬁﬁﬁ@%%,ﬁﬁﬁqﬁﬁﬁﬁé%ﬁQTtds\OZOc\Apac\Gly\Bal\Gab\Mamb\Pamb\Ppac\
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

95 . FRPEAUHI R 381 A1), H A ZEE PN 8 T Y, H pirk 238 A 208571 A
e Bk, I B rh prk 3 30% 14 Ttds . 020¢ s Apac \Gly .Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

96 . FRPEAUH R AL 51, H A ZZE PN T8 T Yo, H prk 238 A 208571 A
e Bk, I B P prk 33405 14 Ttds . 020¢ s Apac \Gly .Bal .GabMambPamb.Ppac
4Amc . Inp.Sni.Rni Nmg.Cmp.PEG6.PEG12 A H AW PEG- 24 3R

19
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97 FRIEAH R 6219 ¥, Forp Tk 255 25 B 5 70 AT e A e i3k, P LR
Hi AR s F{ Ttds . 020c v ApacGly.Bal .GabMamb.Pamb.Ppac.4Amc.Inp.Sni.Rni . Nmg.
Cmp.PEG6PEG12 M FLAHPEG - 24 JiL 1R o

98 MRIEAU A R 6411 b 51, Horh i ik 422 3ka% H Ttds . 020c \ApacGly .Bal.Gab.
Mamb.Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12 M FLAHPEG- 24 JiLHR o

99 ARPEAUH ZOR 7T 51, Horh it i 422 5k1% H Ttds . 020c¢ \ApacGly .Bal.Gab.
Mamb,Pamb.Ppac.4Amc. Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12 A FHAHPEG- S L HR o

100 AR PEAUH) ZE K88 - 99 rPE— Tk &4, b it ik £z K18 H Ttds .020c  Apac.
4Amc \PEG6APEG12,

101 FRARAM ZER 100/ L B8 , HLrp ik e Sk s BEiR 1%k H Ttdss L 020¢ HIPEG6 o

102 ARYEAF) ik 1-10.12.13.16.17.19-21.23-27.30-37.39-48.50.51.53-63.65-
76.78.82-99F1101 T 54, H A S R sk IE 4 T-Xaa T , Hoh ik s LR 18 B
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, b1 }

F e i I T A R R R 22 B8l I s 4 FEL sl 10 1 L o JOR PR 45 L £ -

2\—1\0\+1;2+20

103 ARIEEFIESR 1020004 51, Hrb A ikt B =X (XXXa) 22 (XXXE) MK

Xaal0-Xaall-Xaal2-Xaal3-Xaal4-Xaal5-Xaal6 (XXXa)

Xaal0-Xaall-Xaal2-Xaal3-Xaal4-Xaalb (XXXb)

Xaal0-Xaall-Xaal2-Xaal3-Xaal4 (XXXc)

Xaal0-Xaall-Xaal2-Xaal3 (XXXd)

Xaal0-Xaall-Xaal2 (XXXe)

Xaal0-Xaall (XXXf)

R,

XaalOig&Asp.asp.Bal.Gly.Gab.Ser Nmg.Bhf.Lys.TtdszkBhk,

Xaall ¢His his.Lys.Ttds.Arg.ApeskAla,

Xaal2/&Phe Nmf.Tic.Aic.Ppa.Mpa.Amf .Nmf.phe.Lys.Ape.Ttds#Ppa,

Xaal3j&Arg.Lys.Ape.Ttdsskarg,

Xaal4j&Asp.Ala.asp.Lys.ApeskTtds,

Xaalb &Ttds ApeskLys, L&

Xaal6 &LysikApe,

Horb sk,

XaallfllXaal2—#cJE k% H Gab.Pamb.Cmp.Pamb . Mamb [ BL— 2 3L 1% , DL M AT 06
Xaal0.XaallflIXaal2—te a1t H Gab Pamb . Cmp . PambAMamb 1] B — 54 JL R ,

SEMRAEAITIAR A (XXXa) 2 (XXXE) KT, AR A7 £EApe , WL CORumAE T

104 ARIEAFNZOR 1T S, Hoh S B R el I E #2 T-Xaa T, Horp iR S LRk B
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }

Forp e AT R, BT KPR R 20 28l S R 2 £ R sl AR 110 1 LT AR R PP 440 FL T A -

2\—1\0\+1;2+20

105 ARIEAF ZOR 1409 &1, Hoh S B R el &+ T Xaa T, P iR S LRk B

}

20
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Asp.asp.Bal.Gly.Gab.Ser .Nmg.Bhf#F1Bhk, VL &

FFRAE AT IR K B IR K 25 B8 B o L AR 1 1 ELPIT iR IR 1 15 FE oy 2
2.-1.0.+18k+2.

106 AR FEAUF ZR 150 G ¥, Hh S B IR sk & B2 T Xaa 7, Hrb ik S B R %8 H
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }

FFRAE AT IR IR B IR K 25 B8 B i L Bl AR 1 1 ELPIT iR IR ) 15 FE oy 2
2.-1.0.+18k+2.

107 AR FERUCF ZR 18I G, Hrb S FERR sk & e T Xaa T, Horb fr ik S AL TR
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }

FFRAE AT IR A B IR K 25 280 B A i L AR 1 1 ELPIT iR IR 1 15 FE oy 2
2.-1.0.+18k+2.

108 AR FEAUF E R 22104 G W, Hrh S R IR sk & e T Xaa 7, Hrb ik S B R %8 H
Asp.asp-Bal.Gly.Gab.Ser Nmg.Bhf#/1Bhk, kLZQ

HFRAE TR K B IR R 20 280 SRR Ao L AR 1, 1 ELPIT 2R JEK 1 75 FE i
2.-1.0.+18k+2.

109 AR FEAUR) ZR 281 G, Hrh G R R sk & e T Xaa 7, Hrb Tk S B R 158 H
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#A[IBhk, VL }

AR AT IR K B IR K 25 B8 S o L AR 1, 1 ELPIT iR IR ) 15 FE oy A2
2.-1.0.+1u+2,

110 AR FEABUR ER 2910 G, Hrh S R IR sk & B2 T Xaa 7, b Tk S B R 158 H
Asp.asp.Bal.Gly.Gab.Ser .Nmg.Bhf#FBhk, VL &

FFRAE AT IR K, B IR R 25 B8 B A i L Bl AR 1, 1 ELPIT iR IR 15 FE oy 2
2.-1.0.+18k+2.

111 AR BEBUCR ZR 38 Gy, Hrh G R IR sk & e T Xaa 7, b ik S B R %8 H
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }

FFRAE AT IR K B IR K 25 280 B 2 i L AR 1 1 ELPIT IR IR 15 FE oy 2
2.-1.0.+18k+2.

112 ARFERUCR ZR 49 G, Hh S R sk & B T Xaa 7, Hrb Tk S R R 158 A
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, b1 }

FFRAE AT IR K B IR K 25 280 B 2 i L Bl AR 1 1 ELPIT iR IR 1 15 FE oy 2
2.-1.0.+18k+2.

113 AR FERUCR ZR 52104 G, Hrh G B R sk & e T Xaa 7, Hrb ik S B R %8 H
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#A[IBhk, VL }

FFRAE AT IR K B IR K 25 B8 B A A L AR 1 1 ELPIT IR IR ) 15 FE oy 2
2.-1.0.+18k+2.

114 AR FERUCR ZR 6410 G ¥, Hh S B R sk & e T Xaa 7, Hrb ik S B R %8 A
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[1Bhk, b1 }

F AR AT IR IR, B IR K 25 B8 B i L AR 1 1 ELPIT iR IR ) 15 FE o 2
2.-1.0.+1u+2,

fEPr

H
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115 ARIEAR ZOR 7T &1, Hoh S B IR el & 42 T Xaa T, Horp il iR S Lk B
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, b1 }
Forp e AT i, BTl P R 22 B8 Sl B I A2 Ay PR sl AR MR 1Y) 10 LT 3R UK P 148 P Ao
2.- 1\0\+1j+20
116 AREAFN ZR TR &1, Hoh S B R el &+ T Xaa T, P il iR 2 Lk B
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }
Forp e AT o, BT P R 22 B8 Sl B I A2 Ay FRL sl AR MR 1) 10 LT 3R UK P 148 P Ao
2.- 1\0\+1j+20
117 ARIEAR ZOR 80 &1, Hoh Sl B IR el I 4 T Xaa T, Horp il il S Lk B
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }
Forp A AT i, BTl P R 22 B8 Sl B I A2 1y PR sl AR MR 1) 10 LT 8 UK P 148 P Ao
2.- 1\0\+1j+20
118 ARIEAUFN ER 81 &1, Hoh Sl B IR el I 4 T Xaa T, Horp it il S Lk A
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, b1 }
Forp e AT o, BTl P R 22 B8 Sl B I A2 1y PR sl AR MR 1Y) 10 LT R UK P 148 P Ao
2.- 1\0\+1j+20
119 ARFEBCH ZER 1000 ¥, Hoh S 608 sl I 4% T Xaa 7, Horp prak S 3 ik A
Asp.asp.Bal.Gly.Gab.Ser.Nmg.Bhf#[IBhk, VL }
R e v o, BTl P R 22 B8 Sl B I A2 1y FRL sl AR MR 1) 10 LT R UK P 148 P Ao
2.- 1\0\+1j+20
120 ARPEAH) ER104- 119 B 59, Hoh TR ik F =X (XXXa) 2 (XXXE) (1)
JIK:
Xaal0-Xaall-Xaal2-Xaal3-Xaal4-Xaal5-Xaal6 (XXXa)
Xaal0-Xaall-Xaal2-Xaal3-Xaal4-Xaalb (XXXb)
Xaal0-Xaall-Xaal2-Xaal3-Xaal4 (XXXc)
Xaal0-Xaall-Xaal2-Xaal3 (XXXd)
Xaal0-Xaall-Xaal2 (XXXe)
XaalO-Xaall (XXXf)
R,
XaalOi&Asp.asp.Bal.Gly.Gab.Ser Nmg.Bhf.Lys.TtdszkBhk,
Xaalli¢His his.Lys.Ttds.Arg.ApeskAla,
Xaal2)&Phe Nmf.Tic.Aic.Ppa.Mpa.Amf Nmf.phe.Lys.Ape.Ttds#HPpa,
Xaal3j&Arg.Lys.Ape.Ttdsskarg,
Xaal4j&Asp.Ala.asp.Lys.ApeskTtds,
Xaalb &Ttds ApeskLys, VLA
Xaal6 &LysukApe,
Horb sk,
Xaallf1Xaal2—E Hk 1%k H Gab . Pamb Cmp « Pamb Mamb[1] B —5 JLFR , DL M AF10e 1,
Xaal0.XaallflXaal2—tefZ k1% H GabPamb . Cmp . PambAIMamb|1] B —54 LR ,
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A RAT IR T (XXXa) 2 (XXXE) (IR, R A7 AEApe , W HE CORIm A1
121 ARPEAM EDR 102194 &1, Horp TR ZEE A e e T AT ik, HE R R Z 3 A
B ARUERA A Bk o
122 ARPEAUK ZR 103 - 119 E—TU L &4, Hoh R ZEE S e e T Pirad ik, 3
H IR ZER A0 B 5 MM AR Ik
123 ARYEACR ZR 12000 51, b TR 2L PI ERe Tk Ik, Horp iR 256 P )
B AFUERA A Bk o
124 FRPEAUCH) 35Kk 2.5-10.12.13.16.17.19-21.23-27.30-37.39-48.50.51.53-63
65-76.78.82-99. 101103~ 119F(E— T e A4 , FrPBT i Z B R4 3 T iR 0
2, FLrR R ZEE P A o B S A AR A A R K
125 ARYEACH R 124100 &9, Horp i S RS E B2 T Xaa T 2 55 «
126 ARPEAUH) ZR 124110 & ¥, Horb ik S ZE IR A iR N AR i 1211 5k AT A ) 2 2K 1R
Aaa.
127 ARFEACR EOR 1L &8, Hrp iR ZEE S e e T P iR 2 BRI, L rp PR 7.5
W0 2 2 A AU TS A AR Rk o
128 ARFEAUK EOR 1AL &1, Horp iR Z 5L A e e T P ik 2
P B SR A R
129 ARFEAUCKH EDR 15/ &1, b FriR ZEE A S e e TPk
W0 2 B S AU TS A AR IRk o
130 ARFEAUK EOR 18I &1, Ho b iR ZEE A e e T P Ak
P B SR A K
131 ARFEAUK EOR 2200010 51 , He b iR 25 A e e T Ak
P B SR A K
132 ARFEAUK EOR 28101 51 , He b iR 25 A S e e T i Ak
W0 2 B A TS A AR Rk o
133 ARFEAUK ER 2900 &1, HrP AR ZEE PR S e e TPk
P B SR A K
134 ARFEAUK EOR 38 51 , He b iR 25 A e e 1 e Ak
P02 2 S AU TS A AR IRk o
135 ARFEAUK ER A &1, HorP AR ZEE A S e e TPk
P B SR A R
136 ARFEAUK EOR 520010 51, Ho iR 25 A e e 1 Ak
P B S MR A K
137 ARFEAUK EOR 641010 51, Horp iR Z5E IS e e T P Ak
W0 2 2 A AU TS A AR Rk o
138 ARFEAUK ER 1T &1, HorP AR ZEE A S e e TPk
P B SR A R
139 ARFEAUK EOR 1900 1 , Ho b i iR 2B A e e T P ik 2
W0 2 2 S AU TS A AR IRk o
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=
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=

140 ARGEAA ZOR 100/ L G 1), AP TR 2L PR e 32 T Pk 2 R IR , b ik 25
ZikDenSEpIIE NIRRTV eIt A
141 ARG ZOR 102000 G 1), HL P TR ZEE A e 3 T Pk 2 RE IR , o Pl it
ZikDen - SEpIIE IR RV eI NE A
142 ARG ZR 1200 54, P AT ZEL LA D
ZikeSEpIIE NIRRTV EREiNE A
143 ARGEAA ZOR 122000 & 1), HE P TR 2L A e 3 T Pk 2 R R, Horh ik 25
ZikDven - SEp L NIRRTV eIt A
144 ARPACFIEER 127 - 143 U T— TR 54, Horh fr ik s SRS 12 T Xaa TH U 5L

=

]
M
._H
==
5
i
bt
=
=
==
5 &
NN N
=

5,

145 FRPEAUH]EEK 127 - 143D 1, o ik Sl B TR A2 T iR N AR i 18 1 2k
AR R Aaa .

146 ARPEAUH] EER 121512301 59, Hoh Tl 25550 554 T Xaa T S LRI %
2, sl A TR 2 A S TR I COR i s SR AN 4%

14T ARSEAURER 14610 &1, Horp Pk 255771 5520 (L) « (LID)  (LITL) A1 (LIV) 1)
IR E— N RICR I s AR AN 42

148 ARPEAUH SR 1220004 5 W, Horh iR 25550 S5 4 T Xaa T U BRI 4% , 5k
F TR S S PR IR C AR 2 B AN 4%

149 ARMEAUR ER 14811 &1, Horp Ak 265771 5520 (LT) « (LID) . (LITL) A1 (LIV) 1)
IR E— N RICR i s B R AN 4

150 ARPEAH) iR 2-10.12.13.16.17.19-21.23-27.30-37.39-48.50.51.53-63.65-
76.78.82-99.101.103-119.121.125-143F1147 - 149 F—T0 {54, Horp PR 25555110
FIDOTA.DOTAGA .NOTA .NODAGA .NODA-MPAA \HBED.TETA.CB-TE2A.DTPA.DFO.MacropaHOPO+
TRAP.THP.DATA.NOTP, sarcophagine\FSC\NETA\H4octapa\Pycup\N¥S¢X(N4\N282\N38)\
HynlC%D%mTc(CO) el

151.ﬂ§ﬂ%$ﬂ%ﬂ K150 &, Hodn i iR 255575 1% F{ DOTA \DOTAGA .NOTA .NODAGA .
NODA-MPAA .HBED.CB-TE2A .DFO. THPA/IN4 .

152 ARAEACH] Z K508 59, Forb BT 245 751258 11 DOTADOTAGA \NOTA \NODAGA]
N4,

153 ARPEALFZ R LA & ¥, Horh Fraif 245570 %6 HDOTA.DOTAGA \NOTA . NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngsz(N4\N282\N35)\Hynicﬁﬂmec(CO)3-§§é§
7l

154 ARYERCRI B SR 1410040 &8, H iR 2457398 EEDOTA .DOTAGA .NOTA .NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngsz(N4\N282\N35)\Hynicﬁﬂmec(CO)3-§§é§
7l

155 ARPEAF R 15104 &, Hop plr iR 2845551196 HDOTA JDOTAGA .NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.

=Y
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sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-732;/5\
7l

156 AR PR AR ZR 1814 &, Horp plr iR 28555116 HDOTA .DOTAGA .NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-732;/;7\
7l

157 ARFEAUF R 2201 51y, Horh Tk 2 755726 5 DOTA \DOTAGA \NOTA \NODAGA |
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHynicF17"Te (CO) 3-732;/;7\
7l

158 AR PEALF Rk 2814k &, Horp plr iR 2455516 HDOTA .DOTAGA .NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHynicF17"Te (CO) 3-732;/;7\
7l

159 AR PEALF Rk 29004k 5, Horp il iR 2845551196 H DOTA JDOTAGA \NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHynicF1™"Te (CO) 3-732;/;7\
7l

160 . AR HE AR BE K 38114k & W, Horp Bl iR 25477225 HDOTA.DOTAGA .NOTA .NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-732;/;7\
7l

161 AR PEALR Bk 490040 &, Horp plr iR 28555116 HDOTA .DOTAGA \NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-732;/;7\
7l

162 . AR HE AR B R 52110140 &9, Hoip Bl iR 25477225 HDOTA .DOTAGA .NOTA .NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-753/;7\
7l

163 . AR HEAUF K 641104k &, FLr BT s 25 77228 H DOTADOTAGA NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHyni cF17"Te (CO) 3-732;/;7\
7l

164 ARPEALR BR 7T TR S, Hop il iR 28555116 HDOTA LDOTAGA \NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine FSC.NETA.H4octapa.Pycup.N S, (N4.N2S2.N3S) JHynicF17"Te (CO) 3-732;/;7\
7l

165 AR PEAL R ZR 79094 &, Horp plr iR 2855516 HDOTA JDOTAGA .NOTA \NODAGA

25
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NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

166 AR JEA R BR 10019 54, o iR 2845775126 I DOTA . DOTAGA \NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

167 ARPEAUF BR 102104 58, o iR 2854575108 I DOTA . DOTAGA \NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

168 AR PEAY R BR 120104 54, o iR 28575106 I DOTA . DOTAGA \NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

169 ARPEAF] BR 122104 5%, o iR 2845775106 I DOTA . DOTAGA \NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

170 ARPEAUF) BR 124104 58, FHoh iR 284575108 I DOTA . DOTAGA \NOTA \NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

171 AREAF)ER 144100 &9, Hoip fir ik 25457512 ©H DOTA \DOTAGA \NOTA .NODAGA .
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

172 ARPEAFER 145905, Horb Fir il 285770 196 HDOTADOTAGA NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

173 ARPEACHFER 1461905, Horb Il 28577 196 HDOTADOTAGA NOTA \NODAGA
NODA-MPAA.HBED.TETA.CB-TE2A.DTPA.DFO.Macropa -HOPO.TRAP.THP.DATA.NOTP.
sarcophagine\FSC\NETA\H4octapa\Pycup\Ngskx(N4\N282\N38)\Hynicﬁﬂmec(CO)3-§§é§
7l

174 AFRPEARESR 151 - 173 AR — Tk 54, Ho ik 25 15 710228 FE DOTA\DOTAGA |
NOTA .NODAGA .NODA-MPAA HBED.CB-TE2A .DFO. THP#/IN4 .,

175 ARPEAF) ER 1741910 &9, Hor T iR 2545 77158 EIDOTA.DOTAGA \NOTA \NODAGA /]
N4,
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176 ARFAUN ZER 1500 &1, A i 25 7T EN4AC .

177 ARFEAA R 151 - 173A LTI &1, HA i 25 7 EN4Ac .
178 ARFAA ZOR L TAR M &1, A I 25 7 EN4 A o

179 AL &Y, s b ik 5 -

o HN‘.(O
H)J\/\/\@/NH
S
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O - H
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195 AR ZORB21E &4, Hh e S S Wil A R s e R

196 AR ZOR641IE 4, Hh e S S Wi A R s e R

—_—_— s S = s s s s = =
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197 ARYEAFNZR 77T S, b iridMe S e WiE Az 2 ukia itz & .

198 ARYEAUFNZR 7909 &, b FridMe S e WiE Az = ukia T itz & .

199 ARPEAF ZR 1000 G, b By S S 2 WiE MEAZ 2 Ia Frin itz %

200 . ARPEARN ER 1021010 &9, Hoh ik W S Wb s 2 ekia s i % .

201 ARPEAR ER 1200010 &9, Hoh Bk W S Wb s 2 akia s i % .

202 ARPEAR ER 1220010 &9, Hoh ik W S Wi s 2 ekia s i % .

203 ARPEARN ER 1241040 &9, Hoh i &Y S Wi s 2 ekia s iz % .

204 ARPEARN ER 1440000 &9, Horb i W S Wi s 2 ekia 7 ia i % .

205 . ARPEARN BER 1450010 &9, Hoh Bk W S Wi s 2 ekia s i % .

206 . ARPEARN BER 1461010 &9, Hob Bk W S Wi s 2 ekia s i % .

207 ARPEARN ER 1500010 &9, Hoh Ak W S Wil s 2 ekia s i % .

208 ARPEAURN BER 1741040 &9, Hoh i W S Wi s 2 ekia s i % .

209 ARPEARN BER 17T &9, Hoh i &Y S Wb s 2 akia s i % .

210 ARHEAH 2R 18510 &1, Horh Frd 2 WG e 2 2 Wi HE RO M EAZ ==

211 ARPEACH) 23K 186 - 209 — Ttk 5, Horh Frak 2 WG PEAZ 2 2 2 Wi PR
WYERZ

212 ARAEAUR ZE R 210094, &, FLrP iR a2 Wit Ve P 250 S e .S e !
52Mn\64Cu\67Ga\68G 86Y 892 94mT 99mTC\HIIH\152Tb\155Tb\201T1\ZOBPb\18F\76BI‘\77BI‘\1231
\124115]:[12510

213 ARIEACRI B R 2 11 1A &, Forp TR 12 W M s PEAZ: 22258 1 Se S e .7 Mn.
52Mn\64Cu\67Ga\68G 86Y 892 94mT 99mTC\HIIH\152Tb\155Tb\201T1\ZOBPb\18F\76BI‘\77BI‘\1231
\124I$D1251

214 ARHEAUH) ER 212882 13090 &1y , o rb AR 2 Wi M e s PR A2 223% 11 S e
64Cu 67Ga 68G 86Y 892 99mT 1111 152Tb 155Tb 203Pb ISF 76BI‘ 77Br 123 1241%[]1251

215. *E?E'ﬂﬂ%*wm%/\%,,HEP)%_ %ﬁ/ﬁm&zﬁﬂ@v?ﬁﬁ“al %6a.*z
99mTC 1111 1231*[]124

216 ARPEAURN B RASSIM 5H, Hb B R Ve T iE VEAZ 20816 T T U A 2

217 ARPEACH) 23K 186 - 209 E— T 5, Horh Fral ia 7 T PEAZ 28 6 T TG R
WYERZ R

218 ARIEAURI R 216 (194 &, Forp iR i P i MO P 2 e S e . ¥ Teu . s,
QOY\1535[11\149Tb\lﬁlTb\177Lu\186Re\188Re\212Pb\213Bi\223Ra\225AC\226Th\227Th\ISII*DZHA’CO

219 ARIEAURI R 217 (194 A, Ferp R i P i MO P 22 e S e ¥ Teu . s
QOY\1535[11\149Tb\lﬁlTb\177Lu\186Re\188Re\212Pb\213Bi\223Ra\225AC\226Th\227Th\ISII*DZHA’CO

220 ARHANRI Bk 218 K2 19 A4, Hr BT T I MR P B s £ 1S e T
90Y 177Lu 188Re 212Pb 213B1 225AC 227 13117FD211A’C

221. *Ei)%ffﬁugz‘zﬂoﬁf%/\%,,Hﬂbﬁﬁn_/nﬂﬁr%ﬁ&%ﬂﬁ?%_590 Tu P he
227 h 1311$D211At

222 FRPEAF) B K1 - 221 AT — T S A il e 2 W sl a7 Bam i 5% i i

i
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223 HEY, Hrh Frik 20 5 6 S AR ZR 1 - 22 LT — T L &9, M 2o m] 4%
ST o

224 MUHEACH ZR 223 H G, HrhFirik el &2 A &1

225. 2575, A EARIEAUR R 1 - 22 1R — T AL &4 — Rl 2 AV G I U 1) AN
TEREAFAE R — Pk 2 AR, Hor P i — Pl 22 Fhohe B 106 BP0 3 L A VL R
B BN AP o0 A e 2

132



CN 114341158 B W OB P 1/233 1

B RAHERFENERE MU SR ERIR

B Gl

[0001]  ACKIAI KA W05 AT AEARMIT AL L 1 (FAP) SR 23 3 2 Fir i A 5 P A
WAL S5 500 W 2 W 5 BRI S IR S AR 40 505 0 W 1
PIRTRTT T TR 5 Fir i H AR R 45905 40 TR B W FvR T 7 (AR
TE“IRY 7 2 (thera (g)nosis) "B VI IZWi*# (thera (g)nostics) ™) Jr kAR EH)
PR A SR AN AR 2590 5 ) TR 380 i ok 2 RIKFAPT AL 2R 7 T ik R P i A
W AR FIRTIR AL S0 5 20 B IR A5 i R IR RO Ry iR 250 F T D2
(T3 5 0 s T A 1574 P 30 50 AT sk 28 5 W B 6 7 1 5 5 23 A Pl
BEE) R FIRTR H S TR W FG Ty GBFRIE 5 7 2l 5677 120
) T3 5 53 A PR R S s A AR AR 20 15 R 0 sk 52 A FAPH AL
HIT %

BEEEA

[0002] R IRITHE BEHCRE S  (FfE D R 2 R OE AT A o 1R 7 Sl 3= S e
TERE ARSI AN AR B, 220 T PR 4ni a7 A E N a8 SAFAE I B SRR oA
(TME) (Valkenburg,et al.,Nat Rev Clin Oncol,2018,15:366) . TMES2 JIHyEg A Bt — 3418
53 A T B AR 38 B0 5 A5 P BE A T A = A 0 PR - AN 4R i SN It
11 (Quail,et al.,Nat Med,2013,19:1423)  /ETMEHR % B A 3= B4 o 28 AR S iR AH DG
ZF4E40 D (CAF) (Kalluri,Nat Rev Cancer,2016,16:582) « 2 ASAl4na 2 O wl ik
NCAFIF RIS I, BN s AR 24  R] 78 BT 4mie  FE LA it b RCRIRI At sl N B2
4fs Madar,et al.,Trends Mol Med,2013,19:447) .CAFZEINH R 78 BREEHE , - LAl
JE AR P FR ) AR i 28 28 . CARAE D IMRE o e AN -l 1) 22 55 35 52 B IO ik 2 1)
Jo7F (Gascard, et al.,Genes Dev,2016,30:1002;LeBleu,et al.,Dis Model Mech,2018,
1.

[0003] WAk, AR ATAEANNTE (& 11 (FAP) /EACAFRIARE ) M A K (Shiga, et al.,
Cancers (Basel) ,2015,7:2443;Pure,et al.,Oncogene,2018,37:4343;Jacob,et al.,
Curr Mol Med,2012,12:1220) o T3 PN CAFRITRI BT TG ASLE , FAPRY 2 B2 a1 259
WGBSR 29800 7 1 A 5 (Siveke, J Nucl Med,2018,59:1412) .
[0004]  ERAF4EANNLIE LR o (FAP) & TTHYES Ik 22 S FR 25 1 B AT S O IF U e S5 I e < Tk 1)
% 01 (Park, et al.,J] Biol Chem,1999,274:36505) o BT [ 5 58 % b1DPP4 S5 FAPA 53 %
AR « 5 HADPPR (DPP4 . DPP7 .DPP8.DPP9) —#F , FAP LA f il 2 FR MK BG4 o L 4D
FAP AT NIRRT 14 , 28001 2 15 S5 TR / P IR (POP/PREP) o FAPEEPRIFEAS [l A = i
{R5F « AFAPIANE 5 /NI FRFAP L AT 90 % I S 3L 188 1y AR [ o /)NERUFAP 5 Bl FAP
BAT% M A AHR] 1.

[0005]  7EZ5AY |, FAPE—Fh760 2 AR S a1, 8 — MR IN AR i f EIX (64
SR — s A5 A (2015 3E5R) FI— T34 A BRI A /NG (Aertgeerts,
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et al.,J Biol Chem,2005,280:19441) .ixMitugM —A~/ \H-B-12E (eight-bladedp-
propeller) Fl—a/B/KfREEESALIH A B HEL = HRAR 0 Ser624 \AspT02F1Hi s 734, fi7 ]
B - WEE AN/ ik S5 A 3 SR o ] o B - MR e ) Lk o) B - 4 e S /K A bk
R B 2 s e T M6 o o FAP AR A T VE , (B S5 DPPAJE T MEIR] — SRR DA M e — Rk
(Ghersi,et al.,Cancer Res,2006,66:4652) 1A T Al ix 1R — 2 {KFAP (Keane, et
al.,FEBS Open Bio,2013,4:43;Lee,et al.,Blood,2006,107:1397) .

[0006]  FAPH. G M EREIEIE (Hamson,et al.,Proteomics Clin Appl,2014,8:454) (. —
JOR R DR TRHE M2 70 1T A il e PR A 5 e FROIN AR i P P A S SR TR o 1 e — JOR R UK P R A
AR IFAP D& P RRY IR YY  PY EURIBI R AR - £ 2 IR I 2 1 TANT T T W FGF21471
o, - UL VAT B FAPIY) PN KIS PR 2401 « SRARFAPICTE B4R AR I & 1, {Ha o oAt s 1 g
QL o4 T 2 I TR T AL (R EFAPE— 0 2R I I B8 1 o A2 1 1 00 T P BB S o 4T
MRS R /7o T o) A SN o () EE R s A RIS RS2 T oA LFFAP
ISP R AR B PE T, B RGBT ARG I A5 A i o e AN, FAPRTR] BT 2%k 55 &5 R fiE (1) T 3%
WA AT 5 , FRIHILAE DU e O EH] (Pure et al.,Oncogene,2018,37:4343) .
[0007]  FAP{EIE A& & i P FR R ik , (AR DA REI Bl AR 2H 2R Fh 3k o 7R SR R IR/ IR
W, ELUEHHFAP T IERALZ B L BB B B AN PR 555 (Pure, et al.,Oncogene, 2018,
37:4343;Roberts,et al.,] Exp Med,2013,210:1137) .8k |0, FAPES G/ NR L G 1R 2
A RIATEIEH 50 N A L ARNI1EM (Niedermeyer,et al., Mol Cell Biol,2000,20:
1089) o fEIE BRIV L VT BN , 4515 VAL G VAL DTS 28 Bk AR (L M , FAP
LEREgnie b = i (Pure, et al.,Oncogene,2018,37:4343) .

[0008] B Ha EHUAFIORIME T 1, T-19904F B KR T FAPLEIO % 1) b 5 Ja (1) Ibeg [R] g
Hi1) 73k (Garin-Chesa,et al.,Proc Natl Acad Sci U S A,1990,87:7235;Rettig,et
al.,Cancer Res,1993,53:3327) o F&IKFAPI IR BRI it — 25 S0 iR AE R B T 42
Jitd (CAF) AEeiEAH > i 4ifid (Cremasco,et al.,Cancer Immunol Res,2018,6:1472) o %4
Rz gnie FIFAPZE At A el , (S S A 5 7E (Pure, et al.,Oncogene,2018,37:
4343) ., 3144 Busek et al. (Busek,et al.,Front Biosci (Landmark Ed),2018,23:
1933) , )5 45 T FAPAE & Mniatk e v 26k , 487 1 vRg 2R AN it ek

[0009] &1 F NS ARg T OFAPS & CE H Busek et al.)
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[0010]

e TP ] A R
I T R )
i) FAP #
FAP # ik
R kR R - + E 1 o A 0 P Y 3 2T 40 400 e 30 k- FAPA7E BB B
Wi, BRI FE BB e R AEAE, HCAE ) e BE e T LR (X 3 TR A 02 0
SR A I A PR (2 5 8 L 40000 2 M RS0 (1 T i b
DR ek + + FAPR — P E UG br M H ik 71 5 0 i BB A
it GRS . WO PR 2 RS 2 () M A AR AR
B EE - 3 FAPIEfE1ET-30%HY B BB XA E R B R AN R, BE
Vitos) (0 P80 2 457 0 B R 0 L PP I S ) . FAP PR 18] R 4
Hui e SECM A& BRI 4 SN 2 IEAI S, TEH BRI
TERANFIAFAP, S 6 2R 4 H FAPRO SR A LT & . JLARA
B Z A A R FAFAP, FAPA BT HEtho B, B
76 S L4 b W R AT B G B /N B £ 2008 A R
SEFAPIIRERY, T/ BUFAPR 55 FCllE % M 0 56 1 o 3 R 72
rE + + FAPE fif 241 e L % i i P DR 40 R 3 ) 500 1 2 400 o
e
i + + 75 (50 A 5 e 010 V6] R FAP 23 S A 40 40 1 . SRS 39T
(WHE  TNMA . IR RIE R M. B FAP Y
W OB A k22 AR A B B CGREAR . oML TR AR B 1 R 4 )
B K AP I T RIS 8 (B A e 1 B A A B AR A B
iKY o). T R () BT FAPEIE 5 IR S5 4
e %,
45 Il LI i % g T 501 R & B o PRI B FAPFEIVE , {H 221V 30T 18 5+,

B FAP S (1 A7 3O BUR (M FAP I 5 301 Duke 77 191
HHIKo R P L B R FAPTR K A2 — M UM BE & . BULIT G
TI/IIL 39 5 i 48 B (8] o7 FAP 32 3% 5 0 22 B LS A % o B i Y
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FAPMRNA 1A 557 TR A4 A7 2 L7 1 SR A AR 3 56

g i

+

68 41 B U FAP R IE 5 RUR R BB R/ LR IE RO A7 4E L
2 FR 1R i RS 22 O TRU AR 5% o [ B FAP R A 5 i IR 45 e S 1 A1
AR BRI SR, Rl ) — I (3] o gt ek Y ot o 17 2 T
AR AT KB B FAP+EET 4 40 i i 5 A0 44 A A7 R BRI
Z A FAER T

JF-4n e fe

JOFCREAE B A = £F 4k 18] 57 A9 B8 P ) BJFAP R 1% . FAP
mRNAZR AR FRHA R, 598 RS HSCHY # 2 2 1E
K. EERACH S EMEN LI R . FARMMER. M
ERALHI AL I TNM S 3914655

A/ e i

-+

NSCLC H [H] /i FAP 31 (15l 25 (24% 1 3 491 5 50 4 1) A 72 22
Ko KT RERIREAR B

7] Bz g

+

+

REREAR, ECEmEEMPRNRIRE.

FLER

[0011]

+

(Bl (BN

+

B2 41 )

FELER PRI ZIFAPPAYE: 5 — BBt st th E B e 5%
Ji g v R RS AN . Jung %5 A 7E 50% 11 1] 52 5 25 0 7 20 23 1 0 491
R, FE S 2 R ] 40 U 5 B0 A (2 o BT AT R 1 1/3):
FEIX B0 R, FAPZRIE 580w AR S A0 ¢ o 77 B AT 21 4k W]
TR R, FAPSRIE J LT AETE(ITA s 12/3)
FAPTE/NTHE IR AN T i ik & T S8 . 18] BIFAPFIES i 25
PP AT DR A & B R R i A SR B b 40 . FAP R Bl I
SR P 0 R S R A, {EUS SR — T 9 8 1 THC (L AE
12.5% 1 TR I Al B R B FAPRIA . % T A g5 LR
I HE AR DG A L I IR - BN BT R S TR R Y S FAP
mRNAZGL G HEAEHIE, T IHCR I 2055 & 1 (7] T FAP
L SR B TRT AR AR AN DG fdE— I3 593944 FL I
R BT A A IR B 40 W 2 18] 5 40 i R I FAP R ik 5 4E
1736 2 1A AELEATAT Bk o

& i

T61] 5 FAP 2 125 (1£.23 % 4 45 b R ) 28055 378 1A 40 . 5 4 P o 10 42
Tk R R AR R bR B G . FERE R A A0 R,
FE36%I [ Ik 44% ) R 1k bl 218 BRFAPRRIS, FFES
i 2 AT 2 I AR AR 1 LA SO %

I3 Ml

SCRRFP RS 1 BB BAS . FE7/745 ARGl 3 TR] o 4 )
Rik, £S5 A HURT &8 B R 40 R P B R DR B

i

FEIRIEATE FE H(CINL, 2)H R BITEFAPRIA, {ECIN3[YA]
JR AP B /R R, AT R B R AR . fE— SR
VAT A7 B A4 e 4 RN b B2 1) J5 40 Hh R BRFAP () R A 1
o

5P S fe

+

FAPH 1 B g 43 S35 n » BAVEFAPRRIE 5 5K 1 oo A A7 3914
Ko FE21% B FFET 968 40 AR RS T BIFAPBE 1, 61%F01) 5 FE 14 .
75— T AR T 92% 0 2 A F 6] T B 1, A 0 i
HAFWAFAPRIL; IR 15 WU R 2 R 772 0 L5 5
FERSRIE . FAP SRR 20 A T 1kl fe A 2 e AR
SR PP S I AR AR
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P JB2 I e + + FAP A A BB 5 00 M6 F 364 o, 76 1) 7 o 0 R R J2 ol P9
Tk, ERFEE TN P IRRIE .. 75 RUKE IR 41 e
H, EFAPHE S AEFRLR.

TR R - T FAPZE G FERIRTL I IR b L V8. 72 R IRBa R e,
35 JED LRSS A 16 5 [ 52 o B A 6 i 15 6 246 20 4008 2 o 7 g
AU LGS HE R RTPAE A
FORGIRAE  nd. > FAP mRNA R 7 FOR S5 B P 8 5 o 11 v o
I + + TELT AR TR . W PELT 4 AL B AN . 2k S ILET
[0012] (UEERE) (Bwing  sfe REMMAIAT . FF VAR A ARET R XIK . 3% PRI AP PR
PR bbb R BUFAP A . FAPYE FLAT /N [ 40 e 78 (A

(9 R BL W VLA . Ewing PR8I 78 5% 55 F PSR S Mk o 2 9
VE BRI b, g R e B 0 2k S TR IR 0 L AL R
A  fege. EABUE B RBE T RS K. FAP
MR R MR h s Rk, SRR Rt 1 4 4% A R
AR .
i : + FERRTRANL, 73 BN MR . ZF 2 LT KU SIFAP
ik, (BTER VG ShE 40 i R AT I B . FAPTE 58 e 40
il % S A R R
[0013]  JU PP s Fl ARG BB 7k | FAPLECAF )31k (Pure,et al.,Oncogene,2018,
37:4343;Busek,et al.,Front Biosci (Landmark Ed),2018,23:1933) . It4h, CAFAAAE 1ML
W ARGV g (Raffaghello, et al.,Oncotarget,2015,6:2589) . [N, BiFAPH/ES
7 P RANPIL TR g Sk
[0014] {72 FRFAPICAF IR N AR TR AHSC AE) T2 I A RIS NE Y, FAPZR R
B AR 5 e O IR S AR ZE I B AR AR AH 2K (Pure et al. ,Oncogene,2018,37:
4343) ,
[0015] 41 b Pirid , FIHAEAE T IR O AT FR I FAP LA M ik FAPTY 41 i 5 52 M g o
(Hanahan,et al.,Cancer Cell,2012,21:309) .Jtt4h, 40 MR, f -3 fHEPWEPEI’]?]‘HXTL
PEME IR FAPREAL R TG 7 A2 W ) & 18 845 (Siveke, J Nucl Med,2018,59:1412;
Christiansen,et al.,Neoplasia,2013,15:348;Z1i,et al.,Mol Med Rep,2015,11:
3203) o
[0016] LIS AN, FAPRIB: I ERAE IR TR . LB S K, AR R T &Pl , &
T 151 ANE AP PR 3] FAPFR RGN ) T A sk 40 & AL S I #3815
[0017]  7/FE20074F,Point Therapeutics/tt & T FAPFIDPP44IIFf|Talabostat (Val-boro-
Pro,PT-100) (FI4n5EE%F)56,890,904 .W09916864 1l iR) .PennisiZE A (Pennisi,et
al.,Br J Haematol,2009,145:775) /£ 2 k15 BE 7 sh i DA MR iE (A Pt N UL Fht
R IR AL KD o A, E T A G ARIE T LR AR A il SR AT 2L M I FAPROHE E
e PRI o X B AT A= M AT A PR pHIE R KA PRI R R I ANFRUE P (Coutts, et al., ]
Med Chem,1996,39:2087) J H 5 MM R A AERE R E R N 1
[0018] WO 2008/116054AF 1 /SIKATAEY), Horb b S 62 C - R AU A sl iR B
Zi
[0019]  US 2017/0066800/NH 1 W FAPAT S B AM I F] , 15 4IM8 3 o 13X B84l 771 7 o otk
B/ ISR e AN &5 B dee S AR RS AR D B AT T 1Rk o W0 22 21 IR A= K 3] (Jackson, et
al.,Neoplasia,2015,17:43) o iXE{E AP 2B S5 AR (POP/PREP) FNFAPIRTEVE , PAIIIE
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HEER 7 HAF e e va T HEFAPHIRI IR R o

[0020]  US 2008/28085623 T 1 — Mk T2 BE 7RI (1) SH0 ) 751 o Pfr s U0l 391 S = HHORFF AP
ANPREPIBURE S ], W ITiHERR T A0 Rs S 76 7 PEFAPHRAR A A R H o

[0021]  JLFERRBEOFAPIIEIF 2 H T w0 2016/146174F1W0 2006/04228271 . WO
2016/146174°JF T T2 WrAias 7 FkFAPI VR I, 2 R HARTFAPTRE e, Fh P
JRAS IR BB IR E I [F J4IDPP4A . WO 2006/0422825 T T VAT BA (6 2RI LK ArHELUT
TR R B AR KR SRR I E ]

[0022] WO 99/75151F1W0 01/68708/,5H T AJFAYFAPER a4 1/AF19 (Sibrotuzumab) . it
Sh, W0 99/57151FIW0 01/68708H 23T T HIFAPHUAF19 MIL NJRAIE T L5 1E TS Mt
WA T A S o A Az SOSON 1 JFAPHRE 5 PEscFy (Brocks, et al.,
Mol Med,2001,7:461) o £ THIANT T RIRSE 1, Sibrotuzumab L AEVELS F i R & R
s R e IR e B L (ER BB UE I RTINS VR T G R, 1724 B TR A 2 24 1 FaUE
(Hofheinz,et al.,Onkologie,2003,26:44) o ;XATF19HTARI K i 7= HH BEITFAP AT 41 it
slEE ARG DhER , IX T REMERE T A T6TT BURIMNIEA (Hofheinz, et al.,Onkologie, 2003,
26:44;Scott,et al.,Clin Cancer Res,2003,9:1639) .

[0023]  US 2018/0228223 71 T 55 ANFAP K H RN R SIS SR HT o3 -, 10 NIRHUAAN
IR EPUTZAA (CAR) , AT FITRTT HFAPYE A IR ApAE « FHHTFAPHUIATGST T 45y % Aoz ) B
PAIMC384% 17 LIV Iea 1)/ NER AT Rg B AL AL WO 2012/020006 3T T AEFC Xy A
BV SRR LR (glycoengineered) Hifk o fifif& , ARIEWO 2014/161845, J1 & 1 ATFAPAH]
DR5 HLAT ;S BRSSP BTAAR o 13X EE 0 (AT JH AT FAP IS W] 5 A A4 SRR ATl DA i SR A
A5 M gn e 81 (Brunker,et al.,Mol Cancer Ther,2016,15:946) .WO 2015/
118030 1 $E I FAPII TR 2528 S A 0% 75 2 o 45 N T HThu/moFAP - hu36 : 45 41
FADCHELEM T, W s RSN LR AR PR e A= AT P H R NS 28 X e fAod &
AR HNHIFAPIS PE .

[0024]  JansenZE A (Jansen,et al.,] Med Chem,2014,57:3053; Jansen,et al.,ACS
Med Chem Lett,2013,4:491) fifiil T FeT~ (4-MEbRppE) H 2t - 2- UL BT /Ny -F-FAPT
A, F A A N AHSE I DPPAIPREP H AT AFC 44 B2 /R F 1138 J3 AN i e B2k, IFAEW0 2013/
107820 AT 2RI, X S W 2540 | 5 AR I S e o0 HEFE S B 5 FAPIAY
SISk

[0025]  WT4FSK, TR T —LCRERIFAPI B 1 2505 1 , iX B8 J5 AR AR b4 T T ol
iU

[0026] WO 2010/03681423JT 1 i MAHIFAPHE G 1 I/ EIGT 7 1 o S5 FAPE: 5 HITEI
S 25 FAP NGy T3

[0027] WO 2019/083990.H T Ft T+ Jansen®: A (Jansen,et al.,J Med Chem,2014,57:
3053; Jansen,et al.,ACS Med Chem Lett,2013,4:491) iRm0 /Ny FAPFRHIFR G pl A%
BT BEAN, U EE A T 3T Jansen®: A (Jansen, et al.,] Med Chem,2014,57:
3053; Jansen,et al.,ACS Med Chem Lett,2013,4:491) iR OFAPHPHIF R s AR AR T 751
Legaie B F s dr e BN (Lindner, et al.,J Nucl Med,2018,59:1415;Loktev, et
al.,]J Nucl Med,2018,59:1423;Giesel,et al.,] Nucl Med,2019,60:386;Loktev,et
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al.,J Nucl Med,2019,Mar 8(epub ahead of print) ;Giesel,et al.,Eur J Nucl Med
Mol Imaging,2019,46:1754;Kratochwil,et al.,]J Nucl Med,2019,60:801) .

[0028] "' TR NI L SR HOF L194T4k (sibrotuzumab) [N PRIFAL Wor T 745 BB
Je A B /N I 9 FE A PR B TR T AN S B 1 AR e BRI (Scott, et al.,Clin
Cancer Res,2003,9:1639) oiX 1 REE HI T HUARIIIEEAN TR, A FH T8 MOBURMEAZ
A2 BT BIRIT 2 T .

[0029] WO 2011/04097223JF 1 IR BN AFNELFAPH TG (1 = 25 R JHUAAR Py 5 3 R TR S
M ESCLL TGl SR AP N AN AEAY (Fischer,et al.,Clin Cancer Res,
2012,18:6208) WO 2017/21180923JF T 2HEAREIA PEAL - 22728 51, HL AR AT FS 53 K FAP .
AR R, DUARTI AR A AN 5 SR P EAZ R 2 W TG T SR T 2 W7
2.

[0030]  FAPIA#E IR id K o HvRa =74t SE LA NI AR , Fos i 1.

[00311  fH 3 20 XU 14 51 48 SR 1 v () B T A A AT A i Sl /R FAP P 3 2k 8 25 1 o
(Bauer,et al.,Arthritis Res Ther,2006,8:R171;Milner,et al.,Arthritis Res
Ther,2006,8:R23) o /F 28 KIS 2, TR B 4m i ol 7 A= 4R SN B sk oy S B e
TSR ANNA 53 WA AFES 5T, A2 T I 21 2R S5 A W) 2 A v A H E E  o AA A K UE A S
FFX e AN A MX B % RE AN S T i R 874 7 I YE ] (Bartok, et al.,Immunol Rev,
2010,233:233;Turner,et al.,Curr Opin Rheumatol,2015,27:175) o 7F 2 AT 48
i, /D b T R 2R AR RN R R i, FAP AR SRR 4 b B B 1
(Bauer,et al.,Arthritis Res Ther,2006,8:R171;Waldele,et al.,Arthritis Res
Ther,2015,17:12) PRt HEATLAPE N - o E IR, 0BT 7 Db A T oA AR 3
S AF IR HEFR (Bauer, et al.,Arthritis Res Ther,2006,8:R171) ofr/NRHY, i F™"Tc
FRICHIBTFAPHUAITISPECT /CT A% A T 7457 S N (van der Geest,et al.,Rheumatology
(Oxford) ,2018,57:737;Laverman,et al.,]J Nucl Med,2015,56:778;van der Geest,et
al.,J Nucl Med,2017,58:151)

[0032]  HbAh , FAPAN A A s 401405 S B FR I AR R il 2 24T I PR ) (Til lmanns , et
al.,Int J Cardiol,2013,168:3926) , [fi Hif:2 5 @GS A EZZS 5 (Ramirez-
Montagut,et al.,Oncogene,2004,23:5435) . Jing®: AUFAH T KRBT fE FAPZ L AR LT
I AR dd T FE (Jing, et al.,Nan Fang Yi Ke Da Xue Xue Bao,2013,33:615) . fERIR
JEPEIEIR (i LI R PR 220G A 1k X TR TR A2 A i) SRy PR QA5 i 21 e 4 H R FAPT
PR R PR LTI s 2 VA 7 1568 (Dienus, et al.,Arch Dermatol Res,2010,302:
725) o

[0033]  {R2F4Ef s, SR BIFAPFR I3, BIAILE R A I A4 | Crohndpg ATk
feH  AECrohndpg (—FEFIEAE T2 BE R A 4R AL 5T (BCM) JURR VI M I i 48 PR 308)
M E AR R 22 BIFAPZ R ] FAPHII A8 T 4o SN BUASAS (Truffi, et al.,
Inflamm Bowel Dis,2018,24:332) .Egger®: A\ (Egger,et al.,Bur J Pharmacol,2017,
809:64) (i L AEA B E A T T 2L EE  FAP I S B2 i Bk« FAPA
NS PEAR AT (2H 2 RAIX 1k (Wang, et al.,Front Biosci,2008,13:3168) , i 521k
AU FAPZE SR I A 27 EE AR FEARC (Gorrell, et al.,Adv Exp Med Biol,2003,
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524:235) <At FAPHL IR T 7 I AL ) — MR BT 5e PR (Lay et al.,Front Biosci
(Landmark Ed) ,2019,24:1) »

[0034]  FAPYE Bkl {b i 22 ih Sk FEAETE A A~ UL4m o F -3 (Monslow, et al.,
Circulation,2013,128:A17597) -Mons1ows A\ HHLE 2 kAL A8 rh e a0 FAP T DA
B AR GV, A A SE AN VT 5L, 48 Fh Fal A R T 3 B B s 22 i A 2 Sk i
A JFi AR AR AR 1R G s A ReuE M o BEE B, K2 BB Ik 22 B A 3 R 1 B
FFAE « ZhKORAERE AL BE S 24 5 L Zh ik L 4L (Davies,et al.,Br Heart J,1985,53:
363;Falk,Am J Cardiol,1989,63:114e) .M ISl kLR (L BER 2R 4ETE OB 2L 2 Ak
TR BIIREE A AR SCBE I AL TR 2%, AT LS BOUHUBIZERN OIRPE R SE o« (e 2 BE AR E (156
B — B LRI RR AR , ORI AT BB HAZ O 2= T I, AT S Bl e
BANE S IS TH2E (Farb, et al.,Circulation,1996,93:1354;Virmani,et al.,] Am
Coll Cardiol,2006,47:C13) .Brokopp: A FLHIFAPA B T2 4ENE b T2 J5 45 1 20 R
(Brokopp, et al.,Eur Heart J,2011,32:2713) JF & T HARCHO RS, B T H
S Z KB ARERE AL 5 (411058 T (Meletta, et al. Molecules,2015,20:2081) .

REANE

[0035] AL WIRAT AT AU REUR AR Bd & VR 2 W AR/ S 20 574, s B2 AR 5
WAL/ BRT T IR SR 5 A AR T ST 1 S — A AU SR S A 2 W)
F/ BN E R, 5 B AR S 2 WA/ S0y T im P 2 S ik, i ImR i 54
JEFAPTE LA 7] L deFrak S I p TC5055 T K T6 . 0. AL W I T 5 —4>
(MU SR BRI MR/ BRT T T IE S e Wit s 2 e &9, Rl 2 AR 52
WM/ BB 7 IE PSSR A 0 1h , HLFRp e 4 AN Bl 22 2H ZURIRFAP AL IR R T8
BN R B — ML S, B S8 120 DSR2 W RN/ By 7 A R 2051 0
NN/ B AR, SRR i SR FAPI I AR 40 R/ Sl 22 217, DR Tk 22 2 21
TS TRIEACH R AT AR - S50, AL BRI T i U 3R B T2 W i s
i IR A/ S BB iy ik, LU T 240 S 2 W S5 16T T i g ik s 0, 1 X
PRI M AR FAPH AN/ Bl 411, SRR 12 AR FAP IS A2 AN/ Bl A2 LRI
I, DL R A 2 A 2 Bl A TERE AR P £ AR A o AR B I BT 1 55— IR
SRBH T2 AR5, HA i SO IO TR T 1T REAT BCNLER T REA s T
M— AR BEEEAR T 1 EL AT A RSB 167 T RE A S Rk i RESAT SN« I
SN, AR WL T EUR IR Bt A B A R IE I S A G . 32D i, Ak
R T (U SR P T R AR 2 &

[0036] S P2 WA/ s 2 54, 5 B R S W RN/ ey 7 i 0,
WA AN, T EOE S E 2 B AR/ B I &1 R AE R S5 2 R/ alib sy
T RSN A 55 TG, M BT A 5 e FAPTE PR 4 i 541 s AR e B i (b 5 1fp 1650
BT EORT6. 0. WA, AP W N/ S0 7 A id VR 2 Wi s 25 e &4,
Rl AR S WA Ba T 7 I O MR 5 (kLR AR AR AN Bl A 4 2R AR FAP
AN, TR AP, HLl T 53 RAZ W RN/ slia 7 A 38 279016 18 2 AR A R / Bl 22
A, BRI S SR FAPHN AL A AN/ S A, e i A H A5 B A e
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ORI AT AELRIE - S, W B T2 Wi 3 75 TR A/ sl i 5 1, LA K

2HE M2 WTNIR T TR N 5 T s s, X P s 1 M ARIRF AP R AN/ B 2H 2, B )

JEARIKFAP IR 2 A0 A/ 50 22 H 2RI , e P 28 41 2R A0 2l A e AR DR I A

LT ARG o E 20, T B T2 MR 5 74 Hodp P AN R I T6 T 7 AT BB A S Bk

FIREICA SN 3 T 2R G BRI 5 15, Horh Fir NSO 76T 7 AT REA SR

s ATRBIA SO o AN, T B AT AR R SR 25 S AN, 7 25 T

AT FaR 5 RS R AR Wi . T X R 2

(00371 X ERH A i R P e SRRSO SR 1) = R

[0038] A WP BT R axX BRI A I Rt F LA S8 5 SE MR o

[00391 5t 5 51 A G, HoAu s (D BUBARIRAE R T Xaa l NG E 1 EEHIA,
Xaa1-Xaa2-Xaa3-Xaa4-Xaab-Xaab-Xaa7

[0040]
YG I
(00411  Erh.
[0042] Pk A2 A 28 A5 DAN R i 22 C AR S A 5 Tl 21l )
[0043]  Xaal;&a\ (IT) BZAZLIRAVTREL,
0
R1a
nod

[0044] RTP
R16 §n

S\rr"(n)
[0045]  Hifr,
[0046] R'™Z-NH-,
[0047]  R'JZHELCH,,
[0048] n=08k1,
[0049]  FFiRNCRun B 1R B A A AN 4 T Xaa l AU -,
[0050]  Xaalfel A di T-Xaa2l 4,
[0051]  Jf HXaal Pl F-VE Bk p 15 TYe;
[0052]  Xaa2i& 2l (IT1) - (IV) uk (XX) MU EZER I FREE,

R2X O "‘i""' 0] lll \)J})
| NI .
[0053] _N - :
s \gj\ﬁ (G 7w Q—HV
R 'R26 (1 g ® (IV) = (XX)

[0054]  FHrfr,

[0055]  R*\R*HIR™ % [ H b s [ (C,-C,) bedk i, Horhifir ik (C,-C,) kel DA [
OHNH,\ X 25+ (C,-C,) FRBEE IR IEHU,

[0056] p=0.112

[0057] v=1mk2
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[0058] w=1.213, LN

[0059]  Frit X (IV) (S BERR AL FT 7 A i 31440 AT DA Fh a2k R L OH W NH, FIF [ —A>
e N AR LA 5

[0060]  Xaa3 2=\ (V) mk (XX) UG ELIR IR AL,

e O
™ 8 N
SN Y
R V) v (XX)

[0062]  Hirp,

[0063]  X’H [ CH,\CF,+CH-R™.S OFINH,

[0064] p=1uk2

[0065] v=1&k2

[0066] w=1.21k3,

[0067]  R*™JEH. FI%E O NH,ELF,

[0068]  R*"J& L O NH, Bk F;

[0069]  Xaadi& 2l (VI) (2 SERITIZR L,
R*® O

i

&)
Ré” T (v

[0071]  Hrh,
[0072]  R™3& F1H.OH.COOH,CONH, X I-NH-CO-X*, JLFAX*HE [ (C,-Cy) K. (C,-C,) F5 LA
(C5-Cy) 2755, FLX"FT DA FH 346 1 FF13E L CONH, [ 2% \NH, FHIOHF— A sl 5 B BLHUAR 5
[0073]  q=1.283, Frp{T e, BTk 14> 24 u3 ACH SEFR g — el AN 4 11 LAY
M 3 3 (C,-Cy) 3tk (C,-Cy) 2 /53U,
[0074]  R™JEFH3LEkH;
[0075]  Xaa5 2454 (VID) [ EERINFRIL,
H 0]

g \,/k,r"

!

O (VII)
[0077]  Hrh,
[0078]  R°k [ OHAINI, , L &
[0079] r=1.28k3;
[0080]  Xaab 21k [ 5L -o- SR AL A2 L - o- S SLMO I S L% 5
[0081]  XaaT7 g3\ (IX) HOGU LR ok S MR 7R E

[0070]

[0076]
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H
W
[0082] ;]Tt

s (IX)
[0083]  Hifr,
[0084]  R™Z-CO-.-COOH. ~CONH,~ ~CH,-OH: - (C0) -NH-R™. - (CO) - (NR™) -R™"&kH, HLHR™ 1
R™%% [ AT 2 (C,-C) bidk, LK
[0085]  tiE1mEk2;

[0086]  Yei&zt (X) &5,
i

[0087] % YL‘)
2

Y2 (%)
[0088] I AETE Al P it Bk ) 15 0 B HeXaa L USI- F1Xaa 7RSI 1, TP Bl 2
(XXI) [rIIRIR S5 44,
0
A’H Xaa2-Xaa3-Xaa4-Xaab-Xaab__ NH
R1b R?a
)
[0089] R : )
S 1 S y
¥
K[/ \i/
~ A
¥ (XXI)
[0090] ]

L

[00911 =X (X) oy 3 A P SRS U AR TR o A6
[0092] n=08k1,

[0093] t=1&k2,

[0094]  Y'JZC-HEkN,

[0095]  Y*JENEkC-R,

[0096]  R°JEHELCH,-R™, LK

[0097]  R“E (XD)  (XID) Bk (XXIT) [l 454,

c3
AN,R

Ay i

w T Th
N ot (XD) R (XII) :.,T., ’

[0099]  Hirp.

[0100]  REFIR®'% 1 Hdsr b 4 1R (C,-C,) e, DA

[0101]  u=1.2.3.4.55k6,

[0102]  xFlly 4% [ Hodoy Mgk 1,283, DA

[0103] X=0ukS,

(XXII)
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[o104]  Horfige s (XT) F (XXTT) i, U T — 3% TR - CH, -, DA Mo A 2, (XTT) i, - X-
HERE TR -CH,- 5 DA M
[0105]  JLHHFrANRE B AE PRI IEAD L sk 2 AR Aaa .

[0106] M‘mﬁ Z2 4G5, A5 (D FEMRIKAES: T-Xaal [INAIH B FEHA,
Xaa1-Xaa2-Xaa3-Xaad-Xaa5-Xaab-Xaa7

[0107]

Yc (N
[0108]  Hirp.

(01091 PR JIR Fr 412 A ZE A5 AN i 2 CoRus ) Tl 224
(01101 Xaal@z( (1) AUz ALAR I REE

O
R‘Ia

1b ‘JJ:
[0111] RR“’ )n

S“‘:r"(n)
01121  Hrp,
[0113]  R™Z-NH-,
[0114] 1bE'ngCH
[0115] n=0uk1,
[0116]  FrANRE B 1S AN R T Xaal AU T,
[0117]  Xaal[fAE R T-Xaa2l AL,
[0118]  Jf HXaal Ul FE MBI R T Ye;
[0119]  Xaa2;2& 3\ (IT1) « (IV) 5k (XX) B2 ZE R AL,

I?Zc 0 I
[0120] %/N\<U¥ {:‘- Q’F

R% R2 (1) 4 XX)
[01211  Hrp,

[0122]  R**\R¥.R*% |5 HAdr ik | (C,-C,) BebAnm, Ho ik (C,-C,) kT DAk H
OH\NH, [ 3%+ (C;-C,) 4+ ﬁﬁﬂﬁﬁy1tﬁHY1t,

[0123] p=0.112

[0124] v=1&k2

[0125] w=1.28k3, A

[0126]  Frak s (IV) (R BRAE P 7= A B 3F1440 AT DA F gt 3 HH 2 O WNH, A ) — >
S AU 5

[0127]  Xaa3:;&3\ (V) ok (XX) [ BRIk 2L,
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VA

0 i
[0128] {quEJ\H Qi:)k’g
A v e
[0129]  Hrp,
[0130]  X’HE I CH,\CF,+CH-R™ S OFINH,
[0131] p=1uk2
[0132] v=18k2
[0133] w=1.21k3,
[0134]  R™JEH. FI%E O NH,ELF,
[0135]  R"J&FZL O NH,ELF;
[0136]  Xaa4 &3\ (VD) U2 BERRIITRIE,
R¥*® O
[0137] “z{N\g)l\#‘
gt
[0138]  Hirp.
(01391 R™3% [4H.OH.COOH CONH, X F1-NH-CO-X", FerpiX e [ (C,-Cy) Kkt (C,-Cp) 5 A
(C,-Cy) 755, I HLX AT DL phiidk 11 5  CONH, 1 2% \NH, FIOHI — sl WA R EE U 5
[0140]1  q=1.25k3, HorpEdetty, Bk 1> 2/ Bl 3 CH, BRI — A sl Nl & 3 HAt,
Mo AR L (C4-C) FrAkk (C,-Cp) 2407 B,
[0141]  R™ZHELkH;
[0142]  Xaa5 24544 (VID) FISUILRRINERIEL,

TR
[0143] RS E)

r

(VD)

o) (VII)

[0144]  Horf,

[0145]  R°E [ OHAINI, , L&

[0146] r=1.28k3;

[0147]  Xaab,2ik 5 IRL - SUEERR I 5 HRL - o - S RIS EEIR 5
[0148]  Xaa7;& 3 (IX) (02 Ll sl 2 B R IO FR AL

H
N R?a

4
[0149] ]Tt

S
o0
[0150]  Hifr,
[0151]  R™J&-CO-XXX. -COOH. -CONH, -CH,-OH. - (C0) -NH-R™. - (C0) - (NR™) -R""&kH, H: 1
XXXE S HRFLRR I T ) 2 FERR Bl K
[0152]  HrR™HIR™ & [ H s (C,-C) Kk,
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[0153]  TLA P S SRR ki Pir b R AT 158 FH Z 3 TR, DA K
[0154]  t/&18k2;

[0155]  Yeigot (X) [H454,

s

[0156] Y1—\)
ﬁw’% \)
== &5
[0157] fﬂi B A BBk B A IS O N E R Xaa l IS A Xaa 7SI, P i
(XXT) Eﬁfﬂk

H Xaa2-Xaa3-Xaa4-Xaa5-Xaab__
A~
1b
Eﬂa
[0158]

2 ) :
Y (XXI)

f

(01591  Frh.

[0160] =X (X) Hp o e A g SRS U A TR o A6
[0161] n=08k1,

[0162] t=18k2,

[0163]  Y'ZC-HEkN,

[0164]  Y*JENEKC-R,

[0165]  R°'JEHzkCH, R°2 A M

[0166] CZE't(xD (XHH@(XXH)E@ EH,

r’.r’ RC3

[0167] kﬁ) k(v K ;

R * (xm Res T xxa

\

[0168] ﬁt}:;

[01691  RFIR% [ Hohsr Mk I HAT (C,-C,) btk

[0170]  R®EHukzZELH, DI

[0171]  u=1.2.3.4.516,

[0172]  xFly#% F H o7 1. 2863, DA K

[0173]  X=0ukS,

(01741 HrhfE s (XT) A (XXTD) H, SUR T2 —3E B TR -CH, -, UMAE R (XTT) i, -X-
TR -CH,- 5

(01751  DLM

[0176]  FLrh FrRNA S 1 AL AT A PRI IEAD 1 B 2 H iR Aaa , LM T iR S SR Aaa N Tk
FHZEE PR LA MK
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[0177] Hﬂht/\zﬁl’@/\é& FMAELGAFAE NIk o
[0178]  S7JjE )5 583 RISt Ty 221k &, o
[0179] RO JEAU B L M AT R AT AE ORI Z L A
[0180]  R™Z-CO-XXX. -COOH. -CONH,+ -CH,-OH. - (CO) -NH-R™. - (C0) - (NR™) -R""&kH, H
R7FIR™ & [ HAhsr 2 (C,-C,) Btk , XRS5 B I 1 s e e ) s S iRl , e
TR S B B TR A PR A0 & B 5 77 AT A7 AR IR Sk R ZFE TR 5 DA K
[0181] AR ATARNAS S R A T S R Aaa , T ATAR Z 3L BR Aaa A~ A0 2 2K S IRV Tk
FEAERI BRI ZEE P HUR,
[0182] Rk Rkt S & — A2 P, Hh Bk Z 3 A 5 2 5 R e A7 AR 1 2
[0183] STt /5 S84 AR S 5 ZE2 RIS HE— T &, b
[0184]  R™N[A]TF--CO- XXX, H A XXX 2 S HRBLhs I - eI ) s SRR sk, DA &
[0185] G ATRNA S R A T S S R Aaa , T TR 3L lR Aaa A~ FH A0 & 2K S FI IV Tk
FFAER PRI ZHE TR
[0186] STt fy 585 AR S hE 7 ZE 2L &, o
[0187]  R™JZ- co X000, HHRXOOCR AL T MO S SRR b BT s A
B AT R K B0 2 B B A R e A7 AR 32 Sk Z R AT
[0188] RC@@R“;E'H P&
[0189] QAR ATRNA S EL A T S SR Aaa , T AT Z 3Ll Aaa A~ A & 2K S FI Rk
FEAERI BRI ZEE P HUR,
[0190]  {Lie ATk (b S N B & —ANZEE M, Horh IR 238 PR 5 2SS R RS A AE R 4%
[0191] STt /5 526 AR S E 5 22L&, Horp:
[0192]  JFaRNZR & 1 3 AR F B 25 B8 5 A MU e A 7 (R 422 Sk IR Z 35 PR R ) S R TR
Aaa,
[0193]  R'BRR®IEH, DL M
[0194]  R™JZ-C0-XXX-COOH -CONH, -CH,-OH. - (C0) -NH-R™. - (C0) - (NR™) -R™ &k, FLHIR™
FIR™ % [ Hohsr 2 (C,-C) Kk, XXX%% PREER TR B e s ) 2 SRR sl I, FE A T
W AASERR B TR A 8 5 2 S AR A E BRI Z R TR,
[0195] Rk Tk b S & — A2 P, Hh Bk Z 3 A 5 25 R e A7 AR 1 2
[0196] Sty ZE7 Al Site 7 SE6 ML AW, EerPR™RIF] - 00 - XXX, XXz He 5 et
IR T e e 11 2 AR B o
[0197] Sy 28 ARIE It /5 22 6 T HATE— Ttk &4, Horp ik S SR Aaa 2 D- 24
FFRIR AL L - 2 B L, Ho% H A 4549 (XIV) -
H 9

[0198] Rang\HI\;

R&2  (XIV)
[0199]  Hifr,
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[0200] R[] (C,-C,) Kb MMM (C,-Cy) Bik. (C,-C,) Hedk ABMHIT (C,-C,) « (C,-C)) ik
IR BE DT HRN (C,-Cp) 248, HOHAE BRIV (C,-Cy) Kidkrh, 14~ -CH, - BEPAT - S- 5k - 0- %
R, DASAE B (C,-C) Ke kb, 1ANHFROH Fek COOMERAX, , sl MR FEAR, DA LR 2
yE-SCiR

[0201] 57 /5 9 ARBE I NE ST 2123 AR5 HE—T L &9, H R fR 4736 Ab 1 8
FIR™-C(0) -\R*'-S(0,) - \R" -NH-C (0) - FIIR*'-0-C(0) - ; FrhR™ AT FH % 20 W IUH LY
I (C,-Cy) Kk, Ak UL & HLAH A7 2% [ OHLF LCOOH. (C,-Cy) AL AL I 2k 05 5k
F1 (C,-Co) Z4BR, DL BT (C,-C) Kidkrl, 14>~ CH,- BEFR s £l - S- - 0- B4t

[0202] Sz 5 5610 . MR St 5 S 9L &, Hrh Fir iR R 47 3EAD TER™ - C (0) - kR -S
0,) -, FHR™Z (C,-Cy) bk, Horp Tkt 14~ -CH, - FEF i -S -k -0- 54X

[0203] S )5 5811 AR ST S 10MI 51, Hrh BTl R PP AL 12 I ke A L At
S e EAb L2 O .

[0204] 5t 5 512 AR S5 5612 3 AR HYE Tk &9, Horh prid s 36k Aaa it
D- AR AL B - SRR AL , HL A% F A S5 (XTIV)

[0205] fN\HI\;

R&2  (XIV)
[0206] Hrp.
[0207]  R™¥E [ (C,-Cy) Kidk BRI (C,-Cy) kit (C,-C,) Kk BHMEI (C,-C,) kil (C,-
Co) BRIA 5 3L A5 BEM (C,-Cp) 238, HoHRAE BRI (C,-Cy) KekErh, 14~ CH, - BE P Hy - S- 1k -
0- K, LAKAE BRI (C,-Cy) Kidkrh, I HH OH FERCOOHHNA, 5l 2 P MHEHFEU,
[0208]  HLAFR™{ 1 EHE L BESE .
[0209] Sy %13 MRIR Sty S 1200 &4, FErhR* 2 e, Jedk, 3 HTRC, C 1/
CH,-FEPH -S- B4R
[0210] 56 /7 5814 ARME S /7 2€1.2.3.4.5.6.7.8.9. 10 11 12F113 k125 134T
— LAY, HAaagt FINTesnle MetFlimet , DL A TINT AW 2d FEER TR FE
[0211] 52t /7 415 AR S5 %1 .2.3.4.5.6.7.8.9.10. 11,12, 1311 4F{F—T5i 1k,
“, HrbXaal 21t H cys-heyflpenfD- 2 5L R 7R AL , 5k Xaal 215 H CysHeyMPenfHL- 24
FLPRIREL
[0212] S5 5616 ARPEIE T 1610 51, HorbXaal 2 Cys.
[0213] S /7 517 ARG S /7 2€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15F116 - {F-—
W&, HrhiXaa2 & 1% H Pro<Gly Nmg DA K EAT THIAT AW sd FEBR TR AL .
[0214] 526 /7 218 AR /5 5€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15. 16 F11 T-{T:
— LAY, HrfXaa3 20 H ProHyp  Tfp.Cfp-Dmp - Aze 1P pLA ke BAT THIAT A=W 2d 5
FRILIL .
[0215] 56 /7 219 AR ME S /5 2€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15. 16 17F118
HE—DI &, HiXaad g0k F ThrHse \Asn G InflISer A K EA AT A S AL TR 7k
gk,
[0216] St /5 5220 AR PE I /7 Z€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16. 17187
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19T T A9, HhXaas 2 v H G InflIG Lubl M B A IR AE M S LR T L

[0217]  SjE )y 221 ARIE S /T %1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
1920 T L &5, FobXaa6 &30 (VITTa) « (VITIb) « (VITIc) A1 (VITTd) FE—AME
TSR IR :

H H (0] H 0] H
TROP : R6b :_R6b TR
6a
[0218] s Rea s Réa Ts/‘gea _(Eg

= /[~ L= /

N o6 j N\ ¥ o6e
.y R N\\ _>: Réc S\;\S-RGC R®
(VIIIa) (VIIIb) (VIIIc) (VIIId)

[0219]  Hif,

(02201 ROFIR™ 4% [ F o7 sk UL P 3 P RL RIS 2,

(02211 R*FIR0%3MNHUREE , AR M IR EE % [ Ay b3 [1C1 . F . Br \NO, .NH, . CN+
CF,~OH\OR™FIIC, -C Kk,

[0222]  R™ye [ 3L CHE LRI I, DA

[0223]  s/20mk1.

[0224] 5zt )5 5622 ARYs 9 ite 5 €215, HoXaa6 2 X (VITTa) | (VITID) | (VITTc)
A (VITTd) AN SRR IR A -

Ho§ Ho§ Ho o
e Y S

( < R6b = _R6b =_R6b R
[0225] s R6a 5 Rea (s ea ) ngﬁa
/7= = ;
_ Lge N {3 \Ree
. N\ RGC ~ RGC
(VIIIa) (VIIIb) (VIIIc) (VIIId)

[0226]  Hifr,

[0227]  R™“FIR®& [ 2H,

[0228]  R™FROZE2/NHURIEL, A U EE & H HLAST #b%E H C1JF \Br \NO, \NH,, . CN,
CF,~OHOR* 1AL,

[0229] Ry [ AL 2 BE N BE AN AL, DA K

[0230] /20,

[0231] 57 7 2623 AR LN )y 521 22 FAE— Tl L &, HiFhXaa6 21k [ Phe \Ocf
Ppa.Thi.INi.OtfAMpald K eI THIAT A e SR Tk Ak o

[0232]  SZj )y 524 MR SME ) 581.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18,
19.20.21. 22123 F—Ti it &4, H i Xaa7 /2106 H CysCysol JAET Hey . cysHFllhe y [ 2
Ftmils kAL o

[0233] 57t 5 2625 ARG STt Ty G241 b &, HiFhXaaT 218 H Cys Cyso L HIAETH) 2 &
Tl e A o

[0234]  Sji )y %26 MR 9ME ) 561.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
19.20.21.22.23. 24125 P —T0b &%, Hodb kb 5235 (LT) « (LIT) « (LITT) 8k

)
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(LTV) L &9

[0235] 0

(LIID)F1
;LH:E@}T;’EW.iE}E7FXﬂ%$E1\2\3\4\5\6\7\8\9\10\11\12\13\14\15\16\17\18\

[0236]

—NH
2 (SJ

HO.. @
s
o o
o R
" Vd/ S’%’
(LII),

:: Gl

(LIV).

19.20.21.22.23.24F125, (e AR AU A 255K 2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.
17.18.19.20.21.22.23 24125 —Ti b &4, H il b &5 (LT) « (LIT) &

(LITI) 5k (LIV) B4 4 .
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NH,
HOw. 0] @
H 5)
N (5)(
(Nj\rNH HoyN
o
N o S\“.I N 0 {RJ
x 3 Eyﬁ %
HN" S & -8

o (SJ\/Q

(LI), I (LIT),

[0237]

ZT

(LII)FI (LIV).
[0238] Sy 228 AR B T2t /7 58 1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18,
19.20.21.22.23.24.25. 26 F127 Tk 59, FohR 2 (XX I Ta) « (XIb) Fil (XI1a)
FE— RIS

[0239] [i] kﬁ I Lﬁ )

i (XXIIa) (XIb) RC4 (XIIa)
[0240] ﬁtlﬂR“‘E'HﬂzEﬁ%,u&
[0241] u=1.2.3.485,
[0242]  #E=X (XIb) A (XXTTa) F AT —%U 1244 TR (- CH, -, DA M AE S (XTTa) Hh, -S-3%
e TR -CH,- o
[0243] 57t )5 5229 AR I /7 561.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18,

19.20.21.22.23.24.25.26 \ 27F128 PAE—T [ &9, FLhYe g 2 (XTTT) [ 4542«
o

[0244] &N

RS (X1I)
[0245] St 7 2830 AR PRS0 /7 561.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
19.20.21.22.23.24.25.26.27 28 F129H{T— IR 1 {9, Forh Yo fo-SNHEL A, e e e i
NHEEH , He A T RNHBE A 373355 (moiety) SV A, ikt FrRNHIL A th 45 AR “He it
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HHR 5% at@mm<m@mmnmﬁﬁ~ﬁm S

m%llij %) km

b ey HNSNxT) HNRe* (x1m)
[0247]  FLrpRCYEHER L, DK
[0248] u=1.2.3.41k5,
(02491  =7jits /5 231 AR I /7 561.2.3.4.5.6.7.8.9.10,11.12.13.14.15.16.17.18,
19.20.21.22.23.24.25.26.27.28. 298130111 &9, Horpz *ﬁRczﬁ\ﬁﬁ(XXIIb)ﬁ(XIIC):

g

B A

B (XXIDb) YV (i
[0251] 57 7 532 ARPE 5056 75 30 2 31 HHE—T L 59, o priR b S0 &7 3%
W, o pra R Z B A B Y, R o F2 120 O ig5Ay , o Frh 235 P 0 & 2 &
FURUE A H Tk
[0252] 52t /7 5633 ML St 5 232101k &5 W, L iR 2 5L DA A e TR TR IR
(xx11c>\<x1d>$ﬂ<X11d>qﬂ££f4/\aﬁé%$@:

o~

|
[0253] [:] \I ) Skﬁ )y

i (XXIIc) Al \‘ (X1d) Z’N "R (XIId)

[0254]  FLrhROEHEL 3L, DL K
[0255] u=1.2.3.45k5,
r0256] 9%&f34m%i%ﬁ%w§w¢&~mmwﬁ%”ﬂWfz i ek,

Horafr J_?ﬁ%/lﬁ)iﬁ REAFIIAN TR T Ve, R ER TR,
[0257] ST 535, fﬁ?ﬁ%ﬁﬁzﬁ S A, HdY e R iR 3% 3k 2 RN AN B (R 2
MR Sk 2 TRHAN SE B .
[0258] S5 /5 5€36 AR I /7 534 = 35 T —Ti AL 5 ¥, Horp i 5 15 77 55 P ik 42
SRR, F TR A Bt PR B DR S R TS B T Tl o Pk bt
i =R A B
(02591 52 )y 5837 . ARHE S 5 563233134 35 K136 FFAE— T L &, Do AR 25k
343536 P E—Tiib &%, B iriR Bz 3k 0k 5 Ttds . 020c . Apac.Gly.Bal .Gab.Mamb .
Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12 M HAMPEG- 24 FEMR , e L6 Ttds
020c . Apac.4Amc .PEG6FIPEG12,
[0260] S )5 5838 AR I 7 532 = 33HTE— T &5, o B 57 S5 Y e e 2,
o SR A 1%
[0261] St 7 5839 . ARPE 5L 7 38 &1, Hoh TR B 5 7 S5 Ye B e d% o
[0262]  Sj6 )5 5840 AR I 538 2 39T — Wi 5, Hoh Firik Z 3L s A AT AT 4
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S

[0263]  57JitE fy 541 ARPE I 5 538 3940 HAE—Ti L 5, HorhYe SRTiR 257 2

IS E A EE L e RER ™ 55 i R B A3 2 TRI A B T

[0264] St 7 642 ARPE S )T %1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.

19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39. 404141 1T

S, e S 7 432.33.34.35.36.37.38.39 40 F14 1 FAF—T 1k 54, Hoh ik

B %6 F1DOTA . DOTAGA NOTA \NODAGA \NODA -MPAA \HBED TETA.CB-TE2ADTPA.DFO.

Macropa HOPO.TRAP.THP.DATANOTP.sarcophagine.FSC.NETA.H4octapa.Pycup.N S,

(N4.N2S2.N3S) JHynic.*"Tc (C0) ,~ #4571, HAJEDOTA . DOTAGA \NOTA NODAGA \NODA-MPAA .

HBED.CB-TE2A.DFO.THP N4, DA & £ A58 DOTA . DOTAGA \NOTAFINODAGA

[0265] St 7 643 AR PRSI T %61.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.

19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41 Fl142HH{T-

— IS, e R AR 5K 1.2.3.4.5.6.7.8.12.13.14.15.16.17.18.19.20.21 .

22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40 .41 F142 T — Tt &

Y, F i BN S 45 B A2 AT iR a3 iR Aaa , DA M R ik (b S W B35 5 Fr ik S R R

Aaa LA RN 23D, R BT Z 3 B 208 A MR e A AR I =k

[0266] S0t /7 2644 AR PRI JT 243 &1, Horp prk 2B e Sk, b prad 4k

RS S Pk S 3 R Aaa L 0s 5 ATk 24 R Aaal o - BULAN 1EHZ .

[0267] 5776 ) 5645 ARIE LNt J7 S44M &, b Pk B3k 5 Firik S A R Aaa P ik

A A B B -

[0268] *%ﬁi%1@E¥%ﬁiﬂ4ﬁw£%ﬁm%A%VJW%pé ST IRU S
Fephe s, Hoh FrR AN Bk B e e R U FH R TR B TS B Tl ot At T Ve i

::Eﬁ*ﬂ__@wﬁ\o

[0269]  SIjitE Jy AT ARHE St Jy 584344 A5 F46 T E— T AL &9, Horh Flr ik 2 5k

Ttds.020c.Apac.Gly.Bal.Gab.Mamb.Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12

N EHAMPEG- 25 R , i e Ttds . 020¢  Apac «4Ame - PEGOFIPEG1 2, {Lidt ilr ik B S s Fh g vt 2

Ttds.020c FIPEG6 .

[0270]  Sfit )y 5648 . MR ST 5 543 .44 .45 A6 4T E—T0 b &, Borh iR B 4771

S s SR Aaa N 1E RS .

[0271] 5776 )5 5649 ARYE LT 7 S48 & , Hrh Pirad 25751 5 Pirid S kiR Aaa B 458

o

[0272] 5776 )5 5650 AR IR L0t 7 5648 R AT — T &4 , L FR pITk Z 3L P A AT 42

>
~

N ©

[0273] 5t 7 2651  ARAE St /7 5648 V4950 T —T 1tk 59, Hop ik s Bk fiRAaa 5
PR 25590 2 TR AN SR e

[0274] S5 252 MR 90 5 643 .44 .45 .46 .47 .48 .49 . 50F1151 FF—Ti L &5, B
HA BT iR 28565751258 E DOTA \DOTAGA \NOTA \NODAGA \NODA -MPAA \HBED TETA.CB-TE2A .DTPA . DFO.
Macropa HOPO.TRAP.THP.DATANOTP.sarcophagine .FSC.NETA.H4octapa.Pycup.N S,
(N4.N2S2.N3S) JHynic.*"Tc (C0) ,~ #4571, HAJ2EDOTADOTAGA \NOTA NODAGA \NODA-MPAA |
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HBED.CB-TE2ADFO THP\N4, DA & #5 {1t #EDOTA \DOTAGA NOTAINODAGA,

[0275] 9065 %53  ARIE I /7 %1 .2.3.4.5.6.7.8.9.10,11,12,13,14,15.,16,17,18,
19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43
44.,45.46.47.48.49.50 51 FIS2HUT—TARIL A8, U AR AR 3R 1.2.34.5.6.7.8,
9.10.11,12,13,14,15,16,17.18,19.20.,21,22.,23.24,25,26.27.28.29.30,31.32.33.34,
353637383940 AL RM42HT—I L A1, i SO Bl IR 4% T Xaa T, H Az ik Y
KRBT T LA, 10 HLAT IR R LS -2+ - 1.0 F 1Bk +2.

[0276] 5 /7 554 RIS /7 SEB3M L1, Hrh ikt H 3 (XXXa ZEXXXE) FOfik :

[0277]  XaalO-Xaall-Xaal2-Xaal3-Xaal4-Xaal5-Xaal6 (XXXa)
[0278] XaalO-Xaall-Xaal2-Xaal3-Xaal4-Xaalb (XXXb)
[0279] XaalO-Xaall-Xaal2-Xaal3-Xaal4 (XXXc)
[0280]  XaalO-Xaall-Xaal2-Xaal3 (XXXd)
[0281] XaalO-Xaall-Xaal2 (XXXe)
[0282]  XaalO-Xaall (XXXf)

[0283]  Hifr,

[0284] XaalOsZAsp.asp-Bal.Gly.Gab.Ser.Nmg.Bhf.Lys.TtdsukBhk,

[0285] XaallsgHis. his.Lys.Ttds.Arg.ApezkAla,

[0286] Xaal2s&-Phe.Nmf.Tic.Aic.Ppa.Mpa.Amf.Nmf.phe.Lys.Ape.Ttds#/IPpa,

[0287] Xaal3jgArg.Lys.Ape.Ttdszkarg,

[0288] Xaal4)fAsp.Ala.asp.Lys.ApeskTtds,

[0289] Xaalb5j&Ttds ApeskLys, PAM

[0290] Xaal6)ZLysikApe,

[0291]  JHrh, fTukHD,

[0292]  XaallFXaal2—TE )k [1Gab . Pamb . Cmp . Pamb Mambft) B—2 FER , DL K AT 1
[0293]  XaalO.XaallflXaal2—#2fEZ k1%t H Gab. Pamb . Cmp PambAMamb[1] B— 54 LR
[0294]  ZpfR A AR 5 (XXXa = XXXE) [IIKHT , ARAFAE Apel M1 , HOZCAR AL .

[0295] 576 /7 2€55 AR I8 507 /7 €63 B 54— B &4, Hh i 8 TXaa T 2 4R
AR K 46[1Xaal0, Lk iE R T-Xaa Tl 2 3L L £ Asp.asp.Bal .Gly.Gab.Ser .Nmg .Bhf .
Lys.Ape.TtdsEkBhk,

[0296] S ) 5856 AR It 7 553 B 55 HTE— I 54, Hoh Z3L P 3 T ik
JI, Peade HeAf e 42 1 Fr ik IR ) C - Rt S 3508 , Forh il Z 35 P 0 25 B 5 AU A e A 7 A (1 42
[0297] 5776 ) 5857 ARPE LT S6 1M 5 , R R Z3E AL 8 TP IR C- K
Ui 2 EE R L P 4 T2 (XXXa) o (XXXb) + (XXXc) « (XXXd) + (XXXe) FT (XXXE) RO HPAE—
AMIC- AR B HE TR -

[0298] S /5 558 AR IE S0t 5 553 L 5ARIGS AT — b 54, Hh 2 2L S e T
XaaT[F2d SR f B, AR 2 P 5 S A A AR 1k

[0299]  5iite )5 5€59. *E?E%Bﬁsﬁ 53 54,5556, STMIBSHE—T &, L TR 73
W&k, Hh b e ok Firik B 5 71 S5 1 e T Xaa T SRR 12, R fe e Ik

154



CN 114341158 B W OB P 23/233 T

BEAE T Xaa TG ILH , Sl Prid B IR R A A 570 55 P IR PR R 2 SRR A e B2, (e
53U QD) « (LID) « (LITD A1 LIV) F R FE— NI CARm 2 SRR A e 2

[0300] 52t /7 5260 . AR St /7 5900 A1, Forh TR S o S B st

[0301] 5t /7 2661 . AR R S0t /7 559 E 60 AT —Ti b &1, Horp i 2 & 5F1 e
TR EES, Hoh R L g F g IR L 2O R TR B TR I  nt ok
7N L M 7 8

[0302]  SZjit 75 262 . AR HE 50 77 259 6016 1 T — I (1L &4, S ki e sk sk H
Ttds.020c.Apac.Gly.Bal.Gab.Mamb.Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.PEG12
B HABPEG- S L »

[0303] 57 Jy 563 AR S0t /7 S 621 &9, Horp rik B Skafe H Ttds . 020c¢ \ Apac.
4Amc \PEG6AIPEG12

[0304] St /7 564 AR ShE 17 5656 STRIS8 T —T L 54 , Hrh AR B 5 77 5 e 4
TXaaTP 2 EERMR I ERE , 5l i 2 577 5 Pir bk IR ) C o o Sl SRR Ay e 432 , 0 e 5 5K
(LD) « (LTD) « (LITI) A1 (LIV) AR HE— N CAR b el SR A 1 R

[0305] 5t /5 265 . AR S iite /7 S 641 & ¥, Horh iR 28 & 711 S5 1 R T Xaa T 2 25
FARERL, Bl 5 AR IR CoA 2 B R B e e, f0as 520 (LD« (LID) < (LITD) A1 (LIV) 1Y
IRAAE— IO COR I 2 55 IR B R 72

[0306]  5jith /7 5266 . AR YR S Jy 564 65 E— I b 51y, Horh Tk ZZE i A A 4
[0307] St 7 567 RISt 7 5664 65F1166 LT L &4 , H b AR B &7 5 e
TXaa T IR 2 I LA 4, DA NPT R 2 5790 5 il R R C AR i Bl 1R 0 16 2 (LT
(LID) « (LITID) A1 (LIV) IR AR — N CoA A BRI 2 [ R AR St e i

[0308] Sty 5668 . AR S /5 556 .57 .58.59.60.61.62.63.64.65.66F167 H1{F-— L[]
feE%p , Horh iR 2857758 FH DOTA .DOTAGA \NOTA \NODAGA .NODA -MPAA .HBED . TETA.CB-TE2A
DTPA.DFO.Macropa-HOPO.TRAP.THP.DATA.NOTP.sarcophagine.FSC.NETA.H4octapa-.
Pycup.N,S,  (N4.N2S2.N3S) Hynic.*"Tc (CO) ,~ B #5771, B (L #EDOTA DOTAGA NOTA \NODAGA .
NODA-MPAA .HBED.CB-TE2A .DFO.THP N4 , DA M {1t 16DOTA . DOTAGA . NOTAFINODAGA .

[0309] 5t /7 569 AR HE S /5 %€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.
44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67F168H
FE—Bite &y, b nd e & A -

[0310] ARSI AL 1

155



CN 114341158 B W OB P 24/233 T

OH/-\ ,_>
0 O ) ’ jrj/:;:/
[0311] "'2” ° 0
<,~\)3=o
HO
(@]

(03121 DLUK N ARG 14 -

%’H S
Nj)p’
0
[0313] 0
& NH o,

[0314]  Horpy b 2g A8 ROy (DU Sbror) & B RO HiER - 5ks - fy 24
1.

[0315] S /5 2570 MR P S /7 %€1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16,17.18,
19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.
44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67 684
69— L&, b R e Sk A -

[0316] N EHIH-Met - [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Phe-
Arg-Asp-Ttds-Lys (Bio) -NH2 (3BP-2881)
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HN H2
0 ° .
Ng N\/\/O\/\O/\/O
o \
[0317] N = 0 Oj’NHOH

(03181 MMM EWHex- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-His-Phe-Arg-
Asp-NH2 (3BP-2974)

OH e HN"NH
0 HN ol aH 0 v
OHNJ_,JLH LA
O NH ¢ o) N O s \\H o
LY 45
[0319] NH N OH
H
HOC(& NH,

O
N O o 3
e
H'i'\r(\/\/
@}

[0320] L EWIAc-Met- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-His-Phe-
Arg-Asp-NH2 (3BP-2975)
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(03221 ML EHIH-met - [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Phe-
Arg-Asp-NH2 (3BP-2976)

mﬁ;@ B 4@;
f0az3] HCCT% NHZ

HoN

—w

[0324] N EWHex- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-His-Phe-Arg-
Asp-Ttds-Lys (DOTA) -NH2 (3BP-3105)
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»

HN

/=N
=

Ho\r\o
; > 0
HoN___NH N MOH
‘o, N “
N 4E \lclu/\"' HN
07 NH YN
HN 0
o) S
= O H = O o \>
O~ N~ NH O N
HO YN N \1
Yy NH o) OH S NH
EE I ¢ PO
HN”0 © O
o)

[0326] N EHIDOTA-Ttds-Nle- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-
His-Phe-Arg-Asp-NH2 (3BP-3168)

HO._.O
~
[0327] Q \i o OH 0

[0328] N EHIDOTA-Ttds-Met- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-
His-Phe-Arg-Asp-NH2 (3BP-3169)
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HO

0
OH
oL /3 o
(N~ o
&
HO-° h W
[0329] Q \(\._ ?K)OH \\\o e
H : Sy
NI—? 0 )/‘\\
o NJ HN

H,N
2 -—N o
\(\/S e
OH “N 0 j: ¢
s NH H
H N
O o
s

[0330] ML EHIDOTA-Ttds-Leu- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys] -Asp-
His-Phe-Arg-Asp-NH2 (3BP-3172)

HO
OH(\N/H
K/NJ
HN
0 ﬂofo
HO
( o HO H
[0331] 3 )\\) /) 0-/0
H = . e
fry, NW(\H HF‘I\‘(.\N
HoN =N OS\N,_? O \ HN
e e G el
Oo0 H
OHHN {\H 0O S NH H
H,N o]
3 !

(03321 N EWIAc-Met- [cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Phe-
Arg-Asp-NH2 (3BP-3175)
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HoN

=\ i J
[0333] oﬁf‘\%o N A~ Q N - o N
OH HN E y H ; N j"NH H
1he " ) "~
H N O HO
y 0

[0334] N EWIAc-met- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Phe-
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19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.
44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67.68.
69.70. 71 T2MI73H T &4, b rd b S e S Wis Z 2= slia i e &
[0612] S5 /5 275 AR I 7 E T4 &, b Frid b S A A T2 UL Mt S
Y

(06131 N EWHex- [Cys (tMeBn (InDOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-
NH2 (3BP-3590)

. a

0614

[0614]  H,N o S OJS
A
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(06151 N EPHex - [Cys (tMeBn (LuDOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-
NH2 (3BP-3591)

r,.‘ N .
LT A
0 O NS0 O)j'

H o}
u . NH " @

[0616] @\Hﬁr‘iﬁ S O%@N/\)o
| rN N Lu&—>=o
A

NH, O

(06171 b & ¥tHex- [Cys (tMeBn (GaDOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-
NH2 (3BP-3592)

OH{T\N ’N—>
- O?."HLO 0] O)j)l{l'“/(\/
HzNJJ\/ ’:E"”" s~ © ;‘\
[0618] HNT O s
Q\Hff QS
B NH OH °N Q,N \—>=0

0

OQT/L\,/LﬂJ vaf ~“/J

NH, o

(06191 N & WHex - [Cys (tMeBn (EuDOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-
NH2 (3BP-3661)

[0620] 0
O\ r LRl
N EuN
© 07 NH OH NTY Q,NV\_%O
N

SRS A

NH, O

[0621] [k & ¥Hex- [Cys (tMeBn (InDOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-3623)
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“. N
Q¥
0 N N So cfAtj' 0
H
S

84/233 1L

H NJ\/""' NH S 0 O Hko
[0622] 2 /E g
N
LS N,
. N
© 0% oH s ““/J
0o 3
[0623] k& Hex - [Cys (tMeBn (LuDOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-3624)

R
© 0% oH g *“/J
O g
[0625] k& Hex - [Cys (tMeBn (EuDOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-3662)

J‘K/i',b
oo ot HN/‘EO S SO%\'(/U\/;O AR
: :| H N Eu N
%Nr Q/N\/\’_>=O

[0627] "N HILEPaHex- [Cys (tMeBn (GaDOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-3949)
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H NJ‘K/%_ S o H'\O
[0628] 2 /E \(\N/\
HN (@] S @] \ >
QUCH Gy
\\-'k"/ r HQ/N'\/ O
O N

0O~ "OH

[0629] L& ¥Hex- [Cys- (tMeBn (CuDOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0OH
(3BP-4293)

[0631] b & ¥Hex- [Cys- (tMeBn (ZnDOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0OH
(3BP-4343)

0] o
[0633] St /5 2676 . AR S5 ZETARNTE AT — T &4, B TR a2 s A 2R 2
TR YEBURTEAZ 2 -
[0634] 5t /7 S 77 ARIE Iy S T6M0k A5, Horh Bk Wrim e R 2 2 e 11 S e
Se"MnL "ML foun 6a. %6a oY 2 e P Te T T PP T PO Th 2 T L 2P L PR OB
B FLUHI LT T Se MSe Mtus T6a s 6a oY P Ze e T I PP T PP Th PP Ph
I8 Togy TTgy 1237 1247 1257 o gpowbloy 68, 897, 99npo DUy 18p 123 gnizy
[0635]  Sijjie /5 €78 . AR Sl 5 ZET6 1M S, HL b i vy T VA 32 T 7 T PRI
(B
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[0636] 52 15 5279 . MRSl )5 TSI AW, Horh Bk VA i MO PR Z e S

LT0u s Y PP 0 Th O T T Lu L PORe L M PRe PP P B L P Ra L P A e WP Th P T, P T
\ZHA'C , ﬁﬁiﬁ'ﬁ”Sc \67CU\90Y\ 177LU\ 188Re \212Pb \213Bi \225AC \227Th\ IBII \211At , E%ﬁiiﬁ%Y\ 177Lu\
225AC . 227Th\ 1311$D211At .

[0637] S5 80 . ARSI 5E T 261 .2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.
44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67.68.
69.70.71.72.73.74.75.76. 77 T8FNTOH T T &4, Borh Arak A 2500 5 pk 21 240w
TEEE [ (FAP) AHEVER], Rk 5 EAASEQ 1D NO: 1K 3ERE 5 411 AFAPER H[F R WiAH
Ve, Eodn BTk ] 20 5 L 0L 41 55SEQ. ID NO: 1S LR e 41 A5 25 /085 % [ AT I 1

[0638] St /7 2€81 AR Pu 50t /7 2801 54, Forp BTk A & 52 Fir ik il 2 E4n i i 1t
1 (FAP) [R5 o

[0639] S /7 82 ARSI 5T 2£1.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.
19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.
44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67.68.
69.70.71.72.73.74.75.76.77.78.79. 80181 F{F— Tk &y, Forb iRk k. &4t T-SEQ
ID NO: 1\ AFAP[JDIC, B =6.0 {2 =7.0, il =8.0.

[0640] ST /5 683 . T2 Wrisdis 1 75 1E 1 & AR P8 i 75 561 .2.3.4.5.6.7.8.9.
10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.
35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56 575859+
60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 F82 - {F— I
&Y.

[0641] S5 Z€84 . TR PR L0675 83 & b &1, Hoh Fri B )2 10 M il 414k
UG LR H (FAP) RLER A 4E4nif A 2 1) (FAP) [ 20k BRI o

[0642] 5t 77 285 . AR S it /5 5683 Z 84T — I FH & 10 Av &, v BT iR s
W R B R A AEAN TG L ) (FAP) Zok B4, ik &6 Bl A e gninig (b & E
(FAP) %1k I AN A1 4, SEAR eI MR ARG i AR A4 5

[0643] 5t 77 286 . T T AR4E S it /5 5683 & 85 HAT— I 11 FH & 1A &4, Horh BT iR s
SR e AE Bk YRR -

[0644] STt /5 587 . F TR Shte F 5861 AR A 1, HL b pivaddRs es s AR 24 H
U7 #0551 SR s D  FUBR = B0 45 B IR e - N B
B B B i A SO Sk B0 e e SE 200 ) RO AR PN 49 b IRd e Y
S R B2 R B A TR  PRE S DR 4 e AN IR B

[0645] STt /5 588 . FH TR Shte 5 G871 AL A1, HL b pivaddRs es s AR 26 H
U7 Mg 1 FUIREE 45 B IR e S S B0 il < TR) B2 988 A28 PN 43 W e A B B4
S B A R DR R LR 4 o e o

[0646]  5iZjite /7289 . T T-ARIE 52 it /5 583 % 85 FAT—I0i (K FH s [l Av & , e v i iR 5
26 H ASEVEDR DML ~ B B B M AN HE L0 -

[0647] St /5 590 . T AR HE St /5 S891 i 1Ak &, FL A FITsd B S 2 A0 o
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[0648]  Sjji /5 291 . ﬁﬁﬂﬁﬂiﬁﬁzﬁ 0P g It 59, Horp BT i S B Dk SR AE A

T R A T

[0649]  S7JjE )7 5892 FHHETESQE’@)‘?%ME@JEHEE@%%%,/\EPJ%_F e DML A -

[0650] S5 €93 . I AR PR S jit 75 22920 HIiE b &4 , o ik 5 Je 38 M sh ksl

FERE A BEER I O L5 o

[0651] S 75 2294 . I TR PR S0t 75 2293 HIiE b &4, Fo b ik s & i T B

SRR EN KSR AR A R RS ST OB ZE AR T Bl sk Il A5 A1 JE o

[0652] i)‘i’@ﬁ%% AR S0t 228310 R &1 , Horh R s se A 4E L5

[0653] St 75 2€96 . FH TR PE 300t 75 295 HIiE b &1, Horb Frad B i 1 e A 1 i

2F4EAY,  Crohndi FIFFFLT4E( Y .

[0654] St ) 5297 . T TR R 506 /7 5683848586 .87.88.89.90.91.92.93.94.9571196

HRAT—13 Eﬁﬂ%iﬁﬂﬁ a5y, Hhird b S S 2 WnE Az R G e WE R e =

[0655]  57JitE /5 €98 . T ARIE S0t 5 5970 & b &5, Hoh ik 2 W is A2 3R 22k

5 MSe . ML "MnL Heu 6a. P6a oY P Ze e M e M In PP Th PP Th 2O T 2 0%Ph PR

OB B P T T S e S e M eun 6a s 6a oY B Ze P e L In PP Th L T,

203Pb\18F\76Br\77Br\1231\1241\1251,M&E{Eiﬁw‘Cu\68Ga\892r\99mTc\mIn\wF\1231%[]1241o

[0656] S 75 299 . T T AR HE SE /7 283 .84.85.86.87.88.89.90.91.92.93.94.95.96

9T HHATE—T I & &, LR B2 7 2 1% 75 1

[0657] S /5 5100 . T AR 52675 22981 i b &1 , Forb Firadk e 77 7358 F A AR

FHEAR TR SN IR 2 A5 R (SPECT) FlIE L - & S EEA55E A (PET)

[0658] S5 52101 . [T TAR IR STHE /7 %83.84.85.86.87.88.89.90.91.92.93.94.95.

969798 99FI100FHAF-—T [ It &4 , Forb Biradk T - A 1 A A e Ml 7L 2h Wi

WA S TR &Y, LR AR FL sk B SRR EDY AN & |, S e P

ARG I SR TR

[0659] S /5 Z€102. I T-1RY 75 1 7 1 I AR S /5 5614243456789,

10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.

35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56 575859+

60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 F182 - {F— i

5.

[0660] S5 75 Z€103 . I TARM St /5 2 1021 HIs& b &, Forb Finak 5 52 30 Sk 47

AEAECE T (FAP) LI A 4E4RITG 1L 2R 11 (FAP) ZR3K5 F AR o

[0661] S5 104 . FTARIE S0 75 21022 103H T — 51 & il e &4, b ek

TS M R AT RIS L 2R 1 (FAP) 3835 AN, ok & Won £ 4 gn it (L &

1 (FAP) ik IRIIAnBEIi AR 4121, SR eil M MR Ao il AT A AN B0 -

[0662] 5705 /5 105 . H TARBE S5 21022 104 T FHE b &, Horh e

AT, e AE sk Re o

[0663] St 5106 . FHTARIE St 77 22 105114 FHR KA &, Forh BT iR seg asshe A yeg &%

H Hophor ise SO0 RO B  FLBE B S0 45 B IR e R
SRS B R 1B I ) DR Sk A0 s  ilides < 2B 60 2008 TR BOJRE A AR 28 PN 0 T I Rg 9
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O S B i S B B A e T TR RS IR A e R ER ez

[0664]  5ijita 5 5107 . FH TR IR 92565 2 10610 FH Ak &5y , Horh Bir ik v s A= ) s
AR %% B ELST 0%k E FUIRE 45 B2 IR A I Sk S0 S e < [R] R 988 R 22 P - s i
SRz O SRR e « T A s « PR AN TR 4 e o

[0665] S5 2108, F T ARIE S /7 21024 103F11 04— 51 & v &, b
WP 1L B RAEVESR O « B S R im A AE 500 «

[0666] S /7 2€109 . FHTHRHE Sty 22 1081 I ML &4 , Forp Al iR s & A e Mg
I o

[0667] S 7 22110 . TR St 22 1091 I AL &4 , Jorp Al R s 2 sh bk sk
AL DT R BRI TR o

[0668] St Jy 22111 . TR Sty 22 1081 R AL &4 , Frb Al iR s A2 U i 59
I o

[0669]  5Zji /7 2112, FHTARAE St /5 21 L1 T A &9, Jorb ek s /208 K Zh ik
SEFERE AL BEER ) O -

[0670] 57 /7 2€ 113 F AR 50t 77 S 1 L2 T A &9, FErh Bri i s 1 BBk
B2 S B0 SIS AL BV T kR A AE o U I U ZE « I T Al 1115 A 2

[0671]  SZjiE 7 22114 . FHTARHE St 22 1081 R b &4 , Forp Al iR s & 21 4B bk
I o

[0672]  5Zjit )7 2115 . FTARAE S /5 21 LA T A &9, Frb B 1 B s e 1k
fl£F4E4Y,  Crohndm A2 4L

[0673] S5 116, F T ARIE S /T 21024103 1041105 F-—I5 19 & itk &, B
TR S BRI TR 2 i T is RO A% 2R

[0674] S 7 2117 . T ARSE ST 5 11600 @ e &4, b prdh A v i A &k
7S, T0u s Y P m T O T T Lu L PORe L PR L 2 PP 2B L 2 Ra s A e 20Th,
227Th\ 131I \ZHAt ’ fjﬁfﬁ“Sc \67Cu\90Y\ 177Lu\ 188Re \212Pb\213Bi \225Ac \227Th\ 131I \ZHAt ’ l/\/{&ﬂ%ﬁ[}
iﬁgoY\ 177Lu\ 225AC . 227Th\ 131 I?T‘_DZHA’C .

[0675]  SZjt )y 118 ] THRIE I /5 26102.103.104.105.106.107.108.109.110, 111
112,113,114 115 116 11 7FAT— T FHAE AL &9, FErr TR 5 s i a4 L I8 1260
FLshlie a7 A 3= AT &9, o AR FLsh s 3 PRS0 B R &
FEAR BRI Il A i A g Al AR A

[0676] S )7 ZE119. TS MR 7 10 & AR 5 5071 7 5€1.2.3.4.5.6.7.8.9,
10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.
35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.
60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 F182H1 /T
A, ForR BT R S AN 1 7R 7 R RE A SO Bk AT REIC SN, R v T T~ 8 A
(5 A A AR 96 /7 %61.2.3.4.5.6.7.8.9.10.11.12.13.14.15.16.17.18.19.20.
21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.39.40.41.42.43.44.45.
46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.64.65.66.67.68.69.70.
T1.72.73.74.75.76.77.78.79.80 .81 FI82 - {F—I [l ¥ St T e W 5 7 , A b4 Tan s
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Jiti 7 %£83.84.85.86.87.88.89.90.91.92.93.94.95.96.97.98.99. 100F1101 F{T-—Ti fri
R T2 W BRI 5 12

[0677] 576 5 26120 . F T M — A ARGE AR 5 L 1 T AR I8 55T 561,234
5.6.7.8.9.10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.
32.33.34.35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56
57.58.59.60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 /1
S2H TG 1, FoHp BT AN AN T 7R 7 P REAT SN 5 AT BEJC SN, FCHp ik
P ARG B R 1 75 T A i AR B 505 561 .2.3.4.5.6.7.8.9.10. 11,12,
13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.
38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.
63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 FI82{F—Ti L. &4
YW 5k, s db T an S 5583 .84.85.86.87.88.89.90.91.92.93.94.95.96.97 .
98991001101 FIAT—Ti FIr i (1) T T2 Wi i s i

[0678] S /5 2€113. FI K20 Ay 2o TR IR T AT BRSNS A DA M 4y
JE AT IR TR T T REIC SN A AR 7 10 T AR P8 50T 7 561,234,566, 7.8,
9.10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.
35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.
60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 FlI82 1 {F—Tii
&Y, Frp BT o — AR 2 R 5 ik s T AR 5 557 /7 2€1.2.3.4.5.6.7.8.9,
10.11.12.13.14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.
35.36.37.38.39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.
60.61.62.63.64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.81 FlI82 1 {F—Tii
M E YA T2 W 5 i, e dh 4 T an S 75 %83 .84 .85.86.87.88.89.90.91.92.93.94,
95.96.97.98.99. 10041101 FF—T5 iR i T2 Wrsaims i ik

[0679] 577 )y 56122 . F AR IR 9005 56119 12011 2 LT — T 1 P A &4, Ferb Al
WP A2 V0 M A AR s L 2 [ (FAP) PCe ke ZF A4 (L 28 1 (FAP) SR0K 1Pk
I o

[0680] 577t 5 56123 F AR IR 900t /5 5119120 12 LRI 22 FpAT— T L& AL 59, H
T ARBE I M B R i A e iS4 1 (FAP) 3%k FiRIK4mfit , Joade &5 oo ik 2 4E 4
NdE b A (FAP) 2k i iimAe 2R, el MR ARG il £ 2 4m i
[0681] Sy 25124 . FHTARIE 920 7 26119.120. 121 L 122F11 23 FPF—T5 1 FH s R &
Y, A PR s 98, Dt e i ol e

[0682] St )y 2125 AR S /5 S 1 24110 @ it &9, FLrh AT dgg  Jeashe ke eg 44
ERER:Rva: RS R Y NN 2N ) e NN N 7 N R RN RN PR
SEE B B I R BUR S 8 e s SR 2R TR R A2 PN 0 A VR AT
DN S 9e  JRRAES 0 2 B ee < B A s T P ees < RS S SRR 2 e Jee AT DR e

[0683]  Sf /5 5126 . AR S 7 12500 i AL &9, Horb BT 88 S Jes e ARG 2%
ERERERva: kv = BN AN 7 i E K =8 NS N 8 N ST N e PR B e by S )
S JHRBRIR BT A0 PR « PR ANEIR 41 -
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[0684] Sy 22127 . FHTARIE 920 26119.120. 121 L 122F11 23 FF—T5 1 FH i R &
P, Hrh BT i ade E A8 RE PR « O A « B S e i AT AR o

[0685]  Sijite fy 2128 . - TAR 3 St/ s 1 27 & b &4 , Frp e iR s J2 S e MR
I o

[0686] St /7 2€129 . TR Sty 22 12810 Ik AL &4 , Jorp Al R s 2 sh bk ko
A DT R BRI ST o

[0687]  SjitE 77 2130 . - FARHH St 5 5 12900 F& AL A4 , L rp Blr R s S U I A5
I o

[0688] Sty 2131 . FHTARHE Sty 22 13019 i (v &4, Horb e pmdms 2 08 K sk
SEFERE AL BEER ) O -

[0689]  5ijit /7 2132 . F T AR St /5 2 13 1 T Ak &9, Frb B /2 th 1 B bk
B S B SRR AL B B IR EE S OV ZE | A T pl sk 118 A JE

[0690]  SjitE /7 2133 . FHFAR 3 St 5 1 27 & A &4 , Frp Blr R s 2 21 4B L e
I o

[0691]  SZfiti )y 2134 . TR St 17 22 133510 T v &, Horp e s |9 45 &
fl£F4E4Y,  Crohndm A2 4L

[0692] St} €135 JH T AR ST ) €119.120.121.122.123.124,125.126.127.128,
129130131132 1331 34HF—Ti 1 & e &, Forp Bk 2 W 5 78 g 75 12
[0693] S /7 2136 . TR Sty 22 1350 kb &4, Forp Al iR o6 5 7308 TR
PRI B A THEATURT 4240 0 R (SPECT) ANIE L1 A ST 4552 K (PET) .
[0694] St} 137 . F T AR S ) €119.120.121.122.123.124,125.126.127. 128,
129.130.131.132.133.134 . 135H1136 T TG TR &4  Eorh ik AV S0 kG 12
TEVERZ 2 G2 W U A% £

[0695] Sty 22138 . FHTARME Sty R 13710 i v &4, Horb k2 Wi Az & 1k
F1Sc. "Se M *2Mn. O1cu. o 6as ¥6a oY 7 e L e T PP Th L PP T PO T L 2P
18F\ 76Br N 77Br N 1231 N 1241 N 1251 R ﬁﬁiﬁ4380 \4480 \64Cu\67Ga\68Ga\86Y\ 89Zr N 99mTc N 111In N 152Tb N 155Tb
. 203Pb\ 18F\ 76BI‘ \77BI‘\ 1231 . 1241 . 1251 , l/){&ﬁ%ﬁtiﬁMCu\ 68Ga\8921‘\99mTC . 11111’1\ 18F\ 1231*[]1241 i
[0696] 5 /5 2139 . T 7R3N Mnish 4 2 i 2T 4R (L 25 11 (FAP) o de A\ sl 414k
NS 1 (FAP) 1 5 7R H I F s AR P 5 /5 %€1.2.3.4.5.6.7.8.9.10.11.12.13,
14.15.16.17.18.19.20.21.22.23.24.25.26.27.28.29.30.31.32.33.34.35.36.37.38.
39.40.41.42.43.44.45.46.47.48.49.50.51.52.53.54.55.56.57.58.59.60.61.62.63.
64.65.66.67.68.69.70.71.72.73.74.75.76.77.78.79.80.8 1 FI82H{T-—Tii[t kb &, H
R RIS 350N s [ 2 W T M AR RS T T 15791

[0697]  5Zjite /7 2140 . FTARE St /5 2 13910 T A &9, FErb o 2wy Mk 14 12 1
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o 0
o
[0878] | \ppa 30 PR N7
H,N  OH
NH
. 6-F I 4,8, 11- DU A K ,—g; —
N4-BE 4] NH /=0 NH
iN— O
o)
Nle (S)-IE 52 R Hok/\/\
NH,
o)
nle (R)-IE5E 2 HOJY\/\
NH,
o)
e H
Nleu N-(5¢: T 55)- H &g HOJ\/N\)\
HoN OH
Nlys AT R ENTNTNTYY
o
o
Nma (S)-N-Ff k-1 2 i
—NH OH
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= (@]
nma (R)-N- k-1 & i /—‘(
—NH OH
SH
Nmc (R)-N-H FE-2f= [l 2 AR (/ {o
—NH OH
O~__OH
Nme (S)-N-H B3 2 8% \NLWOH
H 0
Nmf (S)-N-H B2 T 28R 2 o
—NH OH
0
Nmg N-HEE-HE R /—‘(
—NH OH
0
>_\ /w Q
SRR LA 1 — e 4.7- | HO —N OH
——— F,4,? R, - R 4,7 E N
Y, HO N \)
[0879]
O HO
OH
O=F|'—\
3-(((4,7- R (O H (50 1 220 ) W 1 ) ) N
NOPO i 3K)-1,4,7- =4 E-1- 0y | O EN\)““,P o
S (FR YW 195 ) 7 1 i “oH
HOVP\;H
0
?~OH
t e - T 7 i o =S »
—_— 2:,2 Fﬁ) :(:%; ZRAET T hE-147 [N/?
S HO N\)_>_0H
}‘ o]
o}
Nph N R 7 H\/@
phe - :
HoP A

246



CN 114341158 B

" BB B

115/233

NH2
Nva (S)-1E AR E R - OH
/\/1]/
O OH
020¢ 3,6- AR j/
HN™ " ~""0
cl
Oct (S)-2- M Hﬁ”m
HO™ YO
o]
Oct R /\/\/\.)J\
OH
H
HO
Oic (S)-/\ 2| 3o >,.{‘:O
o)
0 NH
Omr (S)-oo- I J s 2 1 HOJ\N\N J\N o
: H H
NH,
Ny Os__OH
[0880] | opc (S)-N-(UHL g e )- 19 i E J\(H\/\I
N NH,
o)
0
Om (S)- 2 AR HOJK;/\/\NHE
NH,
H,N e F
otf (S)-2-= 50 H -2 HO F
o)
PP 1 I 1 5k
N
K/ \éf
O
Pamb 4 B B I R /—©—<
HoN OH
HO  NH,
Pef (S)-4-R-HKH MR o>_<—©70|
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=
<
PCTA 3,6,9,15-PU % 4% — 32 [9.3.1]+ 9 N N_/COzH
B-1(15),11,13-=4-3,6,9-= 2 Hc)20/_ N
kc:ozH

PEGI12 (\0/\\/0\/\0/\/0
d i
ONO\/\O/\)LOH
HZN/\,/O\/\O/‘\/OJ
PEG6 o
HOJ‘K/\O/\/O\)
——SH
P R = E:
[0881] o)
—1—SH
S)- T Bz _
pen (S)-TH &N M \[(OH
o]
€)
%3k NH-I7 ‘\/‘\/\NJ}Hi
H
S
K #-S02- T4 F il i 2 V\/\:;Sf
(&)
O
Php 3-HRHFR @/\)LOH
Pip (S)-MR Mg -2-72 118 N (o]
. OH
N 0
Ppa (S)-4-MHk g ik - 7 = i N/
H,N  OH

OH
PPAC 4P IR /\j’ﬁf
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N
HO \ /NH
ReON4Ac N4Ac [RA-EROVEE S ©Re =0
0 N NH
/
o)
Rni (R)-Nk g % (i>—'(/
HN OH
HiH 7B i
SA i
c HS\)LOH
o)
Sni (S)-MR e P ( >/{
HN OH
o)
Spe 3-FEL AR
k= HS/\AOH
o)
-Suce- SISl S 34&1“2
o)
[0882]
H2N,I_ 0
Tap (2S,4R)-4- % -1 ke -2-FR R [HOH
H
F.. 0
Tip (2S,4R)-4-F - ML s L -2- 7R AR Q’J(C,H
H
0
Thi (S)-B-(2- M) 3k )- 7 A R S ] OH
\ NHy
Tic (S)-1,2,3,4-PU 5 55t WEmph -3 - PR i QjHO
NH OH
¥
tMeBn 1,3,5-= FF L3 T i 4t
# o
HoN>5
tMeBn(H-AET)
PR i
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tMeBn(H-PP)
}r‘ -

1,13- 5 -4,7,10- =5 2| = bi- o o

Ttds
TR T g i
T i HO‘W/\\/ﬂ‘N’N\/J
[0883] H

ZnDOTA DOTA IfjEE4 515 o&_(\\’”ﬁ

[0884]  ARGUHFARN SIS PRIE , ASCHRAL IR S35 7 1 LU g I S0 Uk
BN, H ARSI ) = RS | sk IS TR I A S A4 5 2o Pk 2
SRR S AP AE IR T S RS T8 AL LA AT o B S PR A A () AR 1 o 2 7 148 Qi AR
e B T A N — N/ s — N 2 SRR A L A o

[0885]  {REILfREA L T — N/ BRI G XA BRIV A 77 ) J ) L
#hE FIAEM (B A Fa- 2 SR, e ) o 2 35 Mo - 5L, A e 5 1A A2 I E 1
[0886] S Ll BEMR , fE H AR B, 5 — N FRERORC-a- I AR (SR T o
W, KEE TR RN T AL S BRI/ NS B T BRI 7 2 A E DALY
AAN A TR o

[0887]  fF—ANSE T 58 HH DA K ANAR SRS T, D5 TRL - - 2 SR €0 75 05 SR AL P AT
AP IIL - o - 2L

[0888]  fF—ANSiE T 5 HH DA K ANAR ST AR T, 21205 TRL - o S AR (0 79 05 BE AT
FT AP IIL - o - 2L

[0889]  ZRGUHA AN FI2s NH B, GERASC AT S Vb A A e AR ARGy, TS X
SRR S IR B AT — 50 i S A A W S AT AT F A oy sl B A PRI, A 1
EFE PR AT BRI S AR A R T HAM B S SN e S , 18 B4 B0 Tl S A A A / B
R AG A o 17 B G W B — AR AR Sl RIS, 5 AT DL ok 37 A 17 15 B o
ST T B Wl AT A 5 AR A rh [RMACOR GRS « e 27 P TR kL g R 4R 20 Y AT DA
M ARG E R EIE R AT 2 WPIAIE . L. Eliel .S . H.WilenflL.N.Manderf}]
“Stereochemistry of Organic Compounds” (Wiley-lnterscience,1994) .

[0890]  FEZRHITEH, A T IR W, , fE 2B 00 1, A S Wi a5 Fy LR A 4, (H
AR FE T A9 A, U A R BT AR I BE G S AD AR A AR A A HLAR 7
FURSE AT, O T 7 O, R R85 00 N, (S 850 U s P A A (HR
RHAFERT A A, QWA S Aa R B T AN IR I e G A 1A ST R e A A AR S A4
PR
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(08911 BRARAARBCUIHT , 75 M sl BEHR e S A A SO AN A 28 CoARin /7 [71) S22

[0892] A4 sl AR B IR R 2 SRR AU AT A= T LA AR 67 o AEATAN ST S, AR WY
HEMI— DA s BERBATR A U s BERR AT LEM A

[0893] &6 AKIMLE T OSSR A= Bl

ABIHIRT A

Ala

Aib, Bal, Abu, Gly; Nva, Nle

Cys

Hey, Nmc

Asp

Glu, Asn, Gln, Cya

Glu

Asp, Asn, Gln, Cya, WHRR, y-RE-BER,

Phe

Hfe, Phg, Bhf, Thi, Bta, JRIACKNEEE, MAARNEEE, [AMARADE, F
HENERR, WEENER, Tyr, Trp, EEFER, =®PEENER

Gly

Ala, ala, Nmg

Nmg

Pro, Ala, ala, Gly, Nma, nma

His

Ile

Leu, Val, Hle, Nva, Nle, Chg

Lys

Arg, Dab, Dap, Har, Egd, Omr, Hci, Cit

Leu

[0894]

Ile, Val, Hle, Nle, Nva, Moo

Met

Tle, Val, Hle, Nle, Nva, Moo

Nle

Ile, Val, Hle, Met, Nva, Moo

Asn

Asp, Glu, Gln, Cya, Thr

Pro

Aze, Plps Hyps Tfp, Cfp) Dmp, Tap, H3ps 4Ap, Cpps Hym, Chy; Dfp

Gln

Asp, Asn, Glu, Cya, Thr, Hse

Arg

Arg, Dab, Dap, Har, Egd, Omr, Hci, Cit

Ser

Thr, Hse, A75%E%

Thr

Ser, ﬁ%ﬁgg ’ %[J:ﬁ“ﬁgﬁ

Val

Leu, lle, Hle, Nva, Nle

Trp

Hfe, Phg, Bhf, Thi, Bta, RUHANEME, BUCHENEE, SAENZEE, T
HORHERR, WHEANERR, Tyr, Trp, ZEEFNER, —HTHERHER

Tyr

Hfe, Phg, Bhf, Thi, Bta, RIUCAAEM, BUCEAEAR, RAEAEDR, T
HAHERR, WHERXANER, Tyr, Trp, FEANEN, —HPEENER

[0895]  £&MEjik

(08961 Aty PR AT T T BN A 3 CoM I 1 55
[0897] NT-Xaal-Xaa2-Xaa3-Xaad------- Xaan-CT;

[0898]  Hifr,

[0899] 1. XaaxsZ WIS NT7RI AR E P I B A P B L BR B A4 S A AT Bl AT

iSE)
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[0900] 2. NTENA L, 5140 “H” (iF EINAR U 2 BN 2D |, s E & AR IR 4R S (W
A’ TR , SOl TR TN RS (Xaal) (IHAMB L7 3L P sk b 3L ]
=, DA

[0901] 3. CT/ECAMAET, Hal i & “OH” uk “NH,” (VA R R al i) kil 1% 7 5%
P T ORI LR U (Xaan) O E &I IH4E 'S -

[0902]  HA HRHEMF BB MG S BEITR

[0903]  —JRAIZRME SR 2 I P AN i 28 CoR i /5 0] 5 5 19«

[0904] NT-Xaal-Xaa2-Xaa3 (NT-Xabl-Xab2------- Xabn) -++-+-- Xaan-CT

[0905] L FRZRVEIK IR HE I BARIA 1 2 338 T Ui I S R = 4 i Xaax JNTAHICT .

[0906] 43 I ¥t Fi Xaax4s 5 Ja N FE SHEAE - 3 Sl B R (Lys) FREE (52
) A, 3X ARG 53 SO 1 e e B 1 T M s BRI Mk e - 2 3L B R A o

[0907]  FES RN AR T I3 5 “NT-Xab1-Xab2--++++-Xabn” [} 741 /454 . Hor

[0908] 1. Xabx 23T/~ AE 53 S IVRFE T A 125 x AL IR S R il A P [ 46 5 A 7T
BT,

[0909] 2 NT/@NAumE], PIANFFE I RIRINAE S (A “Ac” R CIR) |, sl & 7%
Fe T NRun R AD (Kab1) 1Y HA B P sl 3L P 25 =X, DA K

[0910] 3. 43 X Xabnf¥) i A ¢, Foam st B [ SR AL B BRI 51X R R 1 5k 2 55 e
(B RAPFRED) TE AR B , 1500 = 5 ke 4z

[0911] fﬁ:)]j(ﬂj(

(09121 SRBUIMER—BERIEATRINGE A0 N s AN 2 CoR i 15 5 1Y«

[0913] NT-Xaal-[Xaa2-Xaa3-Xaa4------ Xaan]-CT;

[0914]  HrR 2R M IR AR Fp O BR AR 1 2 318 T 1 IR 3 5k i Xaax JNTAHICT o JIKER
HIRFIE T S HEE

[0915] 1. 205485 Fon/E FUMEEALIATT SR F ORI IATRED) , LA K

[0916] 2 4575455 FonAE FAMGE HIAZE e OAZEFRED) «

[0917]  XPRNIREE 2 RER I U

[09181 1. Jfzs, Hrhfr BREe R FR B, — N A rh 2 S B E el (Bl
Lys) , Ifi 53— HANEE b oA R I B BT (1061 w) |, sl

[09191 2. i, HorhiREe R FR AL/ S IR & A SR 4 (BIANCys)

[0920] S HAWIAME TR (Yo) TUERIRAK

[0921]  MNZRir % CoRdim 15 B — I8 R IR 4 o .

[0922] NT-Xaal-[Xaa2(Yc) -Xaa3-Xaad------- Xaan]-CT;

[0923]  JHL A R PRI I AR FR I FRaR 128 35 T B BZ PRI 32 B FP 1 Xaax JNTAICT .
AN, Ye R MU T o AR ERIRIR AR L H IR REIE T F6- SR 0E , J1 a5 RoR IS 1 7k
AL F IR

[0924]  HENEIAFLEADIIFE S NAIEE T RIISAN RIME T e o Ye oS5 il
FREL MR o HEA, Ye oo S ERZ EFREL M BEATE o ;X BB LR AT — S5 Y e ottt
2 TAIFRY B PR A 2 P OO T R N S R Xaan OB B RE AT o 20 SR Xaan M £ 25 #
(fF4anCys) , T praR B itk o
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09251  FENAEFRHIME L4, Ac- [Cys (tMeBn (DOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH

IS5 M AT7R
[Cys Pro
e >—NH N Pro
ey
HO Thr

OH HNo—”
[0926] % POTA  tMeBn -g

o) & . NG 0
ﬂ:\N/;> NN eysl L o I
o OHQ/N \) op o NH NH
OH OHO
o OH Phe
[0927] Hrh,
[0928] 1. AcKfRAETHIINT,
[0929]  2.Cys.Pro.Pro.Thr.Gln.PheMICysk i = Hf{Xaal % Xaa7.
[0930]  3.OHXSRAEAHHICT,
[0931] 4. 5F A HpNAR G I FRARSRIN AT 165 ([ ) FRoRIMEX AN EREAL T 6 G
YREREL)

[0932] 5. 5 A HaNAS R 1 PR FRAE SR 165 (] 9 FORIMEX MR 20 E %%
1HF5D) .

[0933] 6. 53R ML UAFLELCy sHHARIITE 5 PN I tMeBr e FRERME T Yo o Hdt— 2P 45 5
T FOR NERZFFRIL ) Cy s o Ye bl o ik s Ze 2 T ATk pk i

[0934] 7. DOTAZE S PP I 45 T tMe Bk S 7 4343 i o i A I, 140 “Cy's
(tMeBn (DOTA-PP)) ” [ RIE A FE AL F2Hh (b 45 A9 A 3

[0935]  YEA K BHI—AN S0ty ik, SRR I e T Xaa T, HHZ K I K50 43 2 L R
Se AT L AR B B iR B ¥ FEL A -2 - 1,0 +1 Bk +2.

[0936]  oF - JIA v LA PR T30, Y 671 FEL A ) S SR A 0B AT 7 14 2 - COOH K, - SO, HIT
PR PRSP B 68 , v FL Aot TR S PO, I anAspek G Lulf v LTl - 1o

(09371 X F-iXFP AL, 1 1E FART 114 Sl S A A LA i A v A ad 2 k- ISR o 2 25
(RS EIR , HLv FRL AT N T AT 2 H |, BIANLy sk Arg i FL ARl +1

[0938] At S TR & AE HAMGE rp s A AR BE T 2 S5 R o AR BE 1451 4 S CONH2 L OH L\ F
CL CNAIZEER , (B0 2H SR FH A IR

[0939] AR PESASFR I HLAT N 0 A T — 28 S 2R, AEFRA I T B rp i L i A 20,
THA NI EARSE A pHIE , FL AT B S VTR BT F-1b , PRI A — e RE B A IE FL AT o
[0940]  ZJIKI R ZEN (50 % Bk 5 25) S FERR A frr L P AR PE 1)

(09411 {feadetth, 1F Fo frrik 67 FEL Air A7 B AR M el A AR 1 2 SRR T

[0942] 126576 5 S, A5 B HL AT TR S AR A A ik A2 /E Xaal 0.

[0943]  YE—BE5tE 5 2k, 7 1E FL A IR A SRR A A AL e 2 (1 Xaal 3, flLifiArg Fllarg .

)

253



CN 114341158 B W OB P 122/233 1

(09441 ARIEACK I AL W W] 5 256 ZEE P A0 5 B S AR e A7 AR U2k
AR B IR , B2 R 05 OB B0 o3 R T B0 B  AE AR B 42 K A
SR TEEA LA M Z R B A L W S WO RHRL A s — 8 i o e SR 3L P T
FILLGERE S8 S IR ATRIAL W S — B0 A5 E A B B AT (L7 R
[0945] 32 KA — AR BRI HR 2 S5 AAC A I S O PRI o3 PR X
FEPRRBR RS SE 5 BE 1 AT i) B T I OIS D0 e 2 AR, H ey I A
R R ) RS BN T 200 A, (e AN 150 A, i e AN 100 A.

[0946]  FE{Lei St s &, e - [XTa-, Horasg 12 104, AR GRS ia it
Hold v 5 A E REP I e 12 T HAE P A FR AR RBEE A (neighbor) « Bl IR EE
S LTRSS IR B Rl o RIS =P —

[0947] X, S IR VA KA X, (QIARATAE) %, BAE TR (2 B SACR I i X
X, QERATAE) 52, AN AEAEE M B S AR I S i .

[0948]  Bi{lL e G REMIZE AN - [X] -3, HorPas@ T 10/ R AL, (i dease 1228 1 526
15 1R 4B A 3RS, B X2 A, ol e 5 DA MR B REA I b e T3
FE AP HIARRBEE T I B JORSHE e 5 PRI S - W o I Pl o Ao e B — MR
"

(09491 fE—Aafte )y s, g X A m (8)

[0950] J[Lin2—R9—Lin3~]~
(8)

[0951]  Hirp,

[0952]  FBRLin® CARRA74E) R BELin® (ARAFAE) & FIRar s F1-CO- -NR™- . -S- . -
CO-NR'”--CS-NR'*~ -0~ ~BEFABGIL - F1-CH,-CO-NR " ; &1 JELin" sk Lin’ rh & /b—/iif
TERRIE T SRR, AT & R B AUR TSR

(09531 HCAhR' i [ %0R1 (C,-C) Kbt

(0954 DAKHAPR™E - (C,-C,o) Wkt~ - (C,-C BrIR-- W~ (C,-C, ) Wkidk- i
FHE- A (C,-Cp) WHEEE- - (€,-C,p) M- EE- (C,-C,) Whedt- .- (C,-C,p) T
BEEL- (C,-Cy) BRER- - (C,-Cg) BRER- (C,-C,) Mikidt- - (C,-C,) Wikikk- (C,-Cy) BRER- (C,-
Co) WHEHRE -~ (C4-C) ZHR - (C,-C ) WkidE - (C,-Cg) Abh- - (C,-Cy) F4FR- (C,-C, ) Wik
F- - (C)-Cy ) MELEHE - (C,-Cy) Z8Fh- (C,-C, ) MHEHE - - (CH,CH,0) - FM1- (CH,) - (CH,CH,0) -

a

(CH,) -3
(09551 DL e dHrfr,
[0956]  r 20 [11.2.3.4.5.6.7 .8 9F11OfF A 4855 5

[0957] /3K 11012 3SFNAfFI T LA K

[0958]  tJ23F 4012 34T 3855

[09591  fituetth, B T X AN G 2 R BEE 2 S, iR s e Wil S padt it , i PEX, &
X gy s H SR L R i, 4% E IS S e -

[0960] NS Ty S8 HR  APEX, X P e S A IR, Fh iR S B vt [ AR 3
IR AT — DI ST ZE R, SRR U FI B - S LRy - Z IR V8- R AR e - W AR M o -
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SR — P AERE— D RS 5 S, IR IR S SR B AR IR 2 TR » AU A
AR, A B A SR DR S SRS O, I s e A XA T AR

(09611 fE—SE )y S X, X, U e 2 FEIR , HLrh i i s LR UL ) A B S
FTRIER 5 T AR A AR o ;X A FEIR— M PT AR R AN -

o]
( 04 O
[0962] NH,
- 0-4
HQN%OH@Z) %%ﬁ%%ﬁﬁﬁﬂﬁﬁ -

(09631 YEA R WIEFEIN , b SR 2 R R ANl — 28 B AR I, b 2 S B e b — 22 B A
FEA R IATEIREIN 5 ety , i 2 HUAUZ 00 -NH, FI/ Bk Ac - NH-

[0964] AT FVEAGLEXI X R L (454432) HIARERE H AR (Gly) JB-IN %L (Bal) y-44
L TR (GABA) U B TKIR 2 E LR LA S AT 2 2 10 CH AR [R] 22 )

(09651 B A PEXI X M EA LR (Gh4933) (A3 - 2 B FHEE - R TR (4 - S B
S - IR HAR AR BER FHTR 3 - S S K HHR AN - S SR TR

[0966]  FHSCAL P12 i ICOOHAZARNH, I AT 2E [ 2 B R (F54432+33) 1l , Pk T/ EAS
PEXIR 8B e 1, 3- 8T 1, 4- 58U T He 1, 5- 8B Rt 3- sl AR AR
i A- s FE ORI 1, 2- T BN 1, 8- R UORAIL 4- TR,

(09671 FHSCAD P2 2 i N, FE AR COOHTIATAE [ 2 3R (S5432+33) I FRIR , B AL 1k 1]
TERPEXIE P R VBR IR X R O R - 417K — HIR 2k — FIR L AR — FRRR DA e 2,
B AR EEAR IR 6

[0968]  Yradb— B (M5t Jy 5 , Wik Sl BERR 2 B A7 2R Ik (DR de ol =) M2 LR « I
i, 1 S ER R C BT HLHR 230D B R T CAH Il D, 5 AN R0 2 A SR i 1) e
FRAELL , 095 b 2 R Ik 1) 2 B R (W s S /KRB I A SR NP X I i T N K =R
(XD b, IS5 SR o S S /KPR I o s PP EERR I 0 St g S fith a1, Hrh AR 2
BRAER T 20.1.2.3.4.5.6.7.8.9.10. 115 12N AL L IFERS

9]
H2N\/\ 0
0
[0969] {“\/ }/JLDH

0-12
(34)

[0970] (ke & REM B AR 2 Ttds (N- (3- {2- [2- (3~ EE AL - L] - A
BE) -PNEL) -BREARR) F11020c ([2- (2-54 8- LA ED) - CEE] -, gzl

(@]

HNTS" N0 O oy 7
[0971] o on Moo,
Ttds it 0200
(35) (36)

[0972]  FERuki Sty S H, Bk Bk F LA N I — N5 E Sl SR 1) T SR ARkl Ak
Ttds.020c.Apac.Gly.Bal.Gab.Mamb.Pamb.Ppac.4Amc.Inp.Sni.Rni.Nmg.Cmp.PEG6.
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PEG12PEG- 2418 , SE L e AR Bk B AT o

[0973]  YE S —AMICe s 7 i, ekt 20k H Ttds . 020c . Apac Gly.Bal .Gab.Mamb.
Pamb \PEG6 . PEG12MIPEG - S LR 1 — M X, , AR 3 — X A S XN A
FRE %k F A N RBRE B R T RS Bt IREE SO PR R e BB ket ik
AT L = AN R A S OL N, X TIET 1 (adaptor) DA S S IR I
ANFRPE R B AR 9 R X, N R T, UK h S A s e AR e 1.
ZANELEEZI

[0974] SR, e HOBE FHE 243 H IR AE SIS 00 N, O T PR e A mia v, T8k
BERINES S S5 A IS PR IT AR ARG &0, Bk s N AL el 5| AR E s 24~
FEL Ay SR 0 - TR B 2 U o o AR RS O N, R mT LUK S 7 S A is R e G A
AR, WX AT e & — P ARORE - Bl e AE B SR T30 (0 19Ye b
AL I S 18 e 75 i T AT BT s I e SRR A T B P A It Bk A 175 0 D AR G 4
A TXaal S -1 FiXaa 7SI 1+ «

[0975]  fr—ANSLhtE T ZErh , AR B S B 2 G0 o At , ik 25 2 AR B
Gy, Forh i B G5 B ek R Bz (Pl ami i #2250 8 T AL &9 - ik
S HLE N G B E GRS, e 8 2D — Ml i 6 & - Brd 2= /0 — ik
S I A0 FT T sl T2 Wik sliG T A/ slia sy 2 W i , SEpee vl AT el T
GRS Y 1k

(09761 JitI) _I A FH R0/ wlials FH A A IR S (LR 2 Wi AN/ sk 7697 1 25 7
ST E RN ST R o & Fh S FEIAER 257052 n] I B g2k, il Baner jee 55
A (Banerjee,et al.,Dalton Trans,2005,24:3886) N H A= ik (Price,et al.,
Chem Soc Rev,2014,43:260;Wadas,et al.,Chem Rev,2010,110:2858) o XA & 7145
THAPE TR VE CERIR S RERR  PUNEIE N3S N2S2HINAZE 4551, 4US 5,367,080 A.US 5,364,
613 A.US 5,021,556 A.US 5,075,099 AFIIUS 5,886,142 Affirik.

[0977]  RRFNEE AT L AT AV B FH{HAPR T-AAZTA\BAT.CDTA.DTA.DTPA.CY-DTA,
DTCBP.CTA.cyclam.cyclen.TETA.Sarcophagine .CPTA.TEAMA.Cyclen.DO3A.DO2A.TRITA.
DATA.DFO.DATA (M) \DATA (P) \DATA (Ph) \DATA (PPh) .DEDPA.H,octapa.H,dedpa.H.decapa.
H,azapaH2CHX DEDPA.DFO-Chx-MAL.DFO-p-SCN.DFO-1AC\DFO-BAC.p-SCN-Bn-DF0.DFO-
pPhe-NCS.DFO-HOPO.DFC. —J§k (Diphosphine) .DOTA.DOTAGA. .DOTA-MFCO.DOTAM-— 1% «
fFEL-DOTA A EL-PA-DOTA . p-NCS-Bz-DOTAPA-DOTA . DOTA-NCS.DOTA-NHS .CB-DO2A . PCTA
p-NH,-Bn-PCTA.p-SCN-Bn-PCTA.p-SCN-Bn-DOTADOTMA \NB-DOTA H4NB-DOTA H4TCE - DOTA .
3,4,3- (Li-1,2-HOPO) \TREN (Me-3,2-HOPO) \TCE-DOTA.DOTP.DOXP.p-NCS-DOTA.p-NCS-
TRITA.TRITA\TETA.3p-C-DEPA.3p-C-DEPA-NCS.p-NH2-BN-0X0-DO3A.p-SCN-BN-TCMC-
TCMC~4-583L T 3L -DOTA 2 (5L - B LI -DOTALBCN-DOTA . ] -DOTABCN-DOTA-GADOA3P.
D02a2p.D02A (JZ ;-H2do2a) \DO3A.DO3A-fififiz \DO3AtBu-N- (2- &5t £, 3E) L EE \DO2AP,
CB-D02A.C3B-D02AHP-DO3A DOTA-NHS - i « = RV i - DOTA - GA  Eb R I Jlig ek - - Pl -
DOTA. T4 K eI - DOTA\NH2-DOTA-GA\NH2 - PEG4-DOTA-GAGA p-NH, -Bn-DOTA. p-NO2-Bn-
DOTA~p-SCN-Bn-DOTA.p-SCN-Bz-DOTA.TA-DOTA . TA-DOTA-GAOTTADOXP.TSC-DTC.DTCBP-
PTSM.ATSM.H2ATSM.H2PTSM+Dp44mT «DpC~Bp44mT QT I 25 H4E Sl 5L iR IR - 2 FHmEm (hybrid
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thiosemicarbazone-benzothiazole) \éﬁﬁ%@ﬁﬂﬁvﬂiz,i%%ﬂttﬂi@@E{ﬁ%@ﬂﬁiHZLw&
HBED.HBED-CCdmHBED.dmEHPG .HBED-nn . SHBED . Br -Me 2HBED . BPCA .HEHA . BF - HEHA | 2=k fifil
(Deferiprone) -THP HYNIC (2-JHFELARE ) NHS-HYNIC HYNIC-Kp-DPPB.HYNIC-Ko-DPPB.
(HYNIC) (tricine) 2. (HYNIC) (EDDA) C1.p-EDDHA.AIM.AIM A,IAM B.MAMA.MAMA-DGal.
MAMA-MGal \MAMA-DA \MAMA-HADMacropa.Macropaquin.Macroquin-S03.N S, N252.N3S.
N4 MAG3B\NOTANODAGASCN-Bz-NOTA-R\NOT-P (NOTMP) \NOTAM.p-NCS-NOTA,TACN,TACN-
TM.NETANETA- Hi}}% . p- SCN-PhPr-NE3TA.C-NE3TA-NCS.C-NETA-NCS.3p-C-NETANODASA
NOPO.NODANO2A N-Benzy1-NODA.C-NOTABCNOT - B % B4 Sl Fe Il e 22k - B - e i - NOTA
NO2A-Z & L1 NO2A- T Bt .NO2AP \NO3AP \N-NOTA 41X -DO3A p-NH2-Bn-NOTA p-NH, -Bn-
8 -D03A . p-NO2-Bn-Cyclen.p-SCN-Bn-NOTA.p-SCN-Bn- %A ft-DO3A. TRAP . PEPA .BF - PEPA .
Pycup.Pycup2A.pycuplAlBn.pycup2Bn.SarAr-R.Diamsar.AmBaSar-R.siamSar.Sar.
Tachpyr.tachpyr- (6-Me) \TAM A.TAM B.TAME.TAME-Hex.THP-Ph-NCS.THP-NCS.THP-TATE.
NTP.H3THP.THPN.CB-TE2A.PCB-TE1A1P.TETA-NHS.CPTACPTA-NHS.CB-TE1K1P.CB-TE2A.
TE2AH2CB-TE2ATE2P.CB-TE2P MM-TE2ADM-TE2A . . 2C-TETA.6C-TETABAT.BAT-6 . NHS -
BATJi . SSBAT . SCN-CHX - A-DTPA-P.SCN-TETA . TMT - Jf&¢ . p-BZ-HTCPP.

[0978]  HYNIC.DTPA.EDTA.DOTA\TETA. 3 WS MRS (BAT) FZE 5 FI4EUS 5,720,934
HI s 2286 (DFO) 7F (Doulias,et al.,Free Radic Biol Med,2003,35:719) Fp2N T, P4
ML FIN,S N, S, FIN, 25 7 4EUS 5,367,080 A\US 5,364,613 A\US 5,021,556 A\US 5,
075,099 A.US 5,886,142 AHIATT, HF AT A 235 3Gk DU B R E L 48 51NN A .6
S -6-HEA A -1, 4- R -N, N N7 N7 -0 2 B8 (AAZTA) fEPfister®: A
(Pfister,et al.,EJNMMI Res,2015,5:74) 3, 258k, BI L, 2- — FI3E-3, 4- B30t ne
i, DL ST = (3, 4- 2 FLMEBERA) THP) #FCusnir®: A (Cusnir,et al.,Int J Mol Sci,
2017,18) HAATT, BE T Bl - PRI TntliE. (MAMA) 19285 717 Demoin®: A (Demoin, et al.,
Nucl Med Biol,2016,43:802) H1/\NJT, MACROPA M K Mp{rThiele: A (Thiele,et al.,
Angew Chem Int Ed Engl,2017,56:14712) i3 HF,1,4,7,10,13,16- SELZEA 756N,
N N N7 N7 N""" -5 1% (HEHA) FIPEPAR{U¥{EPricefl0rvig (Price,et al.,Chem
Soc Rev,2014,43:260) 1N, Pycup M 2R {UW{EBorosZE A (Boros,et al.,Mol Pharm,
2014, 11:617) HAH N N- (2-FRFE553E) £ 1 -N,N- 2R (HBED) 1,4,7,10-PY (3%
FAEEREFPED) -1,4,7,10-PUASEA+ 2 (TCM) < 2-[ GRFI3D) T-[5- (4- YRR EE-1-[4,7,
10-=- GZHIL) -1,4,7,10-PURZA T ke - 1- 381k -2-50) - %3] LR (3p-C-DEPA) CB-
TE2A.TE2A\TE1A1P.Diamsar.1-N- (4- 2 F"FHE) -3,6,10,13,16,19- /&4 31 [6.6.6] -
T ki-1,8-Jf% (SarAr) \NETA.N,NO,NOO= (2-$i 35 -1,4, 7- =F 2 T-4% (TACN-TM) «
{4-[2- OB-FRHEL -0 -8 -T- 3 HEL-[1,4, 71 =500~ F-1-38) - 28 (NETA) . 1
=W h O (DTP) (3- ({4, 7- - [(2-FR3E- 80 -3 - BRI AL L] - (1,4, 7] = &4 -
1- B} - L - B L) - AR (TRAP) WNOPO.H4octapaSHBED.BPCA.3,6,9,15- PUS(Z4 W
FR[9.3.1]-+ R &E-1(15) ,11,13-=45-3,6,9,- =% (PCTA) K 1,4,7,10,13- FL 2301
HEE-N,N N7 N/ N""-FH & (PEPA) /EPricefll0rvig (Price,et al.,Chem Soc Rev,
2014,43:260) AT, 1- 5L - 2- I BERREC & (HOPO) £EALlott%: A (Allott,et al.,Chem
Commun (Camb) ,2017,53:8529) AT, [4-FRHIE-6- GRHHAE - HH AL -5 D) -6-HH - [1,4]
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TR -1-3E ] - B8 (DATA) fETornesello%E A (Tornesello,et al.,Molecules,
2017,22:1282) H/H, PU GAH D) FHEE (TAM) M 25D fEMcAuley 1988 (McAuley,et al.,
Canadian Journal of Chemistry,1989,67:1657) HI/N, /Nih— (3, 4- FRILIEERR) (THP)
N EMaZE A (Ma, et al.,Dalton Trans,2015,44:4884) Hi/,N ).

[0979]  FAERHHIA T2 PRSI/ skins T VR 1A, 2- R R
(HYNIC) B8 97 F TAE LB AR AE T BN "Tef1'%% %8 Re (Schwartz,et al.,Bioconjug
Chem,1991,2:333;Babich,et al.,J Nucl Med,1993,34:1964;Babich,et al.,Nucl Med
Biol,1995,22:25) ; DTPA ] T-Octreoscan® 1 DL 2445 T i HL—Se &Mk £E Sk (Li, et
al.,Nucl Med Biol,2001,28:145;Brechbiel,et al.,Bioconjug Chem,1991,2:187) ;
DOTARYZE & 7 AE IR T FRIR R ] i Tweed1e5E A (US Pat 4,885, 363) ik ; 255 — 477
N ZEBEHEMZ A 4 (polyaza) KIAHEisenwiener® A (Eisenwiener,et al.,
Bioconjug Chem,2002,13:530) #iidt ; N, - B & A" Te -N, - HE & FIAEHEIAICCK - 252 (/1N
EHEHEZ (minigastrin) [HFH A E 2 H T kFrid (Nock,et al.,]J Nucl Med,2005,46:
1727) .

[0980] 75— NS Jy e, 4 B 2 £ 6 1 {EASBR T-DOTA .DOTAGA .NOTA .NODAGA .NODA-
MPAA .HBED.TETA.CB-TE2A.DTPA.DFO.Macropa-HOPO.TRAP.THP.DATA.NOTP.sarcophagine.
FSC.NETA.H4octapa.Pycup.NS, (N4.N2S2.N3S) JHynic. ™ Tc (CO) {é‘%ﬁﬂ&ﬁﬁéw\%, H
e

[0981]  DOTAFS/R1,4,7,10-PU%UZEA+ —kE-1,4,7,10-TUATR,

[0982]  DOTAGA#I I, 4,7, 10-PURZEIA+ k¢, 1- (R -4,7,10- =R,

[0983]  NOTAZ KL, 4,7- —H A Thi =R,

[0984]  NODAGAFZ/R1,4,7- = AL TLE-N- KRN \N"- &,

[0985]  NODA-MPAAZ RL,4,7- =% A T0i-1,4- R - R ATR,

[0986]  HBEDF: ol (2-F25H) £ I — IR,

[0987]  TETAF/R1,4,8,11-PH%RIZFA+k¢-1,4,8,11-PULFR,

[0988]  CB-TE2AZG R4, 11-0- GRHIEEHIEE) -1,4,8, 11-PU%Z 3R 16.6.2] -+ Nk,
[0989]  DTPAF R LM =IO,

[0990]  DFOFRERERR (Desferal) sk Ek% (Desferrioxamine) B 57140 , FRRR 14 55
B A PREN- [5- ({3- [6- (LML - A - L) - AR R A IR ] - AT} - R - 5
D) - TREET N7 - (523 - T D) N7 - - B AR

[0991]  Macropai&/mN,N - [ (6- 4k -2-MEng k) FHEL] -4, 13- Z 4008 18- 7,

[0992]  HOPOF 1/ \ L B e i 2 A 2 5 770 21, FEPR IR S I 5 AE N SO,
[0993]  TRAPRIR3- ({4,7-R-[ (2-F25E- L3 - BB FPAEE] - [1,4, 7] =& - 1-
SRR} - A - IR -INTR,

[0994]  THPER/Sihi = (3, 4-FEIEMEBERR)

[0995]  DATAZK R [4-FRHIEL-6- GRHIEL - FHEL -0 00) -6- WAL - [1,4] ZRURIRBR ST - 1-
]-Jg,

[0996]  NOTPFIKR1,4,7- =% ZIAT5e-N, NN - = (I SRS BR) |

[0997]  Sarcophagine71x3,6,10,13,16,19- /%2 F1[6.6.6] %%,

]
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[0998]

FSC#IR3,15,27- =5343&-7,19,31 - =#3£-10,22,34- =H1FE-1,13,25- =48

75 19’31_Eﬁ%_$ﬁz+ﬁ%_9’21 ’33_5%%_2’8’ 14’20’26’32_ﬁ@]ﬂ’

[0999]
[1000]
[1001]
[1002]
POk &

MAG3[)%
[1003]

[1004]
[1005]

Y,

[1006]

NETA, {4-[2- OB -FRHRE-H D) - 3] -7- P RE- (1,4, 711 =& F-1-H) - 2%
H4octapa,N,N"- (6- 3L -2-MEmE FE L) -N, N - 2 R-1,2- £ fi%,
Pycup%%/%l ,8- (2, 6-MEmE — 7 HH3E) -1,4,8, 11-PURIZLER-T-PU%L,

(N4, N252 ,N3S) Fon— AN~ Wil ik A B P B ) Rz o LA
?q ,,ﬁ‘:"ETc BeE W, JEHETe (V) -SARE S o — NEME R EFR i) 14 521
SR MR, PAK
MAG3Z s {2- [2- (3-FE- NI adFh) - OWiFEad it ] - Ot ad i) - 2R,
HYNICH /6 - JIfF 2L - IR
PTe (CO) - B A I FoR Ik SN E A, HL AR 5T S R R BUE iR i A

HAA LR N s
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" BB B

128/233

)
HO,C— — " CoH rccazH I/COZH
N N N /-N
HOE— W
HO C—EN NJL N( CO,H HO c—/N N
2 \ 4 COzH HO,G— N~ N A0 2 (" —COH
m
m=n=1DOTA NOTA prea CO2
m=n=2TETA
m=1, n= 2 TRITA
CO,H
r ON—OH
HO,C— /™ \~—CO:H N m
A . g L)
HO |\)
HBED NODAGA CO,H CB-TE2A
0
HE _‘(-\)L J\/\WH
% Y N
HO =N NH, N N \
\ N o} OH o}
0 H
DFO
HYNIC Lo N0
NH, T
[1007]
O O N -
OH HO | NH /N o
— N o
\ ;N (—0 O—>N/ N
oy Lo
|
q F HH N0
Macropa HOPO 596
~
N™ ™%
HO,C
HO,C 0
1 2 _\—p'{_ Y Yo
~\ HO “—N Os NH OH
0
0 |
N—/ N
HO,C ( HN H M)
d i HO-P=0 0 HO
NODA-MPAA S TRAP &
HN
HOL_\
o -
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CO2H HO, OH

N CORH o~ F{\O NH  HN
N HO-P__N 7N\
| M N
NC7 OH K ) H H
N NH  HN
CO,H o \ /
DATA NOTP P~ Sarcophagine
HO" b
NH,
N/\/j\o
o o]
d et I/COzH HOQC—\,N/ \N/—COZH

HN A (;\D\ N
[1008] \-OH HO-N ( \\ 7\ NN

N N
P N v e
o O HOC Nk COgH CO,H HO,C
| CO,H
o) FSC NETA Hjoctapa

NH2
]
O
CO5H
\/ e ELH/Y
&Y e
HOZC—/N‘ N leo
PYCUP MAG3 k
CO,H

(10091  fFE— M52t /7 2, itk 4 |/ 28 4 711 HEDOTALDOTAGA .NOTA .NODAGA .
NODA-MPAAHBED. CB-TE2A .DFO THP \N4 & L2514 .

[1010] A — " RERGE 9 e 7 2 b, BTk 45 B 55 7712% 1 DOTA\DOTAGA \NOTA \N4Ac Hll
NODAGA J H2R AW o

(10111 ARGURH RN e iR 28], B el DU IR 2557, AMeA L IHIN &Y
T EadE & T2 Wskiad T - XS A PR 2 H) HEW0 - 2009/109332 ATFRREA
[1012]  ARGURH RN edt—20 R 8], g S M, Ik 25 A R B AL
G BT B S S TG B SRR A BUEEE BT DA AR 25 745
AT ) 28 A 11 P BE o BHAfTE M A A B S W2 & 57 5 9 AR BRAE S WA o< ) 1
MAREE SR IERS G E G AL, SUR RS ST 6 B4 SRR 2 &7, H
HH R 4 T 4% A AR A AT AT IO 1 e A IO P 4 SR 4 A BB A o LS PIT ik 2 5771 <6
EEY, BlE EE SRR a G &7, SR ENE G SRS S Y.

[1013]  JERURVEE S FIE RS YAA 2 RN, 9140 2P Al v e Ve sl PR R RE DA
TE NEE DT TS S B S PIRC AR AR BUR TS U A A (1 an ST i ik 1)
AEMU MR B NS ) FT DA M U R S B AR - AN, B AT e AE R AN E AR Y
Y AR DA NS A G B S s M B A B T2 AN B S e B 51
AT S5 G0 i, R F—2 A AR RS R E B 45 5 (BIAneaEh) R

[1014] 2GSRI LUE SR sk I, B 250 (TR 2 iam 1Y) S IRk s R &
(PP G S AR AR A SN S RN B SN T A LA MG LS 2]
B : DOTADOTAGA \NOTANODAGA \NODA -MPAA \HBED . TETA.CB-TE2A.DTPA.DFO.DATA .
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sarcophagine N4 .MAG3AHynic, L ZDOTADOTAGA .NOTA .NODAGA .NODA-MPAA .CB-TE2AFI1
N4 o 7E 13X J7 T 0 P B e e B o

[1015]  ARGUSEAR N IG5 77)_FaxX A B RR AL, ik B RR PR 2 577 5 2 S U B
LA TP, RREAPR T RIR , T5 (LRI , B anis PR B , 2ANHS - B« U081 - i
HOBt - FiS AITHOA - il - TR TR o

[1016]  ARGUSEARN FRIBE2577)_FaxX A B RR AL, ik B AR P 2 S 57 SRR L
B A BRI, G R ANBR e S SR AN R S AR A R 5 7R I R s
NP —EE B 571, 4910 T R B B 2 B sl O A S AL AUYIDOTA,

[1017]  ARGUSHEARN R IAA], B0 BI2E FERFR T PSR AN/ SRR 2 W R M/ 555 5
2 REAHRTT MRFZ W) S A R A Rr I , SR B 9 a3 B S A L I S e B2 1R
Y.

[1018]  FEA A — S0 77 ZE 7, FIT il TBCE I A 2R AR IO PR AZ 22 o TR P A
SEARRE I T FAZ il & S L R 1 (R ) A2 s I A - A AN R 2 R
IPEREAR Y BT — B2 AZ IR - R BB A 32) 7522 S B A AN ARSI
TR A AFEE BT M1 FAZIN, 5306 R X e P R AT A
— N EBR A AN A R AT R BRI R AF e 2R, A A 2
SEAZIEA (AT R ) o B0, MU PR AT LU e d 4R By AL Y I 1%
T H— ok (S0 I, R AR eI AR o X2 inc i DL IR & AT B (EA B R L g AR
e I FAZ AT DA o1, sl Bt e R E R (X D R AR D) o A1
AR R P Bk EA S, R AZ R T (B - A BUE R B - 34D F—Fhesy
W, AR AR 2 B A SRR U R T A 2B I BE &L T LA
YRR DAy S ERITE A A G, 5l P Tl 5 52z Fr o R BB A it ok A A B 7 M
TR LA F 1, sl T RS2 R MR RS I - F -, AN o - 2 b S B0 1
{F3K (BC) s A A& St L1 H sl , s B AE RO R B R- AR T (IT) 1 b o] DAAE A
AR AR RSO N &S o — MR A, B & AR (SF) AR R E R
FICRH AL, T Ao IR N R A — B T [AZ R £

[1019]  FEAL IR RS ST 2 b, FIT B HEAZ 3 T il A WA 590 o

[1020]  FFA R W —A S50t 7 S, Tl U PR AZ Rl 5 5 2 S A4 1, TR BB A%
ZHEL B

[1021] 75 55— )5 b, AR W S — sk 2 I B AR R AR A R AL,
PaE iX BB i - R TR PEAZ 32 5 B i 5 20 it A 11 B2 TR TRC PR AZ 31 - X B I B 1
TR AR WIS P S F IR (FF LRI T & R I SR A/ sl ¢ (FF 28
B SR RAADER) I—EB 53

[1022]  FFA R IR S5t 7 S, PTal S a HEAZ 3R B e v W A/ slda 7 e = 2
IR B, AR 3o 10 B2 100K .

[1023]  FFA R IR S5ty S b, Pral i e AZ 3 B e v W A/ sl G 7 e =
AT AR  FRHE 0Ty AU A 25, 0 T2 W & i 5, 24 RE 0. 00425 10MeV , i1k
0.05F 4MeV o W T~ 1F FLF- A S A 25, 6 T2 T 5, AR AR N0. 6 13 . 2MeV , {1 &
6Me Vo X FRL1- & S A A2 3%, 6 TR 7 &I 5, B RE 0. 039 10MeV, {180 . 4 2

W

(ay
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6.5MeV,

[1024] AL IHRIPCIEE S0 2, AR U A% 208 Tl A=, DL B g . B
VAR, I IR A 25 T3k 1) GMP T

[1025]  fE AR BRI S0t 77 S b, U MEAZ R U R A a1 A = 52 Wi/
B IR YT MR 2 A  IEAN , AR 2R RE I, BUAAS T 22 S R W AN/ sy
BRI S5 B W 4 A R IO R B B A T
0261 27 AU B P T — B0 ST AT

~Hb

131/233 1T
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O 2 P | RN | R s | BB (MeV) bﬂ:ﬁﬁrﬁz‘
¥y | ORED | (R (G MeV])
itk
C-11 20.4 0.34 ECB+ 1.982
N-13 9.97 0.17 ECB+ 2.220
E2d
0-15 2.00 ECB+ 2.754
9,
F-18 110 1.83 B+ 1.656
Mg-28 20.9 p— 1.832
2
Al-28 2.24 0.04 [ 4.642
Al-29 6.56 p— 3.690
FE
Si-31 157 2.62 B 1.492
4
P-30 2.50 0.04 B+ 4.232
P-32 14.3 - 1.170
P-33 254 [ 0.077
i
[1027] S-35 87.4 p- 0.167
S-37 5.00 0.08
S-38 2.80 - 2.937
£
Cl-34ml 32.0 0.53 EC 5.693
Cl-38 37.2 0.62 B 4917
C1-39 55.6 0.93 - 3.422
Sc-43 3.89 EC 2.221
Sc-44 3.97 B+ 0.632
Sc-44ml 58.6 2.44 IT 0.271 98120’;'; C“g;gi?
Sc-46 83.8 B— 2.367
Sc-47 80.4 3.35 [ 0.601
Sc-48 43.7 1.82 B 3.988
Sc-49 57.4 0.96 - 2.002
£k
Ti-45 185 3.08 EC 2.062
Ti-51 5.76 - 2472
N
V-47 32.6 0.54 B+ 2.931
V-48 16.2 EC 4.013
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V49 330 EC 0.602
V-2 3.74 B 3.975
%
Cr-48 230 EC 1.655
Cr-49 21 | 070 Bt 2.628
Cr-51 277 EC 0.753
Cr-55 3.50 B 2.603
Cr-56 5.4 B 1.630
i
Mn-51 262 | 077 Bt 2.185
Win-Sml 200 | 035 EC 5.091 953?55; frc( (55323;;
Mn-52 5.59 Bt 3.689
Mn-54 312 EC 1377
Mn-56 2.58 B 3.696
Bk
Fe-52 8.28 EC 2375
Fe-53ml 254 T 3.042
Fe-53 851 EC 3.742
Fe-50 445 B 1565
Fe-61 5.08 B 3.977
[1028] il
Co-55 175 EC 3.451
Co-56 788 EC 4567
Co-57 271 EC 0.836
Co-58ml 9.15 T 0.026
Co-58 708 EC 2308
99.76% IT (0.05932).
Co-60ml 105 | 017 T 0.059 e, B—( (2'882))
Co-61 1.65 B 1324
Co-62ml 39 | 023 B 5337
"
Ni-56 146 | 610 EC 2.133
Ni-57 36.1 1.50 Bt 3.262
Ni-63 B 0.067
Ni-65 2.52 B 2.138
Ni-66 546 | 228 B 0.252
il
Cu-60 232 | 039 EC 6.128
Cu-61 341 EC 2238
Cu-62 974 | 0.16 EC 3.959
Cu-64 127 Bt 0.653 e Elr LLFR0),

38.5% B (0.5797)
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Cu-66 510 | 0.09 - 2.641
Cu-67 2.58 B 0.580
84 % IT (0.72163), 16%
Cu-68ml 3.75 IT 0.722 B—( 515 2))
Cu-69 2.85 B 2.681
B
Zn-60 2.38 EC 4171
Zn-62 9.26 EC 1.620
Zn-63 38.1 0.64 EC 3.366
Zn-65 244 EC 1.352
99.997% IT (0.43818),
Zn-69ml 13.8 IT 0.438 0.003%% B‘((1-348) )
Zn-69 57.0 | 095 B 0.910
Zn-71ml 3.92 B 2.970 QQ'QS?TB(:)_(@;L’)O‘US%
Zn-71 245 B 2.810
Zn-72 46.5 1.94 B 0.443
%
Ga-65 15.2 0.25 EC 3.255
Ga-66 9.40 EC 5.175
Ga-67 78.2 3.26 EC 1.001
[1029] Ga-68 68.0 L13 B+ 2.921
o, -
Ga-70 91,1 0.35 B 1.652 {?Zf;’;g (516222)
Ga-72 14.1 p— 3.998
Ga-73 491 B 1.598
Ga-74 8.12 0.14 B 5373
i
Se-70 410 | 0.68 B+ 2412
Se-72 504 8.40 EC 0.362
serm | 90 | o | e | ZAeECem
Se-73 429 7.15 EC 2.725
Se-75 120 EC 0.865
99.94% IT (0.09622),
Se-79ml 3.92 IT 0.096 ey ((0_ i )
estml | 512 | 055 | o | BOSemCins,
Se-81 18.5 0.31 B 1.587
Se-83 223 0.37 B 3.673
Se-84 326 B 1.836
"
Br-73 3.40 EC 4.580
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Br-74ml 415 0.69 EC 9.921
Br-74 253 0.42 EC 6.925
Br-75 98.0 1.63 EC 3.062
Br-76 16.2 B+ 3.941
Br-77 57.0 2.38 B+ 0.342
, 99.99% EC (3.574),
Br-78 6.64 0.11 EC 3.574 0.01% - (0F?2?46})
Br-80ml 26520 | 4.42 IT 0.085
0| a0 | 0 e | 1ew | HED2040
Br-82 35.30 1.47 B 3.090
Br-83 14340 | 239 B 0.972
Br-84 3180 | 0.53 B 4.656
Br-84ml 6.00 B 4.960
Br-85 2.90 B 2.905
A
Y-83 7.08 EC 4.470
4.532 (ECP+), 0.062
Y-83ml 2.85 EC 4.532 i ((:BiE 6())” 1Tot0
Y-84
Y-84ml 39.50 | 0.66 EC 6.490
[1030] Y-85 160.80 | 2.68 EC 3.250
Y-85ml 291.60 | 4.86 EC 3.270
Y-86ml 4800 | 0.80 IT 0.218
Y-86 14.74 ECB+ 4.22
0.381 (IT), 2.243
Y-87ml 13.37 IT 0.381 (ECP+), IT=98,43,
ECB+=1,57
Y-87 80.30 335 | ECp+ 1.862
Y-88 106.64 | ECp+ 3.623
Y-90ml 3.19 IT 0.682
Y-90 64.08 2.67 B 2.280
Y-91Iml 49.71 0.83 IT
Y-91 58.51 B
Y-92 3.54 B 3.639
Y-93 10.10 B 2.893
Y-94 19.10 | 032 B 4.919
Y-95 1070 | 0.18 B 4.420
B
Zr-84 25.90 ECP+
71-85 7.86 ECP+ 4.690
7r-86 16.50 ECP+ 1.480
Zr-87 100.80 | 1.68 ECB+ 3.665
Zr-88 83.40 EC 0.670
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3420 (ECpT), 0.588
Zr-89ml 4.18 IT 0.588 (IT), ECp+=6,23,
IT=93,77
789 7843 | 327 Bt 0.9
795 6398 | p- 1125
797 16.90 = 2.658
He
Nb-87 2.60 ECB+ | 5.170
Nb-87ml 3.70 ECB+ | 5.070
ND-88 1450 | 024 ECB+ | 7.200
Nb-88ml 7.80 ECB+ | 7.200
Nb-89 [14.00 | 1.90 ECB+ | 4290
Nb-89ml 7080 | LIS ECBr | 4290
Nb-90 14.60 ECBr | 6111
0.104 (IT), 1.357
Nb-91ml 60.86 | IT 0104 | Lon I1("=9}§,E e
Nb-95ml 86.60 | 3.6 T 0.236
Nb-95 3315 | B 0.926
ND-96 2335 = 3.187
Nb-97 7210 | 1.20 B 1.934
Nb-98ml 5150 | 0.86 = 4.586
[1031] *
Mo-88 8.00 ECB+ | 3.720
Mo-89 2.04 ECB+ | 5.580
Mo-90 5.67 ECBr | 2.489
Mo-91 15.49 ECBT | 4434
Mo-93ml 6.85 EE:TB+ 2830 | IT=99.88, ECB+=0.12
Mo-99 66.00 | 2.75 = 1375
Mo-101 1462 | 024 = 2.824
Mo-102 [1.30 = 1010
=
Te91 304 | 005 ECB+ | 6220
Te-91ml 330 | 0.06 ECp: | Gy | ool wopth0a5 T
ECB+~ 100, IT < |
Te-92 423 | 007 ECB+ | 7.870
3,593 (ECp), 0.392
Te-93ml 43.50 | 0.73 IT 0.392 (IT), IT=76.6,
ECB+=23.4
Te-93 2.75 EC 3.201
1730 (ECB+), 0.075
Te-94ml 5200 | 087 Bt 236 | (IT); ECP+= 100, IT <
0.1
Te-94 4.90 ECB+ | 4256
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1730 (ECB+), 0.039
Te-95ml 61.00 | ECB+ | 1730 (IT); ECP+=96.12,
IT=3.88
Te-95 20.00 EC 1.691
3.007 (ECB+), 0.034
Te-96ml 51.50 | 0.86 IT 0.034 (IT), IT=98.0,
ECp+=2.0
Te-96 10272 | 428 EC 2.973
Te-97ml 87.00 | IT 0.097
Te-99ml 6.02 IT 0.143
Te-101 1420 | 0.24 B- 1.614
Te-102m1 435 B- 4.530 - E—(E;;(I]’F;zm
Te-104 1820 | 030 B- 5.600
Te-105 760 | 0.13 B- 3.640
1]
Ru-92 3.65 ECB+ | 4.500
Ru-94 5180 | 0386 EC 1.593
Ru-95 1.64 ECB+ | 2.572
Ru-97 69.60 | 2.90 EC 1115
Ru-103 39.28 B- 0.763
Ru-105 4.44 B- 1.917
[1032] Ru-106 368.20 B— 0.039
Ru-107 376 | 0.06 B- 2.940
Ru-108 455 | 008 B- 1.360
4
Rh-95 502 | 008 ECB+ | 5.110
5.653 (ECB), 0.543
Rh-95ml 196 | 0.03 T 0.543 (T): % ECB+=12,
IT=88
Rh-96 990 | 0.17 ECBr | 6.446
Rh-97 3070 | 051 ECB+ | 3.520
3.779 (ECB+), 0.259
Rh-97ml 4620 | 0.77 ECB+ | 3.779 (IT); ECP+=94.4,
IT=5.6
Rh-98 870 | 0.15 ECB+ | 5.057
Rh-98ml1 350 | 0.06 Ecp+ | s0s7  |>0°7 R, 0.0(D);
ECB+=>0
2.167 (ECp+), 0.064
Rh-99ml1 4.70 ECB+ | 2167 | (IT), ECB+>99.84,IT <
0.16
Rh-99 1600 | ECB+ | 2.130
Rh-100 20.80 ECB+ | 3.630
Rh-101m1 104.16 | 434 EC 0.699 06;5(’:(59?80&1 7?‘(21T},
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2.323 (ECP+), 1.150
Rh-102 207.00 | ECp+ 2323 (o). E éﬁis()), B-—20
Rh-103mlI 56.12 0.94 IT 0.040
0.129 (IT), 2.570 (B-),
Rh-104ml 4.34 IT 0.129 IT=559. 8)?, B-=o.(1ﬁ3 )
Rh-105 35.36 1.47 [ 0.567
Rh-106ml 132.00 | 2.20 - 3.678
Rh-107 21.70 0.36 B 1.511
Rh-108ml1 6.00 - 4510
£l
Pd-97 3.10 ECp+ 4.800
Pd-98 17.70 ECp+ 1.873
Pd-99 21.40 ECB+ 3.365
Pd-100 87.12 3.63 EC 0.361
Pd-101 8.27 ECp+ 1.980
Pd-103 16.96 EC 0.543
Pd-109 13.43 [ 1.116
Pd-109ml 4.70 IT 0.189
Pd-111 23.40 0.39 B 2.190
Pd-111m1 5.50 IT 0.172 LTA (ELh A
IT=73, p—=27
[1033] Pd-112 21.03 p- 0.288
Pd-114 2.42 0.04 B 1.451
H
Ag-100 2.01 ECB+ 7.050
Ag-100ml 2.24 ECB+ 7.066 7.066 (ECB*), 0.015 (IT)
Ag-101 11.10 ECB+ 4.200
Ag-102 12.90 0.22 ECB+ 5.920
Ag-102ml 7.70 ECP+ 5.929 (ffi?;éiixigfir
Ag-103 65.70 1.10 ECB+ 2.688
4.286 (ECp+), 0.007
Ag-104ml 33.50 0.56 ECp+ 4.286 (IT), ECB+ = 100, IT <
0,07
Ag-104 69.20 1.15 ECp+ 4279
Ag-105 41.00 | ECp+ 1.346
Ag-106ml 201.84 8.41 EC 3.055
Awios | 2396 | 040 Bope | 205 | LOSECEDODS
1.649 (B—), 1.918
Ag-108 2.37 0.04 B 1.649 (ECB+), pB—=97.15,
ECB+=2.85
Ag-110ml 249.90 B 3.010 38129%:3‘?1}:818{;?
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Ag-111 178.80 7.45 p- 0.810
Ag-112 187.20 3,12 p- 3.956
Ag-113 322.20 5.37 p- 2.016
Ag-115 20.00 0.33 B 3.100
Ag-116 2.68 B 6.160
]
Cd-102 5.50 ECp+ 2.587
Cd-103 7.30 ECp+ 4.142
Cd-104 57.70 0.96 ECp+ 1.136
Cd-105 55.50 ECp+ 2.739
Cd-107 6.49 ECp+ 1.417
Cd-111 48.54 IT 0.396
Cd-115ml 44.60 B 1.627
Cd-115 53.46 2.23 p- 1.446
Cd-117ml 201.60 3.36 B 2.653
Cd-117 149.40 249 B- 2,517
Cd-118 50.30 p- 0.520
Cd-119 2.69 p- 3.800
Cd-119ml 2.20 p- 3.947
A
In-105 5.07 ECB+ 4.85
[1034] In-106 6.20 ECp+ 6.52
In-106ml 5.20 ECp+ 6.55
In-107 32.40 ECp+ 3.43
In-108 58.00 ECp+ 5.15
In-108ml 39.60 ECB+ 5.18
In-109 4.20 ECp+ 2.020
In-110 49 ECB+ 3.878
In-110ml 69.10 .15 ECB+ 3.940
In-111 67.92 2.83 EC 0.245
2.586 (ECp+), 0.664
In-112 14.40 0.24 ECp+ 2.586 (B—):  ECP+=56,
p—=44
In-113ml 1.66 IT 0.392
0.190 (IT), 1.642
In-114ml 49.51 IT 0.190 (ECP+), IT=96.75,
ECB+=3.25
0.336 (IT), 0.831 (B-),
In-115ml 4.49 IT 0.336 IT=(95.0, [5'=5.((E )
In-116ml 54.15 0.90 B 3.401
In-117ml 116.50 1.94 B 1.770 LETHLE G Ul
f—=52.9, IT=47.1
In-117 43.80 0.73 p- 1.455
In-118ml 4.45 B 4.483
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In-119ml 18.00 | 030 B- sgm | T WA LELLE;
B—=94.4, IT=5.6
In-119 240 | 0.04 B 2364
In-121m1 388 | 0.06 B- 3.674 36;42(5%01;:1”2”)
%
Sn-107 290 ECBt | 5.0
Sn-108 10.30 ECpr | 2092
Sn-109 18.00 ECBt | 3.85
Sn-110 a1l EC | 0638
Sn-111 3530 | 059 ECB+ | 2.445
0.077 (IT), L.113
Sn-113m 21.40 ECB+ |  L.113 (ECB+), IT=9LL,
ECp+=8.9
Sn-113 11509 | ECBr | 1.036
Sn-117ml 36l | 1T 0.135
Sn-119ml 29300 | 1T 0.090
Sn-121 2706 | 113 | p- 0388
Sn-123ml | 4008 | 0.67 = 1429
Sn-123 12020 | p- 1404
Sn-125 23136 | 964 | P 2364
Sn-125ml 952 B 2364
[1035]
Sn-127 2.10 B 320
Sn-127ml 213 3 321
Sn-128 5910 | 099 B 127
Sn-129 223 B 4.00
4.035 (B-). 0.035 (IT). B
Sn-129ml 6.90 B 4.04 . 1(30’)”: b
Sn-130 372 3 215
2
Sb-113 667 | 011 B+ 3.905
Sb-114 349 | 0.06 Bt 5.880
Sb-155 3210 | 054 B+ 3.030
Sb-116 1580 | 026 B | 4707
Sb-1l6ml | 6030 | Lol B 5.090
Sb-117 6280 | 280 B 1757
Sb-118 360 | 0.06 B 3.657
Sb-18ml 5.00 B 3.907
Sb-119 3819 | 159 | EC | 0594
Sb—120ml 13824 | 576 | EC | 268l
Sb-120 1589 | 026 ECBr | 2.681
1.979 (B-). 1.620
Sb-122 6528 | 272 | B 1.979 (ECB+}(,BB—)=9?.S9,
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ECp+—2.41
Sb-122m2 4.19 0.07 IT 0.164
Sb-124m2 2020 | 034 IT 0.037
Sb-124 60.20 B- 2.905
Sb-126ml1 19.15 | 032 B 3.688 3 683_(5;(1’;):116 4{IT),
Sb-126 12.40 B 3.670
Sb-127 92.40 3.85 B- 1.581
Sb-128 9.01 B 4.380
Sb-128ml1 1040 | 0.17 B— 4.380 4'3252:;2?_?’
Sb-129 259.20 | 4.32 B- 2.380
Sb-129m1 1770 | 030 B 4.231 4'23';_(5;;” }Tsj lls(m’
Sb-130 40.00 | 0.67 B— 4.960
Sb-130mlI 6.30 0.11 B 4.960
Sb-131 23.00 | 038 B— 3.190
Sb-132 2.79 B 5.290
Sb-132ml 4.15 0.07 B 5.290
Sb-133 2.50 0.04 B 4.003
[1036] =
Te-112 2.00 ECB+ 435
Te-114 15.20 ECP+ 2.8
Te-115 5.80 ECP+ 4.64
Te-115ml 6.70 ECP+ 4.66 kil (EESEILOISE (I,
Te-116 2.49 EC 1.510
Te-117 62.00 | 1.00 ECB+ 3.535
Te-118 360.00 6 EC 0.278
Te-119 961.80 | 16.03 ECP+ 2.293
2.554 (ECp+), 0.261
Te-119ml1 282.00 | 47 ECP+ 2.554 (IT), ECB+ = 100, IT <
0.008
0.294 (IT), 1.334
Te-121ml 154.00 IT 0.294 (ECB+), IT=88.6,
ECB+=11.4
Te-121 17.00 EC 1.040
Te-123ml 119.70 IT 0.248
Te-125ml 58.00 IT 0.145
Te-127ml 109.00 IT 0.088 []Ofiz(g)ﬁnﬁﬂg(f_)
Te-127 9.35 B— 0.698
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0.105 (IT), 1.604 (B-),
Te-129ml 360 | I | 0.0 o 6;,5337(5 )
Te-129 6960 | 116 B | 1498
Te-131ml 3000 | 125 | p- | 2415
Te-131 2500 | 042 B | 2233
Te-132 7820 | 326 | B | 0493
3.254 (), 0334 (IT),
Te-133ml | 5540 | 092 B- | 3254 B=$‘5}, e
Te-133 245 | 02l B- | 2920
Te-134 4180 | 070 - | 1560
it
117 222 ECpr | 467
118 370 ECpr | 7.04
7.144 (ECp+), 0.104
-118ml 8.50 BCBr | 744 | c:s+ o e
119 19.10 ECpr | 351
-120ml 5300 | 088 ECpr | 5615
120 $1.00 | 135 ECpr | 5615
121 12720 | 2.12 ECB+ | 2270
1122 362 | 0.6 ECpr | 4234
1123 13.20 EC | 0159
[1037] I-124 10032 | 4.18 B+ 2.14
125 50408 | EC | 0.035
2.155 (ECp), 1.258
1126 1302 | ECpr | 2155 (B-), ECB+=56.3,
p-=43.7
2118 (B), 1.251 (ECPH),
1128 2499 | 042 B~ | 218 |5—LB93?1,EC|5JE=6-[; }
130 1236 B | 2949
0.040 (IT), 2.989 (B ),
-130m 9.00 T | 0040 " B—=l6('3 )
131 19296 | 804 | B | 0806
0.120 (IT), 3.697 (B ),
1-132ml 83.60 | 139 T | 0120 ITLST;, s bl
132 230 b= | 3577
133 2080 B- | 1770
134 5260 | 0.8 B— | 4170
| 0.316 (IT), 4486 (B ),
-134ml 3.60 | 0316 ory 5_:2_(5 )
1135 6.61 B- | 2648
]
La-127 510 ECpr | 4.69
La-127ml 3.70 ECp+ 4.705
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La-827 5.00 ECB+ 6.7
La-129 [1.60 ECBt | 372
La-130 8.70 ECB+ 56
La-131 59.00 | 0098 ECB+ | 2.960
Ta-132 430 ECpt | 4710
0.188 (IT), 4.898
La-132m1 2430 T 0.188 (ECB+), IT=76,
ECp+=24
La-133 23472 | 3912 ECBr | 223
La-134 667 | 011 ECB+ | 6.450
La-135 19.50 ECpt | 1200
La-136 9.87 ECB+ | 287
La-140 2027 | 168 B 3.762
La-14] 3.93 B 2.502
La-142 9250 | 154 B 4.505
La-143 1423 | 024 B 3.425
il
Ce-129 350 | 006 ECB+ | 5.05
Ce-130 2500 | 042 ECBt 22
Ce-131 1020 | 0.17 ECB+ 3
Ce-131ml 5.00 ECp+ 4
Ce-132 21060 | 351 ECB+ | 129 | 1.29 (ECB+H), 2.341 (IT)
[1038] Ce-133 97.00 | 1.62 ECB+ 2.9
Ce-133ml | 29400 | 49 ECBt | 2.937
Ce-134 7200 | 3.00 EC 0.500
Ce-135 17.60 ECB+ | 2.026
0.254 (IT), 1.476
Ce-137ml 3440 | 143 T 0.254 (ECB+), IT=99.22,
ECB+=0.78
Ce-137 540.00 | 9.00 EC 1222
Ce-139 13766 | EC 0278
Ce-141 3250 | B 0.581
Ce-143 33.00 | 138 B 1.462
Ce-144 28430 | p- 0319
Ce-145 3.01 B 254
Ce-146 13.52 B 1.04
B
Pr-133 6.50 ECB+ 43
Pr-134 17.00 ECB+ 62
Pr-134ml [1.00 ECB+ 6.2
Pr-135 24.00 ECBt | 372
Pr-136 310 | 022 ECBr | 5.126
Pr-137 7660 | 1.8 ECBt | 2702
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Pr-138ml 2.10 ECBr | 43801
Pr-139 451 ECBt | 2.129
Pr-140 339 ECB+ | 3388
Pr-142ml 1460 | 024 IT 0.004
Pr-142 19.12 B 2.162 B—~ 100, EC=0.0164
Pr-143 1356 | p- 0.934
Pr-144m1 720 | 0.12 IT 0.059 IT = 100, B =0.07
Pr-144 1728 | 029 B 2.997
Pr-145 5.98 B 1.805
Pr-146 24.15 B 42
Pr-147 1360 | 023 B 2.69
Pr-148 227 B 4.93
Pr-148ml 2.00 B 5.02
Pr-149 226 B 3.397
58
Nd-134 8.50 ECB+ 2.77
Nd-135 12.40 ECB+ 43
Nd-135ml 5.50 ECB+ | 4856
Nd-136 5065 | 084 ECB+ | 2210
Nd-137 38.50 ECB+ 3.69
10391 Nd-138 30240 | 5.04 EC L1
3.021 (ECBH), 0.231
Nd-139ml | 330.00 | 5.50 ECB+ | 3.021 (IT), ECB+=88.2,
[T=11.8
Nd-139 2070 | 0.0 ECB+ 2.79
Nd-140 20220 | 337 EC 0222
Nd-141 249 ECBr | 1.823
Nd-147 10.98 B 0.896
Nd-149 1.73 B 1691
Nd-151 1244 | 021 B 2442
Nd-152 11.40 B L1l
i
Pm-137 2.40 ECB+
Pm-138m1 324 Elairty 6.9
IT
Pm-139 4.15 ECB+ | 452
Pm-140m1 5.95 ECB+ 6.09
Pm-140m2 5.95 ECB+
Pm-141 2090 | 035 ECBr | 3.715
Pm-143 265.00 | EC 1.041
Pm-148m| 4130 | B~ 2.606 2'6315:(55__ :]’ ?‘IITZLSST[I]T)’
Pm-148 12888 | 537 B 2.468
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Pm-149 53.08 221 B— 1.071
Pm-150 2.68 B— 3.454
Pm-151 28.40 1.18 B 1.187
Pm-152 4.12 B 3.5
Pm-152ml 7.52 B 3.56
Pm-152m2 13.80 B B~ <100,1T>0
Pm-153 5.25 B 1.9
Pm-154ml 2.68 B 4.05
¥
Sm-138 3.10 0.05 ECp+ 3.900
Sm-139 2.57 0.04 ECB+ 5.460
Sm-140 14.80 0.25 ECp+ 3.020
4.719 (ECB+), 0.176
Sm-141ml 22.60 0.38 ECB+ 4.719 (IT): ECP+=99.69,
IT=0.31
Sm-141 10.20 0.17 ECB+ 4.543
Sm-142 72.49 1.21 ECB+ 2.090
Sm-143 8.83 ECp+ 3.443
Sm-145 340.00 EC 0.617
Sm-153 46.80 1.95 B 0.810
Sm-155 22.30 0.37 B— 1.627
[1040] Sm-156 9.40 B 0.722
Sm-158 5.30 0.09 B— 1.999
H
Eu-143 2.63 ECp+ 5.275
Eu-145 142.56 | 5.94 ECp+ 2.660
Eu-146 110.64 | 461 ECB+ 3.878
Eu-147 24.10 | ECp+ 1.722
Eu-148 5450 | ECp+ 3.107
Eu-149 93.10 EC 0.692
. ECB+=11, p—=89, IT <
Eu-150 12.62 B— 1.013 B " 1[:)_8
=78 B
Fu152m 1 032 b | e [ EBER
Eu-152m2 96.00 1.6 IT 0.148
Eu-154ml 46.30 0.77 IT 0.145
Eu-156 15.19 B 2.451
Eu-157 15.15 B— 1.363
Eu-158 45.90 0.77 B 3.490
Eu-159 18.10 B 2.514
B
Gd-144 4.50 ECB+ 3.74
Gd-145 22.90 0.38 ECB+ 5.050
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Gd-146 4830 | EC 1.030
Gd-147 3810 | 159 | ECB+ | 2.187
Gd-149 22560 | 940 | ECp+ 1314
Gd-151 12000 | EC 0.464
Gd-153 24200 | EC 0.485
Gd-159 18.49 p— 0.971
Gd-161 3.66 B 1.956
Gd-162 8.40 B 1.39
Y
Tb-147 1.65 ECB+ | 4.609
Tb-148 1.00 ECB+ |  5.690
Tb-148ml 220 ECB+ 5.78
3.636 (ECP+), 4.113
Tb-149 4.15 B+ 2.62 (@:; ECP+=833,
a=16.7
Tb-149ml 4.16 ECB+ | 3.672 12;125%% 4;}33 {g‘g
Tb-150 3.27 ECBr | 4.656
Tb-150ml 5.80 ECB+ 5.13
2.565 (ECp+), 3.497
Tb-151 17.60 B+ 1.54 (@); ECB+= 100,
4=9.5-10-3
[1041] 0.502 (IT), 4.492
Tb-152ml 420 IT 0.052 (ECB+), IT=78.8,
ECB+=21.2
3..990 (ECB+), 3.090
Tb-152 17.50 ECB+ | 3.990 (@); ECB+= 100, a <
7:10-7
Tb-153 56.16 | 234 | ECp+ 1.570
3.56 (ECB+), 0.25 (B-),
Tb-154 21.40 ECBr | 3560 | - CB(+ :'3; 00 <(g.1
3.56 (ECB+), 0.0 (IT),
Tb-154ml 9.4 ECB+ | 3.560 | 0.25(B-), ECp+=78.2,
IT=21.8, - < 0.1
3.56 (ECB+), 0.0 (IT),
Tb-154m2 22.7 ECB+ |  3.560 - CB(+=9BS‘2, sz(l _8)
Tb-155 127.68 | 532 EC 0.821
Tb-156ml 24.40 IT 0.050
Tb-156m2 5.00 IT 0.088 | 0.088 (IT), 2.532 (ECB+)
2.444 (ECp+), 0.434
Tb-156 12840 | 535 | ECp+ | 2444 (B-);  ECP+= 100,
p—=2
Tb-160 72.30 . 1.835
Tb-161 16584 | 691 p— 0.593
Tb-162 760 | 0.13 p— 2.510
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Tb-163 19.50 | 0.33 B- 1.785
Tb-164 3.00 B 3.89
Tb-165 2.11 B 3
it
Dy-148 3.10 186 ECp+ 2.678
Dy-149 4.20 252 ECP+ 3812
4351 (), 1.794 (ECB+),
Dy-150 7.17 | 4302 ECB+ 1.794 &=36, ECB+=64
2.87 (ECB+), 4.180 (),
- ] + A )
Dy-151 17.90 ECP 2.870 ECR+=04.4, 5=5.6
0.60 (ECB+), 3.727 (a),
Rgelaa “at Bl 0600 1 £¢(2)=09.900, a=0.100
2.17 (ECB+), 3.559 (),
- +
Dy-153 6.4 ECP 2.170 HCP+~ 100, 00,0094
Dy-155 9.90 ECB+ 2.095
Dy-157 8.14 ECB+ 1.341
Dy-159 14440 | EC 0.366
Dy-165 2.33 B- 1.290
Dy-166 81.60 3.40 B— 0.486
Dy-167 6.20 B 2.35
Dy-168 8.70 B 1.6
[1042] @(
4.129 (ECB+), 4.015 (a),
Ho-153 2.01 ECB+ 4129 | L g 09.049, 00,051
. 4.179 (ECB+), 4.119 (w),
¥ Pt AT
Ho-153ml 9.30 ECB 4.179 HCR-00.80, 50,18
5.751 (ECB+), 4.042 (o),
Ho-154 11.76 ECP+ 5.751 BORH—00.081, 40,010
6.071 (ECB+), 4.362 (),
Ho-154m1 3.10 ECP+ 6.071 | 0.320 (IT), ECB+ = 100,
@ <0.001,IT=0
Ho-155 48.00 | 0.80 ECP+ 3.102
Ho-156 56.00 | 0.93 ECB+ 5.060
Ho-157 1260 | 021 ECP+ 2.540
Ho-158 11.30 ECB+ 4.23
4.297 (EC+), 0.067
Ho-158ml 28.00 IT 0.067 | i1y, BB+ <19, IT> 81
- 4.41 (ECB+), 0.18 (IT),
- Pt d
Ho-158m2 21.30 ECB 4.410 R Stk Trd
Ho-159 33.00 | 0.55 ECB+ 1.838
Ho-160 25.60 ECP+ 3.29
0.06 (IT), 3.35 (ECP+),
Ho-160m1 301.20 | 5.02 IT 0.060 IT=65, ECB+=35
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Ho-161 150.00 | 2.50 EC 0.895
0.106 (IT), 2.246
Ho-162ml1 67.00 | 1.12 IT 0.106 (ECB+),  IT=62,
ECB+=38
Ho-162 1500 | 025 ECBt | 2.140
Ho-164ml1 3750 | 0.63 IT 0.140
Ho-164 2000 | 048 EC 0087 | 0987 (EC),0.962 (B-):
EC=60 , B—=40
Ho-166 2680 | 112 B 1.855
Ho-167 3.10 B 1.007
Ho-168 2.99 B 291
Ho-169 4.70 B 2.124
Ho-170 2.76 B 3.87
H
, B 2.032 (ECB+), 4.280 (a),
Er-154 373 ECB+ | 2032 Ec5{+=9';_5)3, (1=0.4(? )
3.84 (ECB+), 4.12 (a),
ERLE - e S EC|3+(=99?9'?)8‘ {1=0.(02)2
Er-156 19.50 ECB+ 137
, . 3.50 (ECB4), 3.30 (a).
Er-157 18.65 ECB+ 3.5 - cgi . ?03 o 0?0;
[1043] Er-158 137.40 2.29 EC 0.9
Er-159 36.00 ECBr | 2.769
Er-160 28.58 EC 033
Er-161 19260 | 321 ECB+
Er-163 7500 | 1.5 ECB+ 121
Er-165 621.60 | 1036 EC 0376
Er-169 22320 | 930 B 0.340
Er171 45120 | 7.52 B 1.490
Er-172 4930 | 205 B 0.891
Er-174 330 B 18
%
Tm-157 i ECB+ | 448
Tm-158 3.98 ECB+ 6.6
Tm-159 9.13 ECB+ 3.85
Tm-160 9.40 ECB+ 5.6
Tm-161 33.00 ECB+ 3.16
Tm-162 2170 | 036 ECBr | 4810
Tm-163 108.60 | 181 ECB+ | 2439
Tm-164 2.00 ECB+ | 3.962
Tm-164m] 510 ECB+ | 3962
Tm-165 30.06 ECB+ | 1592
Tm-166 462.00 | 7.70 ECB+ | 3.040
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Tm-167 22176 | 924 | EC | 0748
1679 (ECpT). 0.257
Tm-168 93.10 | ECB+ | 1679 | (B), ECB+=99.990,
B-=0.010
Tm-170 12860 | B~ | 0968 ”{‘;’_'; (ggﬂ[:ggnéif)g
Tm-172 6360 | 265 | p- | 1880
Tm-173 824 B- | 1298
Tm-174 540 3 3.08
Tm-175 1520 | 025 = 239
Tm-176 190 B 3.88
-

Yb-160 480 ECpr | 23
Yb-161 220 ECp+ | 415
Yb-162 1890 | 032 EC | 1.660
Yb-163 1.05 ECp+ | 347
Yb-164 75.80 EC 1
Yb-165 9.90 ECp+ | 2762
Yb-166 5670 | 236 | EC | 0304
Yb-167 1750 | 029 ECp+ | 1954
Yb-169 3200 | EC | 0909

[1044] Yb-175 10056 | 419 | P 0.47
Yo-177 190 B | 139
Yb-178 7400 | 123 B~ | 0645
Yb-179 8.00 B 24
Yb-180 240 3

%
Lo-l62m2 | 190 ECp+
Lu-164 314 ECBr | 625
Lu-165 10.74 ECpr | 392
Lu-166 265 ECp+ | 548
Lu-l66m2 | 2.12 ECp+ | 5523 (I,i;éééfiﬂgg e
Lu-167 5150 | 086 ECP+ | 3.130
Lu-168 5.50 ECp+ | 448
Lu-168ml | 670 ECB+ | 4700 472&?2;}?22‘“
Lu-169 3406 | 142 | ECpr | 2293
Lu-170 2800 | 200 | ECpr | 3459
Lu-171 19728 | 822 | ECBr | 1479
Lu-172 16080 | 670 | ECBr | 2519
0.171 (IT), 1.545 (EC),

Lu-174ml 14200 | | 0171 IT=9(9.3)8, iy
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Lut76m 68 b | s | L31660.020ED,
Lu-177ml 160.90 B— 1.468 "?j‘ﬁé ; (1)1?:;)1{?)

Lu-177 6.71 B— 0.490
Lu-178ml 22.70 0.38 B— 2.219
Lu-178 28.40 0.47 B— 2.099
Lu-179 4.59 B 1.405
Lu-180 5.70 B 3.1
Lu-181 3.50 B 2.5
Lu-182 2.00 i
B
Hf-166 6.77 ECB+ 28
Hf-167 2.05 ECB+ 4
Hf-168 25.95 ECp+ 1.8
Hf-169 3.24 ECB+ 3.27
HE-170 16.01 EC 1.1
Hf-171 12.1 ECP+ 2.4
Hf-173 23.60 0.98 ECB+ 1.610
Hf-175 70.00 EC 0.686
Hf-177ml 51.40 0.86 IT 2.740
[1045] Hf-179m2 25.10 IT 1.106
1.141 (IT), 1.287 (B-),
Hf-180ml1 5.50 IT 1.141 [T=(993?, B—=0(E )
HE-181 42.40 B— 1.027
1.546 (B-), 1.173 (IT),
Hf-182m1 61.50 1.03 B 1.546 B—TSS),IT=42{ )
Hf-183 64.00 1.07 B— 2.010
Hf-184 4.12 B 1.340
Hf-185 3.50 B
Bl
Ta-168 2.00 ECB+ 6.7
Ta-169 4.90 ECB+ 4.44
Ta-170 6.76 ECp+ 6
Ta-171 23.30 ECB+ 3.7
Ta-172 36.80 0.61 ECB+ 4.920
Ta-173 3.65 ECB+ 2.790
Ta-174 1.20 ECB+ 3.850
Ta-175 10.50 ECp+ 2.000
Ta-176 8.08 ECB+ 3.110
Ta-177 56.60 2.36 EC 1.166
Ta-178ml 2.36 EC 1.910
Ta-178 9.31 0.16 EC 1.910
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0.854 (EC), 0.708 (),
Ta-180 8.15 EC | 0854 o B—=1iﬁ
Ta-l2ml | 1584 | 026 T 0.52
Ta-182 [1500 | p- | 1814.000
Ta-183 2240 | 500 | p- | 1070
Ta-184 8.70 B- | 2870
Ta-185 2900 | 082 B | 1992
Ta-186 1050 | 0.18 B~ | 3.000
4
W-170 242 ECp+ 3
W-I71 238 ECp | 46
W-172 6.60 ECBr | 25
W-173 7.60 ECpr | 4
W-174 31.00 ECB+ | 19
W-175 35.20 ECp+ | 201
W-176 250 EC | 079
W-177 13500 | 225 ECP+ | 2.000
W-178 2170 | EC | 0.091
0222 (IT), 1282
W-179ml 6.40 | 0222 | (ECH),IT=99.72,
ECp+=028
10461 W-181 12120 | EC | 0.8
W-185 7510 | B | 0433
W-187 2372 | 099 | p | 13l
W-I88 6940 | p- | 0349
W-189 1150 B 25
W-190 30.00 3 127
!E'%
Re-173 198 ECp | 48
Re-174 240 ECp | 65
Re-175 5.89 ECpr | 43
Re-176 530 ECBr | 56
Re-177 1200 | 023 ECB+ | 3400
Re-178 320 | 022 ECPr | 13.200
Re-179 19.50 ECp+ | 271
Re-180 245 | 004 ECP+ | 3800
Re-181 2000 ECBr | 1739
Re-182 64.00 EC | 2800
Re-I82m 1270 ECB+ | 2.800
Re-183 7000 | EC | 0556
0.188 (IT), 1.671 (EC),
Re-184ml 16900 | I | 0.188 g i
Re-184 3800 | ECpr | 148
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Re-186 9048 | 3.72 B- 107|082 (EC), 1.069 (B-):
EC=7.47, p-=92.53
Re-188ml 1860 | 031 T 0.172
Re-188 16.98 B 2.120
Re-189 2430 | 101 B 1.009
Re-190 3.10 B 3.15
3.269 (B-), 0.119 (IT),
Re-190ml 19200 | 32 B 3.269 Bzg‘:j, i =45f6 )
Re-191 9.80 B 2.045
e
0s-176 3.60 ECB+ 32
Os-177 2.80 ECB+ 45
Os-178 5.00 ECB+ 23
0s-179 6.50 ECB+ | 3.68
0s-180 2200 | 037 ECBr | 1.470
Os-181 10500 | 175 ECBr | 2.930
Os-181ml 2.70 ECB+ | 2.979
Os-182 22.00 EC 0.91
Os-183 13.00 ECBr | 2.13
Os-183ml 9.90 ECB+ |  2.301 (f;;%éifﬁ;;g;jlls
[1047] Os-185 9400 | EC 1013
Os-189ml 6.00 T 0.031
Os-190ml 990 | 0.17 T 1705
Os-191ml 13.03 T 0.074
Os-191 1540 | p- 0314
0s-193 3000 | 125 B 1140
0s-195 6.50 B 2
0s-196 34.90 B 116
3
181 4.90 ECB+ | 407
[r-182 1500 | 025 ECBr | 5.6l
Ir-183 58.00 ECB+ | 345
Ir-184 3.0 ECBr | 4.600
Ir-185 14.00 ECB+ | 2370
[r-186 15.80 ECB+ | 3.831
3.831 (ECB+), 0 (IT),
Ir-186m1 1.90 ECB+ |  3.831 . C5+(:= ?[;, )IT . ) 5)
[r-187 10.50 EC 1502
[r-188 4150 | 173 | ECBr | 2809
[r-189 1330 | EC 0.532
2.149 (ECB+), 0.140
Ir-190m2 325 ECB+ |  2.149 oy (EcBB+)=9 ot
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IT=5.6
[r-190ml 1.20 T 0.026
[r-190 1210 | ECB+ | 2.000
1.46 (B-), 1.046 (EC),
Ir-192 738 | p- 1.460 5—=(§5.')24, et
[r-193ml 10.53 IT 0.08
[r-194ml 17100 | p- 2.437
r-194 19.15 B~ 2.247
[r-195m1 3.80 p- 1.220 ' '225(_[1;);]‘;1?)’
Ir-195 2.50 = 1,120
[r-196m1 84.00 | 1.4 p- 3.620
11197 5.80 = 2.155
2.27 (), 0.115 (IT),
[r-197m! 8.90 B- 2.270 [5-=g;.7)5, IT=0F25}
#
Pt-182 3.00 ECB+ | 2850 ég;g&fg;iﬁgl
PL-183 6.50 ECB+ | 4.600
Pt-184 17.30 ECB+ |  2.300
[1048] Pt-185 7090 | L1817 ECB+ | 3.800
3.903 (ECp+), 0.103
Pt-185ml 33.00 ECB+ | 3.903 (IT), 4.643 (a0,
ECB+=99, IT <2
Pt-186 2.00 ECB+ | 1380
Pt-188 1020 | EC 0.507
Pt-187 235 ECB+ | 3.1
Pt-189 10.87 ECB+ | 1971
PL-191 6720 | 280 | EC 1019
Pt-193ml 10392 | 433 T 0.150
Pt-195ml 9648 | 4.02 IT 0.259
0.399 (IT) 1.119 (B-),
Pt-197ml 9541 | 159 IT 0.399 [T:; 6‘}7’ [5—=3(,2 )
Pt-197 18.30 = 0.719
Pt-199 3080 | 051 p- 1.702
Pt-200 12.50 = 0.660
Pt-201 2.50 B 2.66
Pt-202 44 B
£
4.71 (ECB+), 5.18 (),
Au-185 4.25 ECB+ | 471 . cgi:gg:;) . o ng
Au-185ml 6.80 ECB+ 4.71
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Au-186 10.70 ECP+ 6.04
3,6 (ECP+), 4,79 (a),
Au-187 8.40 ECP+ 3.6 ECﬁ+=9£997,u=0(,003
Au-188 8.84 ECP+ 5.3
Au-189 28.70 ECP+ 2.85 ECB+ = 100, @ < 3-10-5
Au-189ml 4.59 ECB+ 3.097 ECB+= 100, 1T > 0
Au-190 42.80 ECB+ 4442 | ECP+=100,a<1-10-6
Au-191 3.18 ECB+ 1.83
Au-192 4.94 ECP+ 3.516
Au-193 17.65 EC 1.069
Au-194 398.02 | 1658 | ECB+ 2.492
Au-195 183.00 | EC 0.227
1.506 (ECP+), 0.686
Au-196 14839 | 6.18 | ECB+ 1.500 (B-), ECB+=92.80,
B—=7.20
Au-196m2 9.60 IT 0.596
Au-198ml 55.20 2.30 IT 0.812
Au-198 64.70 2.70 B- 1.372
Au-199 75.34 3.14 B 0.453
Au-200m1 18.70 B- 3.202 3'203_(5;;’,%92128{”)’
Au-200 4840 | 081 B- 2.240
[1049] Au-201 2640 | 0.44 B 1.275
L
TI-189 2.30 ECB+ 5.18
TI-190 2.60 ECP+ 7
T1-190m1 3.70 ECP+ 7
TI-191 ECB+ 4.49
TI-191ml 5.22 ECB+ 4.789
TI-192 9.60 ECp+ 6.12
T1-192ml 10.80 ECP+ 6.12
TI-193 21.60 ECB+ 3.64
0.365 (IT), 4.005
T1-193ml 2.11 IT 0.365 (ECB+), IT=75,
ECB+=25
TI-194ml 3280 | 0.55 ECP+ 5.280
T1-194 33.00 | 0.55 EC 5.280
TI1-195 1.16 ECB+ 2.810
TI-196 1.84 ECB+ 438
4.774 (ECB+) 0.394 (IT),
T1-196ml 1.41 ECB+ 4.774 EC[g+=‘I935.5,IT =4an
TI-197 2.84 ECP+ 2.180
T1-198ml 1.87 ECp+ 4.004 (?T[;O: é;‘:ﬁ; [:‘Tsji .
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TI-198 5.30 ECB+ | 3.460
TI-199 742 ECB+ |  1.440
T1-200 2610 | 109 | ECBF |,
TI-201 3.04 EC 0.483
TI-202 1223 | ECB+ | 1365
TI-206 420 | 0.07 B 1.533
TI-206ml 3.74 IT 2.643
TI-207 477 | 0.08 B- 1.423
TI-208 307 | 005 B 5.001
TI-209 220 | 0.04 B 3.980
By
Pb-191ml 2.10 ECB+ | 6.038
3.4 (ECBY), 5.221 (a),
Pb-192 3.50 ECB+ |  3.400 ECB+=99.9941,
0=0.0059
Pb-193 2.00 ECB+
Pb-193ml 5.80 ECB+ | 5.200
Pb-104 12.00 ECB+ | 2.700
Pb-195 15.00 ECB+ | 4.500
Pb—195ml 1580 | 026 ECB+ | 4.500
2.05 (ECB+), 4.2 (a),
[1050] Pb-196 37.00 ECB+ | 2.050 ECB+£ 10[(31,1‘<3-(1o)-5
Pb-197 8.00 ECp+ 3.58
3.889 (ECB+), 0.319
Pb-197ml 43.00 ECpr | 3889 | o éﬁisi, e
Pb-108 2.40 ECB+ | 1410
Pb-199 90.00 | 1.50 ECB+ | 2.880
Pb-199m1 12.20 IT 0425 | (%f)zf’]g; fg(?;r:?
Pb-200 21.50 EC 0.811
Pb-201 9.33 ECB+ | 1.900
Pb-202m1 3.53 IT 2.710
Pb-203 5187 | 2.16 EC 0.975
Pb-204mI 6720 | LI2 T 2.186
Pb-209 3.25 B 0.644
Pb-211 36.10 | 0.60 B 1373
Pb-212 10.64 B 0.574
Pb-213 1020 | 0.17 B- 2.070
Pb-214 2680 | 0.45 B 1.024
i
Bi-197 9.33 ECB+ | 5.200 AR S

ECp+ = 100, a=1-10-4
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5.89 (a), 5,7 (ECB+),
Bi-197ml 5.04 M 5.890 0.50 (IT), a=55,
ECB+=45, IT < 0.3
Bi-198 10.30 ECp+ 6.56
Bi-198ml 11.60 ECpB+ 6.56
Bi-199 27.00 ECpB+ 434
5.02 (ECB+), 5.64 (),
Bi-199ml 24.70 ECB+ | 5020 | 0.68 (IT), ECp+=99, a =
0.01,1T<2
Bi-200 36.40 ECB+ 5.89
Bi-200ml 31.00 ECB+ 5.89 ECp+> 90, IT < 10
Bi-201 108.00 | 1.80 EC 3.84
4.686 (EC), 5.346 (IT),
Bi-201ml 50.10 | 0.99 EC 4.686 | 5346 (0), EC > 93, IT <
6.8, 0~ 0.3
, 5.15 (ECB+), 4.29 (1),
Bi-202 1.67 BCBt | SIS0 | el 100 6 11025
. 3.253 (ECB+), 4.15 (q),
' . + .
Bi-203 11.76 ECP 3298 | penec 100 o1 108
Bi-204 11.22 ECB+ | 4438
Bi-205 1531 | ECp+ | 2.708
[1051] Bi-206 14983 | 624 | ECp+ | 3.758
Bi-210 12029 | 5.0l - 1.163
. 6.751 (), 0.579 (B-),
Bi-211 214 | 0.04 6.751
! & i 4=99.724, B—=0.276
2254 (), 6.207 (a),
Bi-212 60.55 | 1.01 B 2254 11.208 (B +0);
B—=64.06, a=35.94
, 6.457 (1), 2.504 (B-),
Bi-212ml 25.00 o 6.457 0=67, B=33, Ba=30
Bi-212m2 7.00 - 4.164
Bi-213 456 | 0.76 M 5.98 LABA{E 3, SHE2 [0
B—=97.91, a=2.09
Bi-214 1990 | 033 B 3oz | 3272, 5.617 (o)
B-=99.979, a=0.021
Bi-215 7.60 - 225
Bi-216 3.60 p— 4
£p
5.6 (ECB+), 6.074 (),
- +
Po-199 5.48 ECP 5.600 REBAgE, 518
5.91 (ECB+), 6.384 (q),
Po-199m1 4.13 ECB+ | 5910 0.310 (IT), ECB+=59,
=39, IT=2.1
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P0-200 11.50 ECp+ 3.350 3;&52;)95&9:8121 (;1)
Po-201 15.30 ECp+ 4.880 4?(%&;2,4?‘;2?.?)’

0.424 (IT), 5.304
Po-201ml 8.90 IT 0.424 (ECPB+), 6.223 (at),
IT=56, EC=41, ¢~ 2.9
Po-202 4470 | 0.75 ECp+ 2.820 ng[ﬁgﬁ; [)135;2 :r(;;)
Po-203 36.70 0.61 ECB+ 4.230 4;3;53; )8’9?‘323_[1?’
Po-204 3.53 Bt | &340 21:3(4[3(5:(9?3)45:35(6(2
P0-205 1.66 ECB+ 3.530 352:;5535235?
Po-206 55 BB | 1846 | s
P0-207 58 ECp+ 2.909 21.5?;0594,{:%?;)5,5&11(50(; 1) ,
Po-210 138.38 o 5.307
Po-218 305 | 005 o aus | o 0[?630(2;)
[1052] W
At-203 7.40 ECp+ | 5.060 SOE;((;EEEE; 2331 1{u)°
At-204 9.20 ECB+ |  6.480 622éi§; )2 65}33(?
At-205 2620 | 0.44 ECB+ | 4.540 45;3355;3 ngo{ i
At-206 30.00 | 050 ECp+ | 5720 Sgééfff; ifffgé?
At207 1.80 ECB+ | 3910 3951(:(5:%?455:;?)
At-208 1.63 ECB+ 4.973 4';?531(;';23,5&1501_5(: '
At-209 5.41 ECp+ | 3.486 342?:|(3E+(=jg;r)95u?=547 1((1)’
At210 8.1 ECp+ | 3.981 Sé?ﬁl+{=%(;!js+z)§,sﬁ)l. i
At211 7.21 a+ 5.98 O'TSEéESCgﬁ;’;j fzg =
At-220 3.71 B ?Ef;ﬁ‘ifﬁg_%fﬁf
At-221 2.30 p-
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)
5.24 (ECB+), 6.39 (),
Rn-203 2.80 ECB+ | 5240 i
6.384 (a), 3.,31 (ECB+),
Rn-206 5.67 o 6.384 0=63, ECB+=37
4.61 (ECB+), 6.251 (),
Rn-207 9.25 ECB+ | 4610 HC il pei]
6.26 (), 2.85
Rn-208 24.35 0.41 o 6.260 (ECP+),a=62, ECB+=38
3.93 (ECB+), 6.155 (),
Rn-209 2850 | 048 ECB+ | 3.930 5ol et
6.159 (a), 2.374 (ECB+),
Rn-210 2.40 o 6.159 =06, EC+=4
2.892 (ECB+), 5.965 (a),
Rn-211 14.60 EC 2,892 ol piesi)
Rn212 2390 | 040 - 6.385
- 1.22 (B-), 6.146 (a),
Rn-221 25.00 B 1.220 B=78, a=22
Rn-222 3.82 o 5.590
Rn-223 23.20 B B = 100, a=0.0004
Rn-224 107.00 B 0.8
Rn-225 4.50 B
[1053] i P
Rn-226 7.40 B 14
i
6.7 (), 6.262 (ECB),
Fr-210 3.18 o 6.700 0=60, ECB+=40
6.66 (a), 4.605 (ECH+),
Fr-211 3.10 o 6.660 o> 80, EC < 20
5.117 (ECP+), 6.529 (a),
Fr-212 2000 | 033 ECB+ | 5117 e o A
a= 100, =,
Fr-221 480 | 0.08 a 6.458 o o
Fr-222 14.40 0.24 p— 2.033
Fr-223 21.80 0.36 p— 1.149
Fr-224 3.33 B 2.83
Fr-225 4.00 B 1.866
Fr-227 2.47 B 2.49
%{E‘E‘
6.859 (a), 3.88 (ECB+),
Ra-213 2.74 o 6.859 by
Ra-223 11.43 o 5.979
Ra-224 §784 | 3.66 - 5.789
Ra-225 14.80 p- 0.357
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Ra-227 4220 | 0.70 - 1325
Ra-229 4.00 B 1.76
Ra-230 93.00 | 1.55 p— 0.990
i
Ac-223 210 | 0.04 o 6.783
1.403 (EC), 6.327 (a),
Ac-224 2.90 M 1.403 0.232 (B-), EC=90.9,
a=9.1, p-< 1.6
Ac-225 10.00 M 5.935
1117 (), 0.64 (EC),
Ac-226 2000 | 121 B 1117 5563 (0), - =83,
EC=17, 0=6-10-3
Ac-228 6.13 - 2.127
Ac-229 62.70 B 1.1
Ac-231 7.50 B 2.1
gL
Th-225 8.72 M 6.922 6‘922;_‘;;’ ?:;g?i (lﬁc)’ o
Th-226 3090 | 0.52 a 6.451
Th-227 18.72 M 6.051
Th-231 2552 | 1.06 p— 0.389
[1054]
Th-233 2230 B 1.245
Th-234 24.10 - 0.273
Th-235 7.10 B 1.93
Th-236 37.00 | 0.62
Th-237 5.00 B
B
6.580 (1), 1.019 (EC),
Pa-227 3830 | 0.64 M 6.580 a=(8;, EC=1§ )
2.148 (ECB+), 6.265 (q),
Pa-228 22.00 ECB+ | 2.148 E(:é+=g8?0’ {1=2‘0( )
Pa-229 3600 | 150 EC 0316
1310 (ECB+), 0.563
Pa-230 1740 | ECpr | 1310 | 55;1951??32)3 0
6=0.0032
Pa-232 3144 | 131 B— | 1337.000
Pa-233 27.00 . 0.571
Pa-234 6.70 - 2.197
Pa-235 24.50 B 1.41
Pa-236 9.10 B 2.9
Pa-237 8.70 B 225

291



CN 114341158 B 1'% HH :F!' 160/233 11
Pa-238 2.30 p 3.46
h
6.804 (a), 0.307 (EC),
U-228 9.10 o 6.801 0> 95, EC<5
1.309 (ECB+), 6.475 (),
U-229 58.00 0.97 ECp+ 1.309 ECB+ = 80, 0 = 20
U-230 20.80 o 5.993
U-231 100.80 4.20 EC 0.360
U-235ml 25.00 IT
U-237 162.00 6.75 i 0.519
U-239 23.54 0.39 B— 1.265
U-240 14.10 p— 0.338
U-242 16.80 B
s
7.01 (@), 2.56 (EC), >
Np-229 4.00 o 2.560 50, EC < 50
3.,61 (ECB+), 6.78 (),
- -
Np-230 4.60 ECp 3.610 ECB+ <97, a> 3
1.84 (EC), 6.37 () ,
- -
Np-231 48.80 ECp 1.840 EC=98. a=2
Np-232 14.70 0.25 ECp+ 2.700
[1055] Np-233 36.20 0.60 EC 1.230
Np-234 105.60 4.40 ECB+ 1.810
1.00 (EC), 0.55 (B-),
Np-236ml 22.50 EC 1.000 EC=52, p-=48
Np-238 50.81 2.12 i 1.292
Np-239 56.52 2.36 i 0.722
Np-240ml 7.40 0.12 B— 2.200
Np-240 65.00 1.08 i 2.200
Np-241 13.90 B~ 1.31
Np-242 5.50 B 2.7
Np242ml 2.20 B 2.7
Np-244 2.29 iy
7
Pu-231 8.60 ECB+, o
1.06 (ECB+), 6.716 (a) ,
- +
Pu-232 34.10 ECp 1.06 EC=77. 4=23
Pu-233 20.90 0.35 ECB+ 1.900
0.388 (ECB+), 6.31 (w),
Pu-234 8.80 EC 0.388 EC~94, a~6
Pu-235 25.30 0.42 ECp+ 1.170
Pu-237 45.30 EC 0.220
Pu-243 4.96 p— 0.528
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Pu-245 10.50 . 1.205
Pu-246 10.85 B 0.401
Pu-247 227 B
B
EC = 100, 0=0.039,
TS S ECSF=0.0066
Am-235 15.00
Am-237 73.00 | 122 EC 1.730
Am-238 98.00 | 1.63 EC 2.260
Am-239 11.90 EC 0.803
Am-240 5080 | 2.12 EC 1379
Am-242 16.02 B 0.665 0'6[56_5:(85; ffohzf: 1121_530’
Am-244ml 2600 | 043 - 1.516
Am-244 10.10 . 1.428
Am-245 2.05 B 0.894
Am-246ml 2500 | 042 . 2.376
Am-246 39.00 | 0.65 - 2.376
Am-247 23.00 B 1.7
Am-248 B 3.1
i
[1056] Cm-236 10.00 ECB+ | 1710
Cm-237 20.00
0.97 (EC), 6.62 (a),
Cm-238 240 R Ao
Cm-239 2.90 EC 1700
Cm-240 27.00 « 6.397
Cm-241 3280 | EC 0.767
Cm-242 162.80 o 6.216
Cm-249 64.15 | 1.07 -
Cm-251 16.80 B 1.42
Cm-252 2 B
£
Bk-240 480 ECp+ 3.94
Bk-242 700 | 0.12 ECB+ | 3.000
Bk-243 450 EC 1.508
Bk-244 435 EC 2.260
Bk-245 118.56 | 4.94 EC 0.810
, 1.35 (EC), 6.07 (a),
Bk-246 4392 | 183 EC 1.350 - Cil 03, o ofz)
B—=70, EC=30, a <
Bk-248ml 23.7 p— 0.870 | 0.001, 0,87 (B-),0.717
(EC), 5.803 ()
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Bk-249 32000 | p- 0.125
Bk-250 3.22 B 1.780
Bk-251 55.60 B 1.093 B =100, a=1-10"
il
EC=75, a=25,3.3
Cf-241 3.78 EC 3.300
(EC), 7.66 (c1)
Cf-242 3.49 M 7.516 =65, SF < 1,4-10°2
EC =86, 0~ 14,2.22
Cf-243 10.70 EC 2.220 A gl
Cf-244 19.40 | 0.32 M 7.329
EC=64, a=36, 1.569
Cf-245 45.00 | 0.75 EC 1.569
(EC), 7.256 (cr)

\ = 100, SF=2,3-10-4,
Cf-246 35.70 1.49 « 6.862 - gl
Cf-247 811 EC 0.646 EC = 100, ¢=0.035
Cf-248 333.50 M 6.361
Cf-253 17.81 B 0.285
Cf-254 60.50 SF 5.926
Cf-255 85.00 B 0.700

= - < (er-
Cf:256 12.30 « 5.600 i 10(1)i 1B0ﬂ5 a8
[1057] i
EC=90.1, a=9,9,
Es-246 7.70 EC 3.880 EOSE=0.003
Es-247 4.55 EC saEn |20 Bk TAR ), BOE
93, a=7
Es-248 27.00 | 045 EC
Es-249 102.00 | 1.70 EC 1.450
Es-250 8.60 EC 2.100
2.10 (EC), 6.88 (), EC =
Es-250m1 13200 | 22 EC 2.100 RBICI), 558! o), BC
100, ¢ < 1
Es-251 33.00 1.38 EC 0.376
Es-253 20.47 M 6.739
Es-254m| 39.30 164 | op-
Es-254 275.70 a 6.618
Es-255 39.80 p— 0.288
Es-256 25.40 B .67
Es-256m1 456.00 | 7.6 B 1.67 B~ = 100, SF=0.002
Es-257 7.8
i
EC=85, 0= 15,2.44
FM-249 2.60 EC 2.440 ' :
' s (EC), 7.81 (c0)
7.557 (a), 0.8 (EC), o>
Fm-250 30.00 | 0.50 « TN | op B 1, Sty i
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1.474 (EC), 7.425 (a
Fm-251 530 EC 1.474 EC=(518.2)6, a=1.8(([)1},
Fm-252 22.70 - 7.425
0.333 (EC), 7.197 (q),
Fm-253 7200 | 3.00 EC 0.333 E((EZS;Q e (e
Fm-254 3.04 a 7.307 @~ 100, SF=0.0392
Fm-255 20.07 % 7.241
Fm-256 157.60 | 2.60 = 7.027 SF=91.9, a=8.1
Fm-257 10050 | o 6.864
4]
3,07 (EC), 8,02 () ,
Md-251 4.00 EC 3.070 . c(> 9%’ o 1( o)
Md-252 2.30 EC 3.89 EC> 50, a<50
Md-253 6.00 ECB+ 1.96
Md-254 10.00 EC 2.68 EC < 100
Md-254m1 28.00 EC EC < 100
1.043 (EC), 7.907 () ,
Md-255 27.00 EC Loas | o c=9:(z, ai& o <(1 ’ -
2.13 (EC), 7.897 (a),
Md-256 78.10 EC 2130 | EC=90.7,=9.3, SF <
28
(1058] Md-257 5.52 EC 0.406 %"Ciﬁg(fgi;z;ﬁ S‘{
7.271 (), 1.23 (EC), a =
Md-258 51.50 « 7.241 100, SF < 0,003, p— <
0.003, EC < 0.003
. EC>70, SF<30, 0 <
Md-258m! 57.00 EC 1.230 g
SF>73, <25, p- < 10,
Md-259 96.00 | 1.60 B 7.100 0 10 {%_)
Md-260 27.80 g 7000 | SE>73,0<25,p <10
i
No-255 3.10 8.445 0=61.4, EC=38.w6
No-259 58.00 7910 | = 100, EC=25, SF < 10
4
Lr-261 39.00 SF SF< 100
Lr-262 216.00 EC 21 EC > 10, SF< 10
7
( Rutherfordium)
RI-263 15.00 SF
i}
( Seaborgium)
Sg271 2.40 % EF o> 50, SF < 50
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(Hassium)
Hs-278 11.00 SF
#
(Meitnerium)
Mt-278 30.00 o 9.1
]
[1059] (Roentgenium)
Rg-282 4.00 o, SF 04
7R
(Nithonium)
Nh-285 2.00 o, SF 10
Nh-286 5.00 o 9.7
Nh-287 20.00 a, SF 93

[1060]  FEACK A —5006E 5 S b, AT BURPEAZ 22 T2l o AR, B i O R [Rl 7 2=
ﬁ'j:, E {BZ:BEI(:J:%SC N 4480 N 51Mn N 52Mn N 64Cu\ 67Gan \68Ga N 86Y\ 8921‘ N 94mTc N gngc N 111In N 152Tb N 155Tb N
MTLu PN 2%%ph PR OB B T VL T B AR M, TR U A 2505 11 S e M Se
“Cu."6a.*6a. Y. *7r P Te I P Th PP Th 2P R OB B BT T T i R
eI, BRI A% 220 2 Cu. 6a . 2r e M In R P TR P L SR T, AR R
G SRR R, BT O R R S AR T-2W 5, e B E S AR b &g
HINAEIRTT FGTT 2P i i .

[1061]  FEALHHIAN ST ZE b, PITa U A% 22 T TR TY o easet, B il s s Ve il o7 3%
FEEYSse T cu s Y I PP sm T O T T Lu L PRe M ¥Re L2 2PD L 2B L P Ra P A
POTh T Th P A SRR, BT AR R R A 2550 TS e ST eu Y T Lu L ' PPRe L2 PPD
2ISBi \225AC \227Th\ IBII \ZnAt o%f;%{jﬁﬁf@ , ﬁﬁﬁm%ﬁ‘rﬁ*ﬁ%ﬁ 5 QOY\ 177Lu\225Ac \227Th\ 1311
FIPH At AR, AR FUE 2 REIR 3], B R B A R (0 AR 1697 H i, 12
BRRAE S K DA & s S N AE 2 W AT 2 Wb i i

[1062]  {r—5jte )y ZEvp , AR S WA 255 ] sz R e AL

(10631 ACRHWUE S W 2577 n] H2 2 2R D0 2 I IR R Bl , O A&k 5 3t 1A
i 5 N\ S ah W A 4 fl i s A e B I, I HL AR e 5 A R i U N
FHAD R ST L « 28 RO S B i SO LR SR A AR L, DA MR S B A
FRIRINTR R B AR BAH L AR I SRR IE BN B, Bt 2527 b nl Hes2 h3h .
[1064] S 2527 F TR i Eh AR E AR TRRI R , BIAnEhmR e « SRR 3 AR
LG TR iR S SRR AT  FHRR  FHORAR  FRIR R IR & IR 2 3%
B OFERIR IR R HER  2- SR AR R AR AR  FLIR VTR /KA TR —
B2 DU IR B 2SR DR IAIR i SHIR oK IR VN IR A AE HoR IR VAR R IR VB At
W2 4N 1% \HOOC- (CH,)  -COOH, Hrhn 2 0= 4 A48 45, B0 1.2, 3 k4, 5555 2R (Db, 2457
TR B S AR ASPR T A A B VRN AR T R AR e R B
P SR HA 202 b nT e ik — M 5, Rl AR BT T B AR
SRR TR A3 IR B S B 2o _b TR 2 IR B « TR 1 5 2, AT DA i X e fb &
Vil SRR s U S A R I S E ik R A /K AR A A I A I TR S
HH SN SRl B X At . — BRI, ot i A KA BT, Nk s R LR I ARk &
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i

[1065] AW G “22F b TRz s Ay i & i ot — Ml 2 Mia sl e 15
KEE IR — D A0 T4 S TR A R B S i 7R o D0 e, ik 745 711
SEARIHE A 1 A T 5 A S shY A 2E fkmn veAa o BE S sk o O B
AR 1 B3OSO ke 75 FC A Rl I A (VA1 o LG 2RI TR A A LI, 20z ok S A
Jtz.

[1066] A LWL SR OKGY” R — N 2K+ SR EIE S — k%
Moy FEFE TR« X PR SR FEAEAIR T2 K G — K& —OKEW . —IKE WM
VOIKEW) . oK E RIS, I A 7K G I B A e 255 F 21 .

[1067]  ALHE G YN FAP B m &5 G2 A, PASOSFAP B S I TE Y o th 1% 45
BRI AR A S P E SRR DA M AE 5 55— S A I D R A 3500 72 A 380
A I/ S 1 o QASCAC e PR, ¥E m) 2 55 580 -AH B/ E IR 5510, ik ey -
TEAEAG DL NPT FAP o A& B A5 F ML RE R O 4 AN 20 2100 5, SRaE TR FAPY
FEAT AR ANER 2255 B B ) ok ] DARERE )

[1068]  fr—5 /5 & HH, Frid v &) 5 A4 s (L 25 15 (FAP) AHELAE D, ik 5 2 AT
SEQ ID NO: 1RSI 741 1 NFAPE B[R] A WAR AR T, Herh ik ] s i s B e 41 5
FAPECEAARIYE , BT RN SEQ 1D NO: 1SR Fr I 25 /D85 % o ARk I S htE /5 5
i BT ARIFI 290 % |, 012695 % 96 % 97 % 98 % 199 %

[1069] A PL QARSI E AN 3 E R BBAEAA E PSR 73 2 TR AE AT 14 o B FL At
ETHENREF 250, v DA e 2 RSk o R SN 1225 e I e A1 Rl
PR3 bl o M7 S Se s XA 1 e A sl 1 Tl 220, FARDN T AN A8 A BTk 2K, 37
PRIy, st S AR DL AR AT R, 48 2 KA EE FARIA], F bR R i
STk 2 I o 2% A1 B 2 B AR 2 1 sk 2 K, SE AR e /2 SEQ 1D NO: 171
AFAP,

[1070] - LB B 7 A s (L O AT LA B 40 i) Smi th&Wa t e rman [ Jeg i [l Y 50 75
(Smith,et al.,Advances in Applied Mathematics,1981,2:482) .iHiINeedl eman&
Wunschft R R 55 7L (Needleman, et al.,]J Mol Biol,1970,48:443) JiifijifPearson&
Lipman[fIAE{LIME: 38 2 751 (Pearson, et al.,Proc Natl Acad Sci U S A,1988,85:2444) .
WA XL BN A TRE 5 (GAP, BESTFIT, FASTAFITFASTA, #£Wisconsin Genetics
BA-fI P, Genetics Computer Group,575Science Dr.,Madison,Wis.) , skt H S 2
AT,

(10711 3 e 7 SIAR AT 7140 LE R BT 19— A SL b A i 7 2 LE o A R AR T
Hopi 5 (CL IR “BLAST?) |, WA @Al tschul 25 A, 1990 (Altschul,et al.,J Mol
Biol,1990,215:403) FMlAltschul et al.,1997 (Altschul,et al.,Nucleic Acids Res,
1997,25:3389) o 1 T-HA TBLAST A3 W 024 T aifh ok [ 5 AE M BOR AR S Ly (PN TEIFRNCBI)
INHRAF MeGinnis®E A (McGinnis,et al.,Nucleic Acids Res,2004,32:W20) ffiR | fifi
3 FANCBI (R A A 3 AR I R BN S E, Ik 450 402 BLASTN (FH A2 H R 7 41)
FNBLASTP (I T2 EER 7 A1)

[1072]  FEA G WITEREIN , AL I &2 T s ik T 697 A A T I 1 7
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T o XM Ak A ) A T B A IR T T A 3R A R B S P B8 XM 7
BFEEARR TGRS A B e 1R YT « AR AT RRIG R HLLA RS 78 i s he IR 2R id
RS SUHR PEGS 6T, seindy B AR e s ol RIS T sy AT DLUE
AR o

[1073]  J897 ASCA TR I T3 i IR T A SCA T 0 , CLRE IR Aseaie , I HLnJ
DURVE =B ksl FIVE 48 =48 DU Rl i 2 71 B A R WA AL S 5 Hoftb e 7 7 1
B AR AL TSN o ARG GIARAT AT, o dh A e B Gl B 67T
MRS BB AR N RS iR T B S BT Iveg 2R 20 L7 AN B DA R R 1 I Ak i
PRI

[1074]  FEACL A — 350 )7 S6H, AT s H - Jnos , R IHIE, ANIE R VRS W1
VR PRV ANE IRUAGA SR F RS IR R, R IR 40, ASE R PR s R 1Y)
IR A, AR R A, /N 2R JRE , 5 A 2R JRe , M T A i e Jiveg , b
Bedegnos, RVE B RZ YR , A7 fiinos , fiinos i nos il B0, R 2R A RO
Kefgfgnos , AL Enos , M A A nos , 22 , B ANiaAR I 4niiwdes , B 4l 12
T 4nge R R, 2 s aniiufe , SRR , 70 IVE , /N isEnos , S 2 TP At , /N it
S ARIE AN Y FLRR AN SR AR , LK R nos , A FLK R , LK JEnos TRk FL
SRS P tkdmnos , BRIR AN FL SRR, LI IREER A i des , 1507 FL SO, FLK R
nos, AR 40 i iEnos , MR 4R 0o s , SRR AR e 5 Fonos , AL ZUMRIR 40 i iEnos
(squamous cell carcinoma,keratinizing type nos,) , KAUMAE AL @R AN , /)N
AN AE A BRI AR , BRIE AN R SR 40 ides , BRAESE IR AT , A e B PR 221 i
DR AR , (ORI R 4RO , queyrat BESE IR ZIBE , bowendi , WRE 1 5o , JLJEE4m i
A, AR An iR, LR A i fienos , 22 DS RGN S , AR S 200 B JEC A it , 2R 4 b o
FCRAn it , FERMEE , AR, jadassohnZ N F RO, B F RO, BV, N ALY
A, BRIUR , AT AN EL R R A AT AN L S IR B nos R b R FLIRIRIE , I #2
e, AT enos , TEASEEFL ISR, BB AR T AN LSRR, i A TR, ATE A
[ RS AT 4 e , B , A e , FLR IR T4t e, R A , JBRinos , 3¢S0
ERREnos, IR, BEnos , FEREVE I Enos , B, , B R | FR Y B e, %
AR, I B, SR R, SR B , IR A DR B i 4 e, JB S R nos , %
PRI 9 , TR e TR 22088 , MR I b 250 nos , B I = nos , WMk B i 208, IR AU
RNy A bR T , IEE R, I A o , TR A B, I e e, P 4m e D oeg , T 4 e
nos, R VEIRERE , Al SO IRE S, NRIRE /NI, IRIE TR, Shor IR FTRY
AT, IR REM R, Rt , IsRa e B inos , IsRg M B AR O e , B TR i nos , BRI
i, BRYESE A B P , IR I S5 11 B P v R s , 22 A e IBRg e LY, 4o , B
5, 2SR IRAnos , SR AR, SR AR TR nos , SR IR AR TS , R AR U nos |,
Ve AR DURE AR RIS, S 2, T VR , 40 S8 - T b, It s, i
Tl , FL R nos , FL R nos , SRE RSB nos , SREAR R I 2L BRI
ERGRERIRE , de gtV , St gmfofes , i IR A IRRg , W IR 4 o des , TR & 21 g TR 4
[ - FE TR AT RIS , TR 5 B T 4T e - B Rk A s, o SeUPE g L o Sl R D e R A T R
WE AN , 1B AR I , B I g amos , B HYRg , 5 4 ifodes , 15 A 4 it iR 214083, S
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KRS, FARIRE , KE DI AR, KE W Aot TR A4 TR S aniniE,
RIS, BT RR , ISR PEnos , v o3 P AL BT AR B , /N IRBL IR HOIR IDs , Tsiits
JORIRR , IR , FLIC RIS R , Je AR AT , 25 A N 3 W R, B /N ER 55
B, FIRBCBUN R nos , B E IR TR , B ER AR S b TR SUNR , B A R A
RSN , R AN | PR BT , B/ INER A I B IR B B les , TR A i 2 e
JoR S U , - NI IR nos , 5 NIRRT , 2 S ME e, 18 NI, 18
NIEFERRZF e nos , 5 N IR R 2T AR 2 SRR IR, e 1 5 B R 2T 40 B
PRI RS T i S, S JHRFAS Jes e g , S JDRFRS St VTR BRE , TEIBR R nos , TR A,
TR RRTE , TR A, /NTE IR TR (AR , /NP BRIB R IR , TR, FL KT, 5L
SRR, 118 Jiinos , B ABIRR , BRI , B RERE , SR e , RAVACER B IRa 2 A
W, R BOAEIIRR R BRI R PE AR R E IR, 2 lRnos , € fliEnos , 7%
TRMEAE R nos , SRR IR A2 SRR IR, SRR i nos , FLORIRGEN R nos , 1k
PRAENRE A BV IR , FLICR A inos , FLICR M E S Rinos , FLICHR IR IR 2R
SR SRR, PGPSR O A, SRR T P PoRnos , IR L O
AL SRR , SRR L D, BRI RE nos , R ME A IRRT 22 SRR R
KB VEAE S nos , FLICHOR R E AR nos , FL SRR AL IR 22 SR IR , FL IR
KRS e KRR RRRS , R iRE s , R RRBORG IR, P b 2 L s | BT A e
HRE RO AR AR, S8, /INHRIEE SR , AR TR S8 P Enos IRV B A0 I Tk
i, AR RITE fEnos , B /DA FUBES , S8 AL RIVE, AR L IR,
TN IR, ARREVEE N, SE N AL Pinos , FLa N S8 FLMRM , BEAHR
nos , A PFTEEEE T, B AR AESE T, B/ NHHRS  /NH- fiEnos IR IR S8 7R,
RN, AU R, 5 R PO FUBR R MR e, FLIROMITS i , IR am i 2
Wy, BRIBARARIE , IR A e, BRI ania, 2o b RO R, BRI IR s p
R AR B PR R A A, B PRI AR A A, B T IIRAE A, B PR
R MERTRE R PE R, VESR IR SUR , T AR nos , IELAIEL s , T fARnos , UKL MY
fanos , W VERURI AR , WOk AR AR , R VEAEVEARIR , TS rE R R nos , PR DI I
RRANNRE , TRl AmMo e , DA VEAnR Ak M B nos , SCRram i , B IR Bi# /71
ERIVE RN, R R SRR , SCRram i nos B SCReAn iR, 11 4R s, OP SLAR
[T, B R R R B R TR R BRI , 28T R nos , AR IERIFIEE T, 22
JEAN R AN, Bl 32 AR, SRR B , Bk AR , SEhIk AR , B F R ShEl
2275 sRnos , WVER FIRINEIRPLE TR , X AN nos , A PERE B ANIRE , 1L BRI , I
BRIRE , M55 BIORE , SN S 06 2008, (0 Ffknos , B ME (0 Z0nos , 4571 M B 30, BRI
AN, RN R B T, 8, S BB ENE o2, FLR PR, E AN, ot 3, o R R
VRSO, 22 P8, A U B R (30 i Rt = DU inos , PRI T AR (4 3R DU A
SRR RN, B SRR G REDEHGIE R E FOR, AR B R E TR, AR, B
R BRI, B RO ETBIERE SR, RIS, F ARt
B AR AN 5 2 nos AR TP AN AR (8 3 a2 AR TP AN A 5 3D AL, TR FRFERIAR
FEANN 5 3, 15 tiinos , PRI (R, A IESE, BRALZUNE A AT nos , I 2N,
R VEAEnos , I Rnos , ARIE I NI , B 40 VIR, NEIR YR, b SRR PR, 4140
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JEEVER , 2 4Efdnos £ 4E R nos , ZFAERGIRURS , 2T R R AR , BT IRl A, Py IR AT 4E Y
B ST A, A IR 2T 2l RS, ) LT Ak R, PR 2T AT (R SRR 2P BT , I 2T 2
I CETHENE LT AR, 2 eV E A R 0B nos , AR SR 2T AEVE 20 2R A g, A 2T AN 4H 2R 40
NI, 2 e i inos , ARSI AP AR BT, R ME PR BT, BOREF 4B Rnos , R PEBR 2T 2080,
FEIRETF Ak nos KA iR0R , KhikdRinos , Kl IR, B JU5HR , igfifEdnos , BT A nos , 2T 4ENIS
JUsHe , e o BRSSPI , £ AR iRUIB IR KRR AR PR, I AR AR PR, 2R BT
B TR A TR AR LN BRI, M AmBe iR loes e~ JUURR IR, e~ LS s Y
B 10 R nos i IR LS BRI , P BE AR , By ORARORE , i AR mma i , IV LJed I A
&, i IR nos , I NI VR, ~FIE LA Rnos , E RV, BRI,
AR IR, 2o A LR LR 108 DL PsRE LR, DL PR , iUl Lfnoss , A
LA nos , Z RSN, TR S RS AR, i ) LRSIV , s ARREUIVE , MG TE
FREUULAR , IRIORRSUILAE , 52 2R TR S RTRSTUMYRE , 5 P TR] 5T POJRS , bR L P TR)
AL , BRI, 22 FEVE R TR A8, B EMul lerianiR A5 98nos , IR ZTR 598, TR Z B
B BEAn R nos , b PR BRANIDRE , IR -IE B BEAmR , TFRRANIRE , e PR nos , JIRIR LS
PIJRE, UL b B, A TRLSUR , TR SUR nos , G VE IR 5e JBURT , IR IG AR , 2140 1 R, At 4
JREnos , AN, A2 SR XV EA AR , SF 4R nos , i N AR 4ElfdRanos , i
RULTLE R, BREF e nos , SRRV IR ZT A0 RO MR IR 2T 200 , s N 2T 4N, IR e
WiRnos , EVEM-IRGE R , 2D 24D , 1B, VR 5O, i PR nos , IRIE 4D
RUITIE IR , T S AR AR AR, OBCRHZR IS F AR, 125 D A VB AR RS A AR TR SRR, R
(RSS2 e 1 )5 R e T Do e e T S T el 5
AT B SR BURRZR IRV TP BEJRR , RO PR TR B JRE , BRRE A IR nos , AL S MO I, o4
T, RS AR nos , AR BURS IS AN OSBRSS 20 TR , A0 Bl 4 s, R JIG e
nos , NIRSTR , Z W , VERRIRANIIR , R R I , I e nos , S ME G nos , IR s, oA
o7 PRGN R , T IR ALE IR G, BOAESE I, VR AL BORE AT, FEIRIBRAAE DI S
R, AR R O SR , TR s , 7= 4N iR , i afianos (R 2= MERT WG, LB
i, BB S IR G SRR AR AR, R, R R R R R
JE e A PN IR I RS 1 R nos , IR PAVRE , TREA-IR I AT RS, Wik L AR, bR I A
oAb T AR AR, WL PRI P SRS I P B R nos , X EILEY PY BOJR , SB 4t R, DL I
B, R IVU PR I A SURE  DEIR AR R, AR IS S 4RI , 1 A s 4 Jed
nos , WML I SN AR , 1 2T 4EEnos , I 4HI0RS L R EE A5 Joeg L R A Jinoss , iR
R, BN AR TR O R, A MR R IR LR R A LR A 1
IR, ER AR PR, B Rnos , B PR nos , SR A Y PSR, BT e i A Y Y
B, ALY KA PR, LS R F e T R B AR, S SR PR, E R FRnos , JC T 4
JseE , B RT IRE , FY R R , YRR Tinos , BT Rnos , B PR inos , B Py PJRnos , T B3
BREIR 1 B SR PSR, R AN SR no s, I T AR, RIS PR SRR ARG
WHAEETAER , B A , 5 B i Enos , MM & B 40RO E il inos , B ZH
PR AT, 2 R IR, JUSCER PR, KPR , P A 2P 4R, S TRV, R A2 I
PRI, 25 IR E I nos , I A IR IR, oF U, 28 15 U nos , KRR Ry T4, o
T UL AR, EOR A B BUR , 2 JRdnos AL PRS0 TR G20 oMM AN IO 2T 4EPE TR, 1k
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Tham it 24 PN, BRI 2 IR R g, 5 I A R A i, R AT no s , WM Rkl 4n i
A, o ORI, IR SRR A0 IR, S RSO, AR 2 S nos , BORh AT i -4
A, ORMAN N £F-4E PR, 510 b R 2 Dtk I, LAt ieg , potiia o 9eg , A R4 , A SR kit
A AR BN , PR AN E IR, 208 TR R IR R I SRR e , T
GYERTUR , =AM NI NIRAER T 4t , = N E 4 2 TP AN, ks AFLKAR
JFAnos , WMENKES MFLKAIRIR , 2 8 IR nos , A ME R = JBURg [A] , FLK R =8 TB0R , R gLk
REE BRI 4 iEnos, (AR 2 TR AN , AL U TP 4niess , IE P2 2 T2 R i
NI , 2 4ER B TP A0S , B4 2 I 4n , s T an i nos , AR VR 2R R B4 iR
HIBEANNIE , ST 4n e nos , B4 pl ke BT AR , HAT POYRE BN o0 TR O ST 4 deg , it
UE AR TR BT R , /D R IR T4 8 nos , AR/ Do 28 Jie o 4 eg , il /D R
JRE T ARMEIRE , B P2 i liddRanos , (I 45 4 2 U0 A VERE REAM IR, BE A VLTI , /NI R EE
nos , PRANNPRE , PIEE I BRI IUEE , AREs 1998, P2 s 4niiIeg , s 4219988 , A 4nif
JEnos, BE T I 2 JEnos, I IEAERE [ EOR, #R4E I 2 98nos , G4k AP 2e REAIINIRE , fR 22 1o o
ST, AR BUR , pacinianR , A0 MBI BEATiSEE nos , 43 P AR A0 o 5 B4 i
T8, Ao R A I R A BEdRR , M bt A Y IR, vt R 4 NRg , L 22 R4 g, St
Lt bR KRR, xR nos , Ik REDRT IR nos , e Fii BTG | i FECTRG - Fioi FELTRG , 214 i s
T8, Wbk RS ISR , 0 RE VE IBSIRE , R I A A e I SR I 7 N e A e IR , 1o 9
RO HERR , FL KPR R, IR PR , A i BPIRE , s ef 21 i fRanos , & 4F4ER finos,
PR 2R IR, B (0 R MR A4, NIRFH L 4E0 , A R ORI nos , PR IR , ik
PR IERE , A9 nos , BIURT 41 IRg ARV IR 20 21 AR, 0k 40 i JIhRa nos , \ P kT
AR, PRIARIR A 2L PN9RE IR SR no s kR AR | R PRI EL SR8 SR , PRIk i nos , A
A AR E R , A e A AR S R S nos , TR R R R E SRS, A 4 o 2R
LR nos , R IR nos , IR ES J 2 o R X bR R, e s B4 it RO M R E R, TR 5 bR
1 - A 2R AN e AR R nos , HUCyREZI I - Fh A B /R i3 R PRI R, A PRI R B
T O iEnos , RES AR S o3 (e AR EE SR nos , IR EE 4 it F 45 0 (L R P IR E SR nos
FROO AR AR R , e rh O i o S MR ES R nos , IR ER 4RI o0 R P PR R
JAnos , 4IRS U PYJRE , AR IR ROy BRI i nos |, I R O EE AR bk 2
T8, TR AN PR L IR A0 i PR nos , 25 TEVE AN 2R R PRRR , 451 2 TR RIS, B T4
FEATinos , IREE A P A 25 5 , TR S A A EE Y <5 , TR ES 4 i RE M 70 2 -
nos , WREL AN RE VB TR IS VR 2 AE A0 AR R A oa , IRES AN B RE v IR AR A Ao, &5 1o v 22
RERE AT B, 4 A AR AT A Y], B A R R R I, B A R R E AT
Jeg , 45 I R IR , 5 A R R nos , TR S IR 4R it - ZH 2R A 45T ZR A R IR S
A, HOU B R - FR AR BT AR MR IR R, PR A i 1 o A 5T R PR IR LR TR S
YR S 25 RO E R, 8T L Ol i 40 24 1 R M R L SRS TR EE A AT o> 1k
SET AR R, R OB i AR VR A S M E R R, e O gl iR A By 24 i ARk
ELJR, BEAE LR , B LIRS , sezary i, 25 PIRUIR N B2 HEVRE , /NP 2 e o A g, etk
RN BE 259 , R AN VEREYE ARG AR, Tetterer-siwedis , 2R AN IMYET , JZ 4nlifg
R, YRR AN, 2R AN nos , B 2R AiiedRE , BE R An e eE , BB R i s nos , B K
AN PR AP ENE R AN 2 , burki t /YRR, burki tt/EE , 1199 , I pinos , 2k I
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Jpinos , A PE H MK nos , 18 IR nos , 3F A LM A nos , & &8 1w, &5 H il
95, IREELPE 9 I , ARES PR 19 IS nos , AR IRER M P I , ST A PERREEL 1 9 L0 , T2 bk 2
PE I3 , FE A LR E 1 I , ZhibkES 4R 3 I , SR Am it A i , 2% 4nii 1 s
2L P , 21 U , ML 4RI 20 E , 18 MR 2T A 220 , RES PR 4m B 1 s , R
IR 2N M7 , 6 2R I , 56 22 A M nos , 2 MEBE 2 I , WU A 56 2 A s, 18
B 2 I, JE A IESE AR A, TR An it B ips , 2 Ak 40 (s , e iR
R 4TI LS , R BRI 4T A TS , R R MR A M 13 s , WE FR MR A P I , B
R AN A I3 , FRAZ AN P nos , 2 AR I (IR , Y020 FRAZ AN 1 s , 18
4RI 73 , FF I PAZ AN s , o s, AR An i s , EAZ AR s,
EAZ AN B BE 20 238 A0, B BRI PO9RE , B AN A I , &5 i G 10 A A E2 18 A= 1 s
FVELT ARG 2T , S 288 I, 8 e A E B AV , B BE AL PERE AR A R R
M/ LA , IS PR 3 AR PR -

[1075]  FEA R B — S0t 5 26k, Firal s it 1 IR IR | TR bR e, FB s s, IR A
SR TR RE , T TR , T s IR, T eg , i 0 B e, i 2 B e , i 2 R A, i
PN AT AR, LSRR , FL5 rh s o e, FLI5 N BB, LS R SRR, FLE AN E 5B, FL
PN NI, FLSE IR, FLE I E AR, 5/ D FUE , AR5 BRIMRE , B B , i, /N
Pl , AR/ N A , 35S IRE Bl g, e SRR Bl I 45 B, T
SENAIMIRR , S5 I, SR ia e , 25 i B h IVves , B &5 o, CARES IR , 25
AR, /NBIME, TR, TH-4nia e , T anise, IR DG no I 4n i s A
S, HFRRANIIR , U0 5, POJRE B PAJRE , 41 4R 99, B I (P BURe , 5 M, 5 0, PR R
PR BRBEAE e, IR, B i, B o IPoRs IS ieg, JBs D, s bk — fn a bfvseg, JBs b Tk
SEE o D e rbeg T 1Dl i B Thg , A PR 11 JIFsRg R s e, B IO T B A, 3L e ity
S, BE R4 s Ay, B m o Rg , SRR gnitses , 2o b i it , B an ik,
SN IRE , SR AN, SRR 4N , stk An i, w S, SN B SUMIE , 15
HOE BN, 15 DGR, 1 e W SBIME, 5 e, 9 SR, & i, S i B
IR, &8 L= 2 e, BT h =02 I, B N = 2 IR, &
M ERAT, 1B I, Sk , WREIR , X MR TR B9, [A) 7 g, TR) R 9g , 21 4E IR B2 98, £
YEIR] R7 RS, BB RRIRIEZ 9, F BRI B, + 457 , o2t N 20 WA JHRg , M2 DY 43k i
SR TP AR 2R PN 43 A IS, T R 2 PN 43 W RE , a2 N 43 WA IHVRR , T A 228 P 4 B
T8, B B 22 PN 43 DA IRE A 28 PN 43 I I , LR AR PN 43 A eg , DR SRR 2 PN 43 W R
SV, TR, B IR, B JECMRE , B AR RE , B SRR, i TR, B NS IR L RS
i, B ESNA, B AR, TR, R R, U R G 2R AR, L &
VRS (0 2008, ARy T R0 R, R B e 2 B A R B0 TR B R EE
sz DR v

[1076] £ X 5 5 S, fr il BAE AT LA IR AE % 1 DA P IO B AN ZE  Ah s A K
=, ANEnos, FIERE, NERIE, Biilnos, BEA4L, B ESHA , Fknos, Hi M
nos, Fil %k, HAEM A nos , FHHI2/3nos, F Rk ik, T EH &AL, Finos, PR, AR,
finos, AT, K, HJEE SR, L Enos, 2, % FEnos , &2 T, B E S04, 15
nos , WURGIR, FUESHTE , B2 2F J IX, IV A AR 2 B0 I B9 AR, Hnos, JRIR, f51 M IR,
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o MR, KM B S 22, KM Rnos , kiR Es , Rk AARAE , bk IR B E90 2L , bk
nos , £ IRAY , X PRATIAL, MEE I, B IR, 828, IR BS54, F1Wnos , S Bk, 5
WA BE , S MR EE | B TR B, ST BB A, St ilnos , BURER B, TRECRY IR DX, RIR 2
PRABEREMGIN I, oAy e, MRIA PR B B A, W Pinoss , Minoss , MIARGE , MRERSIREE A, s 11 JRn
RSN, B B, R R R EIERL B L=y — BET =0 — B M =
2 BENESHE, Bnos, W], B, Bk, B3, W07, B/ Snos, § K%nos,
W BN, Bnos, T 48117, 231, A, & 50/ % /NI B &SR, /Nnos , E 1 , I
e, TH4 1, S5l , B gl , S5 nii il , B 4501, ARG, 5N R ER AL , 45 Pmos, B
[ CAREE NG AZFAL , Elgmos , JILT Inos , A4S, WA ETRPED, EUBILT TRIITAS 1O B B AL
FPIE , FEF PR IR RELARE , NI, FHIBRAS GE IR, IHE A B S A, il akinos , JBRSK , DA, JBERE
JOAET IR Jat, IERIDR ) BB A2, [ iknos , Iifinos , ML R G S5 22 , B ifinos , b
J, L, ISR, TS, R R ST, B G SR AR AR, Ell b SEnos , H L AT L FETTR,
WA R MR FE BN AL, Mknos , U, TSV Il b B iy I T I A E B AL il
nos, BRI, BTANBE , ISP, PN BEnos , lulikinos , DN R S AL, IR
nos , MR AR Ge AN =i B IO B & A2, PGB nos , IR ST, BIBRIE O, MIKRKH
SR, B ST, PUBC Ry ST RIS T R Y B AL, DUIRC Frnos, JIUET Y, RAFY , 15
R, T E BB By, 2y, B O RO I I I B &R AL, Fimos, ILIRL, 15788 , IHUIE , IR A B
FZnos, iR G, B Pnos kK nos , ShH THIFBB Y , Sk B SRR , I8 T BRI
BT, I B SR A0 ] PR i, JF A8 T o PRl s, Bl o o, P8 o Rl o 2, JEE P8
[Blps, s B, BT, FEMAHH EMERARNESHL, HEMERS%
nos, IR i , RS, MG fikinos , IR RS RIS ) BB 2 , SRR A2l 40, A iR ahan 1 21,
B FSEH A2, MR Eh a2l 20 IR Ahan 2l ), Zh P e an A IR T 25454 Hnos , [ N 4545
LAV EA A N S92, F545 41 Snos , L3k, FLIS 8oy FLIs N SR, FLIS A
NRER AU ESRBRFUSIN PR FUS IR, P ISR, FLsnos , KR, /N
J& W15 AN E EE A2, Shnos , [liEinos , - E SINE, 5 MR, 5 S0 5 &
B, TS EWER, FENERE, TEIVE, THIR, TERNE &R, TEK, T Hnos,
GRS AR BB, BB, RS A, R R TRIRORERR, SR A B i B I BB
B, S Enos , (OB, IR, BRI 250 HE &9 AL, [ Znos, BTAIIR, B 52, MRS
H, S unos, B 52 RS2, P dEnos , SRR, SOV ARG A B IO &9 AL, IR AR Finos , B
nos , F e, I PR , L= ADC, BEME I, IS IDEAEE | D5 IDE e B, S PR 11, B PR A, PSR e
BN, 5 bknos , JRIE, PRIES IR, IR B AU EE &9 A2 , WAIR 2 Ginos , S5 ML, SAREE, FILPROAEL
FRER B, R, TR MR MEnos , MR =i B i 22, iRnoss , i, A5 5, Jifinos , i,
AU S T, BRI, Miinos , [T, IR B R AL, xinos , 58 , Th RIS, Il
28, LR W RRE , fiifiZtnos , FNHPAXRIZE R U HL B A2, #42 R Finos , HHRIR, B 1R
BT, B FARBET, B Binos , FUIRSZ AR, I ¢, fin sy  RASR A, sk i, T2 2h ik,
O AR AR DAL B &R AL, IN A7 b inos , SK TRk S Bnos , fgifinos , ¥ inos , 7%
nos, Fffnos, Finos, FAABIBAIIESL , AUIRHEROZ A B AL, KIS 45, Pl
PIIREL 45 IR 45 I N IRE 4, BRI I 2, IR Ay DR L2 4% , bR L 45, 2 DXtk
EL45 R Znos, JEUR BB AN .
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[10771 A HRIG AT AR R S Piad T 00T DU S HA A TR G5 (Biln
Ul 29T TR TIRT A — S b, TR ST LA S huiE S B a0 4 it AR A
AP E e AN S Y I gn i AR/ sk BER e S8 (B, /NGy
FR ok 5 D) o /5 — 2856 77 ZEFh , 4R A A0 AP0 B N YRR (X P i o £t ST 5 56
Hh A S Y A A e LR sl e 2R Ak i AR AN/ sl B I S50

[1078] 55 FRIEA TR SR ORI IO AL A WIS B T 553 I Pe g 5 25 skt R A 5
Yo AE e 25 . VF 22 BT DA T B s 25 1 2 A 0 JEL RN, B0 4 1E AN PR - B 7Y 4 =7
(Acivicin) ;PZElb B (Aclarubicin) ; ShERP 1AM (Acodazole Hydrochloride) ;[ ve %7
5% (Acronine) ;P Z k3 (Adozelesin) ;P 9/ 2 (Aldesleukin) ; /5 H i
(Altretamine) ; 2575 2« (Ambomycin) ; SFRPSEPER (Ametantrone Acetate) ;Za & K4
(Aminoglutethimide) ; 22N/ IE (Amsacrine) ; P AFHIME (Anastrozole) ; % 0l AF 2
(Anthramycin) ; K& Bl (Asparaginase) ; MK %= (Asperlin) s Pl dLHEH
(Azacitidine) ; FFLE UK (Azetepa) ;FifE %S 2 (Azotomycin) ; (2 Ewlfth (Batimastat) ;
& (Benzodepa) ;bR (Bicalutamide) ; 2hfiREb A= Hf (Bisantrene Hydrochloride) ;
TR S5 (Bisnafide Dimesylate) ; FHTEHT (Bizelesin) ; BifRIHSE G 2
(Bleomycin Sulfate) ; &M HR4EN (Brequinar Sodium) ;7RVC 7 HH (Bropirimine) ; 4744
(Busulfan) ; i Z% R 2<C (Cactinomycin) ; 352 (Calusterone) ; K% (Caracemide) ;
+ DI (Carbetimer) ;%A (Carboplatin) ; KEW]]T (Carmustine) ; #hFR Kb 2
(Carubicin Hydrochloride) ; £472k# (Carzelesin) ; PEHIZR K (Cedefingol) ;2K | BR%(
7% (Chlorambucil) ; P2 %2 (Cirolemycin) ;%A (Cisplatin) ; sohiJHVE (Cladribine) ;
IR v B THE (Crisnatol Mesylate) ; R@EIMENL (cyclophosphamide) s Bild{{
(Cytarabine) ;A K (Dacarbazine) ; JAZ%H 2D (Dactinomycin) 3 2hR L4l & &=
(Daunorubicin Hydrochloride) ; #ipg{thiiE (Decitabine) ;45 BL 4 (Dexormaplatin) ;b
UK (Dezaguanine) ; IR HIFLIIN T (Dezaguanine Mesylate) ;M £2f (Diaziquone) ;
2P fb 3% (Docetaxel) ;%2 2 (Doxorubicin) ; $h BRI % 2 (Doxorubicin
Hydrochloride) ; & E 2% (Droloxifene) s #4508 IS 2% (Droloxifene Citrate) ; AR
JEALHERH (Dromostanolone Propionate) ;ih{A % 2 (Duazomycin) ; Wk gl b
(Edatrexate) ; Bh R IK I 24242 (Eflornithine Hydrochloride) ; k70 5 HE
(Elsamitrucin) ; Bl7&40 (Enloplatin) ; Bli%4%4 S (Enpromate) ; {VCRIE (Epipropidine) ;
R P % 2 (Epirubicin Hydrochloride) ; JBA7EME (Erbulozole) ; 2hERIKZE L B
(Esorubicin Hydrochloride) ;5 m]7] (Estramustine) ; MESe o]y RSN (Estramustine
Phosphate Sodium) ;4% AM: (Etanidazole) ;MR FEIAH (Etoposide) ; BEERIKFENTET
(Etoposide Phosphate) ; ¥4E I 5% (Etoprine) ; #hER LM (Fadrozole Hydrochloride)
LA (Fazarabine) ; 4E eI (Fenretinide) ; FUR T (Floxuridine) ; BERQ A HrsE
(Fludarabine Phosphate) ; g KM NE (Fluorouracil) ;Fluorocitabine ; Wi
(Fosquidone) ; f el B4 (Fostriecin Sodium) ; &5 PHAREE (Gemeitabine) ; hEE S PafthiE
(Gemcitabine Hydrochloride) ; ¥2FL¥ (Hydroxyurea) ; 2hfg ikt &2 (Idarubicin
Hydrochloride) ; S ¥kl (Ifosfamide) s 54@# (11mofosine) 3 T-HEZAlfa-2a; T4k
ZAlfa-2b; TP ZEALIfa-nl; TP ZEALfa-n3; T ZBeta-1 a; TH ZGamma-1 b; RN
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(Iproplatin) ; hR G/ & (Irinotecan Hydrochloride) ;BER ~Eifik (Lanreotide
Acetate) ; KM (Letrozole) ; BER SoN Bk (Leuprolide Acetate) ; k[ ) fufms
(Liarozole Hydrochloride) ;7% %& ¥ (Lometrexol Sodium) ; PR AS IR
(Lomustine) ; 2hiR)% 2 AR (Losoxantrone Hydrochloride) ; 552 %y (Masoprocol) ;3¢
B2 (Maytansine) ; ZhER &S+ (Mechlorethamine Hydrochloride) ;B[R FH Hi 22
(Megestrol Acetate) ;R IE/C22Hi (Melengestrol Acetate) ;3574 ¢ (Melphalan) ; 3515
/K (Menogaril) ; FiMES (Mercaptopurine) ; FHZAIER (Methotrexate) ; FH 24 Wi 4
(Methotrexate Sodium) ; K2 NE (Metoprine) ; B Z Wk (Meturedepa) ;4 | JE %
(Mitindomide) ;Mitocarcin;Mitocromin; KFETEM (Mitogillin) ; KFEE
(Mitomalcin) ;2224%5 2 (Mitomycin) ; KFEr]EE (Mitosper) ; KFEIH (Mitotane) ; 2hERKIT
R (Mitoxantrone Hydrochloride) ; 23/ (Mycophenolic Acid) ; JEHiffJE
(Niraparib) ;i 1AM (Nocodazole) ;i N2 2 (Nogalamycin) ; BELH7[/E (Olaparib) ; B
D4 (Ormaplatin) ; &G C (Oxisuran) ; ¥ (Paclitaxel) s 351140
(Pegaspargase) ; 55 |55 Z& (Peliomycin) ; /K% SF (Pentamustine) ; iR E I8 & &=
(Peplomycin Sulfate) ; 5iilillé (Perfosfamide) ; Wk IR 4T (Pipobroman) ;K JAEF ML
(Piposulfan) ; £hfigNt 2 Z it (Piroxantrone Hydrochloride) ;3% K732 (Plicamycin) ;
KI5 (Plomestane) ; WYY (Porfimer Sodium) 3 FH3L 222055 2 (Porfiromycin) Ik JE
HE)T (Prednimustine) ; ZhfRN R EF (Procarbazine Hydrochloride) ; BEI 725
(Puromycin) ; EhERMES 7 2 (Puromycin Hydrochloride) ;MWL 2 (Pyrazofurin) ;
AP RRH Riboprine) s ML (Rogletimide) 5 /i KIHJE (Rucaparib) ;775X
(Safingol) ; #h@ 7P 75X (Safingol Hydrochloride) ; @l5Er]y] (Semustine) ; A%
(Simtrazene) ;Sparfosate Sodium; allf1% Z (Sparsomycin) ; £h R 5% 12 I
(Spirogermanium Hydrochloride) ;#25Ew]7T (Spiromustine) ;#2%H (Spiroplatin) ;5%
M2 (Streptonigrin) ; §ERAH 2 (Streptozocin) ; iSOk K (Sulofenur) ;Talazoparib;
b F) %55 2% (Talisomycin) ; 520 (Taxol) ; 25 7% (Taxotere) ; # 1] JI>%44H (Tecogalan
Sodium) ;W JENE (Tegafur) ; ZRER T IE R (Teloxantrone Hydrochloride) ; #5 BNMYy
(Temoporfin) ; B JEIAES (Teniposide) ; 72 % (Teroxirone) ; 52 Nfig (Testolactone) ;
FRPKIERS (Thiamiprine) ;i SR (Thioguanine) s EET)K (Thiotepa) ; HEME R AL T
(Tiazofurin) ; &7 fLIA (Tirapazamine) ; #hfR AN 4R (Topotecan Hydrochloride) ;47
BRFTE Ay (Toremifene Citrate) ; SFRHIFE R (Trestolone Acetate) ; BRI PE 37 %
(Triciribine Phosphate) ; =Hli7p (Trimetrexate) ; = il 70 4y MR IS
(Trimetrexate Glucuronate) ; EhfEZ 5™ (Tubulozole Hydrochloride) ; i ali]
(Uracil Mustard) ; BEi#Fik (Uredepa) ; %% Ik (Vapreotide) ;Velaparib; 4EFH 5%
(Verteporfin) ; iR K &40 (Vinblastine Sulfate) ;B8 K- HFFIR (Vincristine
Sulfate) ; KAME (Vindesine) s iR K AH > (Vindesine Sulfate) ; fifid KAVEE
(Vinepidine Sulfate) ;e K& HAE (Vinglycinate Sulfate) ; iR & 2 H
(Vinleurosine Sulfate) ; /W AMRK HRVE (Vinorelbine Tartrate) ; e K& 2 iE
(Vinrosidine Sulfate) ; BifiRt-&AF]E (Vinzolidine Sulfate) ;{R%ZME (Vorozole) ; $T/E
4 (Zeniplatin) ;#afth | (Zinostatin) ; FIEREEAEZL R (Zorubicin Hydrochloride) .
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[10791  HAth b 25 B4R EAPR T-: 20-epi- 1,25 ZFILAEA D3 ;5 5- L RIL JRIENE ; ]
Fo R Ay (ablraterone) L = M s IR A KIS (adecypenol) 5 Fi[ 223k (adozelesin) ;ALL-TK
A 245 0] (ambamustine) ; amldox,ﬁuﬁﬁﬂT (amifostine) ; 24FL LMENIR ; 2L &
(amrubicin) ;FA[ A ET (anagrelide) ; 25 0i% N (andrographolide) ; % A= sl AP 51 5
FEHFID; HH77G antarel ix; Prigb B A4 -1 (anti-dorsalizing morphogenetic
protein-1) ; PUMERER s UMM (antineoplaston) ; AL HIR ; H 2B Pl A1 5 3=
(aphidicolin glycinate) ; T FEPRYA 7 ; ST U8 T3 71 ; JOHERSER ;ara-CDP-DL-PTBA; A
AR 2l s asulacrine ; Ffth 3530 (atamestane) ;5L =]7] (atrimustine) jaxinastatin
l;axinastatin 2;axinastatin 3;PFLalE (azasetron) ;azatoxin; o & S R
(azatyrosine) ;3¢ W55 2 (baccatin) ITINTAEY);balanol ; 2 & a)fl (batimastat) ;BCR/
ABL#5 171 ;benzochlorins;;benzoylstaurosporine; BNEEIZATAEY);p-alethine;
betaclamycin B;HMEAKRER ; bFGFIIIFF;bisaziridinylspermine ; ;23747 (bisnafide)

bistratene A;breflate;fiZz=5tH (budotitane) ; J Bz BR WV IKNIE (buthionine
sulfoximine) ;8571 —F% (calcipotriol) ; 85MEfRE [ (calphostin) C; B IRAT AW,
canarypox 1L-2; FEABIE (capecitabine) ; FAMEIG - 24 5 - =W, SR ELT e =Wk s CaRest
M35 CARN 700 5 BCE T 2L 19 910 550 5 I &5 11 Bl 710 il 5570 (1COS) 5 3% M K i
(castanospermine) ; JiA K (cecropin) B; PE I HG5E (cetrorelix) ; — &AMy (chlorins) ;
SURREENR WA 1 (chloroquinoxaline sulfonamide) ; Y41 2 (cicaprost) ;JIi-Ip
Wk s K2 (clomifene) 25104 e 25k (clotrimazole) ;collismycin Ajcollismycin B;
FELEG7T (combretastatin) Ad; FEERG7T 258l ; conagenin;crambescidin 816;
crisnatol;cryptophycin 8;cryptophycin AffTA¥ ;curacin A;
cyclopentanthraquinones-cycloplatam-cypemycin-cytarabine ocfosfate; A4 A
+scytostatin; ikt P (dacliximab) ;dehydrodidemnin B; {4 EEAK (deslorelin)

dexifosfamide; 584 (dexrazoxane) s A4 4EHi MK (dexverapamil) ; [ yR Y 2

(didemnin B) ;jdidox;diethylnorspermin; & -5- &M ;9-dihydrotaxol;
dioxamycin; —KILIE L S]] (spiromustine) ; .+ ¥ (docosanol) ; i &g
(dolasetron) ; %K (doxifluridine) ; Ji A JFk; (dronabinol) ;duocarmycin SA ;4%
AWk (ebselen) ;iK% H A]JT (ecomustine) s (kM fE#T (edelfosine) ; (RIS BT
(edrecolomab) ;eflomithine; Hifrs (elemene) ; £MEFE G, (emitefur) ; P&
(epirubicin) ;4R 7 HENEZ (epristeride) ; MESTH]TT UM s M E U Eh 71 s MEBI R A DT 5
MG (etanidazole) s BEFRIKIEIATH (etoposide) ;4K PEFEIH (exemestane) ; JEAE H]I5E
(filgrastim) ; JEALAENL (finasteride) ;flavopiridol ;s HIf7] (flezelastine) ;
fluasterone; k& (fludarabine) ;fluorodaunorunicin hydrochloride; fafyIE e
(forfenimex) ;f53E m]dH (formestane) ; fme i)yl (fotemustine) ;gadolinium
texaphyrin; iR ; MIVSAbIE (galocitabine) ; JJEHH7e (ganirelix) ; WRHEHIHIA ; 2
JDEH KA HI 5] s hepsul fam; P& F (heregulin) ;N L = O Wiz s & 22 Bk &
(hypericin) ;[ PLBEEL (ibandronic acid) ; X2 7% (idoxifene) ; & 5 il
(idramantone) ; fF 5 4EHT (ilmofosine) ;1 Ewlflh (ilomastat) ;imidazoacridones ; bk
WEBLEE (imiquimod) 5 SRRE SN ; e Z=AF AR A - - T2 AR 741 s TP =Bk a1 T4k
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2 AT SR (obenguane) ; BB ES 25 (iododoxorubicin) 3 HE255EE (ipomeanol)
4- B EE (irinotecan) ;2% H (iroplact) ;fFZHiE (irsogladine) ;
isobengazole;isohomohalicondrin B;ffthalEi (itasetron) ; jasplakinolide;
kahalalide F; FrBRZ 1 -N=[HERMR; < H6lik (lanreotide) ;leinamycin; K% n] =
(lenograstim) ; iR 4 Z M (lentinan sulfate) ;leptolstatin; (HIMNHANEIA T H 40
fila T2 5 ST AR (Leuprolide) +HERER+I8 (R ; 5L Bk (leuprorelin) ; 2= bk
(levamisole) ; K/ (1iarozole) s ZRVEZR B AAUMD s SR IR IR B s SR B s 54 5
lissoclinamide 7;7%%1 (lobaplatin) ;HrMs[AkfE (lombricine) ;735 ZE (lometrexol) ;
HJBiAW] (lonidamine) ;7% 25K (losoxantrone) ;7% ffthi] (lovastatin) ;&7 5%
(loxoribine) ; FIFE#SEE (lurtotecan) ; lutetium texaphyringlysofylline;Zfi@fik; 358
SF (maitansine) jmannostatin A; 5 v/ Ealh (narimastat) ; 2 2y (masoprocol)
maspin;matrilysindPflFl; 3E 54 B B H] 5] s merbarone smeterelin ; &5 24 FR
(methioninase) ; FHAA S 1% (metoclopramide) s MIFHPHIF ; AAE A1 (mifepristone) ;2
A (miltefosine) ;K7 m]5E (mirimostim) 5 E5ACHUAGHRNA ; KFENNNE (mi toguazone) ;
TR TS (mitolactol) ;2238 & (mitomyein) F5UIM s KIE L (mitonafide)
mitotoxinfl ZFAEAME AR KA - R 3K L 2T (mofarotene) smolgramostim; B hw T
K, NGB E IR ER 5 PRI IRA+ Sy ST IR 41 sk ; BENK AR (mopidamol) 5 25 25T
PRBE DRI 5 3512 IR BRI L 99T 75 B DU 54 smycaperoxide  B; 23 SO IRT4H
fEE G2 B smyriaporone ;N- S I AK (dinaline) s N- HUR 2R FHE i 5 0 Tk B Ak
(nafarelin) ;nagrestip; 2N+ /4% snapavin;naphterpin; A8 FE &)=
(nartograstim) ;25ik%M (nedaplatin) ; 25522 R (nemorubicin) 3 2537 JBEEE (neridronic
acid) s FHYEREEN VI ; JE &K HF (nilutamide) snisamycin; BRI T 5 53D
X3 ]snitrul lyn;06-benzylguanine; BLH ik (octreotide) ;okicenone; HAZ R ; BLHR A
filil (onapristone) ; i F}E)E (ondansetron) ; B8P alEi (ondansetron) soracing [ ARZHM A
5T BIDF;E (osaterone) s BEYD H#1 (oxaliplatin) ;oxaunomycin; 542
(paclitaxel) By BEEENTA Y ;palavamine;palmitoylrhizoxin; K EER
(pamidronic acid) ; ASML=[Z (panaxytriol) ; I A7% (panomifene) ;parabacting
pazelliptine; R 1%y (pegaspargase) ;peldesine; KM MR AN ; mimlfth |
(pentostatin) jpentrozole; 4 giA %t (perflubron) ; BN IE (perfosfamide) ; 571
(perillyl alcohol) ;phenazinomycin; CPFRIRHR ; R BENE]F]; PDEEAK (picibanil) ; £k
MR ERZERM (pilocarpine hydrochloride) ;2L % (pirarubicin) ; Ml ve 7
(piritrexim) ;placetin Ajplacetin B ZFIAREIHGEPINGIF ; A2 B 5905 50
= HRES S N A (porfimer sodium) ; 322 B3R (porfiromycin) 5 YR - I IE
Pl 5 FI A DR 2R T 2 5 6 P g AR ) 1) 5 312 1 B AR S T 71 5 28 1 B s CHR ) 77 5 2 11 o
I CAI ], microal gal ; £ [ [N S MR BT SR T TR 711 5 R AZ - s R A BTN AR 571 s R vty
B2 (purpurins) jpyrazoloacridine;pyridoxylated ] & AR ALIGREY) ;s ratH5 1
5 A AN ZE (raltitrexed) ; RS HE (ramosetron) ;rasih/edt s H AL AERHDEIA ; ras
JRIF 5 ras -GAPFRIHRIF 5 Bl AL B 55T (retel liptine) ;Re 186K B BEER Bk ; F 25T
(rhizoxin) ;&% ;RII retinamide; 2 #H-fiFl (rohitukine) ; & %k (romurtide) ; 23
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70 (roquinimex) ;rubiginone Bl;ruboxyl;saintopin;SarCNU; JLIAIM-2rEZA (sarcophytol
A) ;A5 (sargramostim) 5Sdi VMBI T2 ORI L A3 SOFREHTR B 58T
FEIF 5 5 S 5 ) AR UR S5 5 8 5 sizofuran; EA A4 (sobuzoxane) s i< #1;
KO ;solverol ; AKFNTELEGEN ; ZY (sonermin) jsparfosic acid;
spicamycin D;$25E]7T (spiromustine) ; Hfiif &€ (splenopentin) ;spongistatin 1;ff]
b (squalamine) ; 4TSIl ; 405> BLEHIF; ot ipiani de; ELBTE I0HI;
sulfinosine; SR N B KK ST s suradistas; Rl (suramin) 3 7 5 5%
(swainsonine) ; &5 B AR S B4 S8 00 s 5w ]iT (tallimustine) ; = 2R5AU % L L)
(tamoxifen methiodide) ;4-fifi%e=]7] (tauromustine) ;fthFL 2 7] (tazarotene) ; =¥ A] Jj~%
B (tecogalan sodium) ; B JIIGK (tegafur) ;tellurapyrylium; smfr e il 7 ; 25 5ms i
(temozolomide) ;tetrachlorodecaoxide;tetrazomine;thaliblastine; b F &z
(thalidomide) ;thiocoraline;Ifil/INRA: B 5 I /N A2 o8 22 40U W 5 1R P 72
(thymalfasin) ; & fRBRA= s 2R 2 AARBENF; BRI (thymotrinan) s HARBRHRIEUEER ; tin
ethyl etiopurpurin; ~5( %%k (titanocene dichloride) ;topsentin;fEEi K%
(toremifene) ; 2 RET4HI N - ; BIREAMAIA ; 4E IR (tretinoin) s = LMEFRT 5 HhPH 7%
(triciribine) ; FELTHIH (tropisetron) ; % ZHENR (turosteride) ; & 2RI 7 ;
tyrphostins (¥ 2R BERR AL AIHIF) 5 UBCHHIFN; 22835 H] (ubenimex) 5 WAPR A 52 A= 1)
A A R s PRI SZ AR S5 D057 s variolin B 8k R4, 2L 4N R RIVGR YT 5 4EH7 5
(velaresol) ; #PiZ (veramine) ;verdins; K& HVE (vinorelbine) ;vinxaltine;
vitaxin;FLIEEE% (zanoterone) ; I R4EC (zilascorb) ; DA & = T G (zinostatin
stimalamer) o

[1080]  AHHIHATFANESROR I G 0IL v LS DL MERR YIS ] -

[1081] X558 (ADP-AZHH) &5l (PARP) HHIFIAIIETY , 1IX & — et 8 ) B A B b
DNAFGH5 18 2 IR E A 7 75 (Yuan, et al.,Expert Opin Ther Pat,2017,27:363) o iXffi
PARPHP I )0 +5{H APE T- BRI JE (olaparib) srupacarib.velaparib.JEfiIAJE
(niraparib) .talazoparib.pamiparib.iniparib.E7449F1A-966492.

[1082) B £ SHECONA LGRS 101 45 S R AT 7 B 24
S4HEIF] (Pilie,et al.,Nat Rev Clin Oncol,2019,16:81;Zhang,et al.,Chin J
Cancer,2012,31:359) [{JI677 o IX R 7] A0 FE{H AP T ATMANATRE S A% 5 fU S L2 |
DNAYE P EE 1 Tk BE AIWEE 15485 (Pilie,et al.,Nat Rev Clin Oncol,2019,16:81) )4}
il .

[1083]  Hx& o7 (Khalil,et al.,Nat Rev Clin Oncol,2016,13:394) JEERERse i
(Hollingsworth,et al.,NPJ Vaccines,2019,4:7) G &ty S 37 (F140PD-1.PD-L1
CTLA-441%55) (Wei,et al.,Cancer Discov,2018,8:1069) . 4HJit J& KA 1 -D- k4 /640
#15] (Goel et al.,Trends Cell Biol,2018,28:911) \AE4EA IRg M/ s L RS R HEAE
S HURR FE 4R i 24 (ADCC) [P (Kellner,et al.,Transfus Med Hemother,2017,
44:327) TN sloNK 4 4 5 75 (BIADBURS = iR) (Yu, et al.,J Cancer Res Clin
Oncol,2019,145:941) i FHY i) E ARk R Rhiee fA S i 4 (91 Ak & AU 52 4T (CAR-
T) 4ufiw) 14nfiuyr ik (Khalil,et al.,Nat Rev Clin Oncol,2016,13:394) [7GTT « TLReks:
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A S H IR E AR T4 Pt (nivolumab) APLFEFL (ipilimumab) IR 4R ER T
(pembrolizumab) P EEEHHT (atezolizumab) P 4EE b (ave lumab) {28 FL & FL T
(durvalumab) FIPE KA F] Hid1 (cemiplimab) o

[1084]  ARIEALIWT, Pr b 59 AT LA T PR e A0 5 2w TRl k2 e e o Tt
I TR) 36 AT G 6 DA R B 5 A AN R 2571 o 75 HA St 77 2 b, Fira e 59 T EAAE A
F7 67 2 AR VIR 2 e B2 A 2 Je Bk o fE— 28 5 00 N, Brii e &7 H
BTGB T Tt P R ok 24 NI I e T o £ FC At St 7 2 vh, mT DAl Ae T 21— i
PUNGHTT I o AN, AT AR 2 A R T &1 S TR 2 /D — Bt e 59 - 545
BTt ST DA S 2 T— o 2506 S T -

[1085]  fr— NSty ZErh , AR BRI &P T A I B 2k PAPRU A AN 2 21, Forh
TR FTAS IR IE s AT A IR A% 2R 55 A R A S 455 ok SEERX RS ) o AE AR5 1)
ST S A I A AN 28 5 AT i A RN UM/ Bl B AN/ s O AE TR A I AT
B SR PIR AR BRI — B3 o AE it — BRI S0 7y ZE Fh i 4t i AN 21 21 S SR
RIAE (AR e A i) sl EIR i NOE (BN S AE PRI , O LA A , 2 B
LR AL M/ 2 IR 271 NE (BIAEE  IEg A slcd EIMVRE 2718 NAE (110 2
PEBS , OB , H B BB AT HECBR) 1 —57

[1086] {1 0ty &b, AL B S T-6 7 1 Bk FAPRU 4 AN ZH 21 A — 1k
VeI Sy S BT Tad T B A AN EE 2 A A AN ZH 2R/ Sl I A/ S R 1
PRI, 55 & PR B i B ) — 35 o A 2P L ) S 5 S, S A 4t A 2H L S 2
JeA 18 NIE (0988 IR AR ) R/ sl TP 1 B 1 — 893, Ll b R 767 5 PR8N
W A0 B TR T I R B A% 2R S AR R WA S W 88 G R S BIIR TIG I AR E— 204
eI ST S, i A AN 20 2R S BER MR R RO (20 2 AEPESER O 5o « B
TR AN AEAL ) A1/ B2 A E VR 18 R (BN S AE VSR UL AP « H B e
TR ANZFAER) I —8057 , 1fn ELVGS 7 T M AS 1 AR F AP AR M SC BT

[1087] 55— 307 S, 5 A2 A0 SR T o o B IR s sl A e 1 B A (9114 28
SEPE OV « S P A R) , AR W S ¥ LATas T A 0Tt ;
et , AL B S A SR T TR EAZ 2R A S e AT iR e &9 2 AE i R ik e &
YIRS B 7 sk R 5 b AP 5 SN A RSO I - I 3 3 = = E BT 1o
FEEIE PIT IR A G A8 A0 DY AR AL o e (1™ B AR IR0 T IO FF SN 1] L [FTIN sle Ik
WRTY IR TEE) IR BT EATE T AR MOl 2 1 R GRYE FEI N I 2R A =1
AL BN, X1 B AR iRy B LA 4 B D R A s e AR 5 iR 1T 55, 0 4%
(A R AR X2 DA D 5 58 2 45 1 e o 4 L SR B M 11 ek s 457 1 E 4 i AT e e 10T ok
I o QA S Ty ZE PP T, “HR” BAE AT A TR N A

[1088]  fFH A ST Sy S0, 1R T A RS A TR GG TT o AR Ay NS I R IR sl A
TE AT B 11 A THeg 4 e P 5 2 ) o

(10891 s, YA SIS T TG RO P EAZ R AR B S LS, 1697 A 30a b a1k
(AR IR B LA A AR5 VR UM BE T AR 6, AT X SE 2 m] DL AT i B
N GURE o iR 75 v R e Al D3 R e AE R B ARE o 18 7 A1 S0l
{HAPRT0. 1pg/kg £ £J2000mg kg 5k 1 . Opg/kg = £J1000mg/kg 5,20 . Img/kg = £)500mg/
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kg H#1 . 0mg/kg % £)100mg/ kg , BRIt FH— Nk 2551, BT — Rk 2 K WRFREE, Frak i
VEA S A 20 H FHE AT DUYE AN s AN DO s SN ECE 2N 75 i L, 44
LE— KA DA Y R B3 e, A28 DL 790 88 1 o A5 — 28 5006 5 &7, Ak G4t
FHERE 7R RIS 10K R LA R A TS 20K o A HA S0 75 S8 b, BT b S A 250 ek 23 H
(RIS TR B PN Tt P o AF F S0 75 S8 vy, PiTa e S P  Re P o 491140, P 050 B R oK sl =
PN S U NN X B TN X EYAW NNE R S35 NE RS9 S RE R

[1090]  fF—{Luk sty & rh , AL I S a7 A/ s es , Hrh X Gy
SEU EAZ 2T T

[10911  foaedth , O 1A% 227 TR R sl T IO 1A% 22 R A AN TR S R B o 13X e
AT BIAnPA T o AT R S AR BB T -k FlAuger B - Fi
SRR AR T R o R A kS IR AR T A RO A 2R R S R
FEFES RS, U A 2RI T TR AT 0 D TR M AZ 2 T T R IR A R T Tk
JF U EAZ 27 1 PR U A 2 7 T R U A 2 T 1 o R U A 2R Y
A R R Y AZ R IGTT TR X e AU R AZ R IR T B S A A B O
FIT A X BT S RO EAZ 2R R 7 B AT LAl i A WA S o SRR, AR 45 A T TRC
PEAZ A T AR WIS, SR E X M S R38R 0 o

[1092]  JRCSHPEAZ 2T A2k 1 e R A R DNASR RS A FH o PIT i i A2 G- FL - i
S IR Ao R Bl B IR Ak R4 FL R B DNABE I i - T S B0 o TR U B
IKHESRIEE R, TERK H FRES Rl 0k B FR S, SR L BEEADNA

[1093] i WU PEAZ 2T, KEB o B AN s il ) H 5= 2E 1 o Fi T4 i
HAEE DNASGLE AL, DS AR A 8L DNA RS Tk W e 20 A P ) e P 2R o F T
2 R AR PRI T 4RO, SR A R ot A AT L e A 5 5 20 DA )
BN I AR IS - DNAF B 2 1l i 41 i oy B4t A% 1, B B e 4n i i 40 , S8
AN T e B N .

(10941 52— M 7 R JCo B , 1ok B Bl 450 35 DNA) B R RS SR IG5 7 71 v [P
(R8T o AL, P P v s S 85 15 I %) el R I A R AP S M TR B ok =
M (misonidazole) FIFHAEME (metronidazole) , DA MARSE 400 &5 2= W hr dLH
(tirapazamine) »

[10951 e R0 A 77 v 5 PR RO IR 31 B BB R A B AR 20T, U IR T 2 e T
RITIEEFARSTIAT , LR TR .

[10961  SURCR PR AT Aoy R4 T, B TS0 B S A T £F — ARk 2 ka7 R I TR
SIIREGT o IRER T Se VR IE i 4 I TR AR, 1 Eg 407 o IR 26T 2 TRl B B s
AR 3 IR & Tk e VAL — RIS T BITRI AL T-4m i 5 AR o S o B R gm e /e |~ —
NI IREE T 2 WTEPA R I SUR ST B 20, 18 Ve ol 2 MRk S PR BE B e S 1)
JIEE A T RRSAE 03 IR 4R T 2 TR 3 56, B ek vRE 4H 1 R - 75 77«

(10971 LRI JEI KT, A R B RE R T TR T 1 SO AN ] o i 0 it S 118 JS I i 1l o L
UM AR 1 o i BRSSO I A 2l S5 R R TV R A o 1X BB A 1 I
R BRI R A 4 e -

[1098]  HE SR — e AR B b 95 = R O Ieg 1 e S B0 5 4 SR B M I
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PR S HH 2 e A 13328 305 P S A ) B R RE 1) “ PR ™ A T DX o Bl , 1 a1 18 i e
WA AT TR, IR O AT 4 B o QSRR JR PR SR BBz, e AT DA MARAR |-
VAT A, VF 220 DL AR v R TRCERT S A e an SRAG T 5 IR B, WT ARG e R TR 1
BRI EIAN, X0E FHTAE R 2R R DR S 80 AR/ N i 5 S0 JIT s S i AR o
(10991 IR B S Rt 5 R/ INE 5 F T2 2R M T TR, 558 IR g sl oM
AHEL , FEH R IR A R SR 2 o il T3 A SRR S IRaX MR o 15 DL IR B AR 2 T
Ty I FARYIBR XA 12 JRES VIR 3L s IR AR BB I FLBRR IR 7 PR o .
P M SR AEARIA VR IBUR Y EAZ 229697 Z 0 HUET BT T 4/ NIYR « 58 — MO il AE
BTG TY 1 H 5T R0 25 ok B i ) TBU SO o AU B 251 S A s AE AR
FI5%A (Cisplatin) JEZHIME (Nimorazole) FIPY 2 Bidi (Cetuximab) o

[1100]  ARHBGT & — PR R , A TR DR i Jm s Bk AT o X P 75 2
T-FU s R AR YT (TARGeted Introperative radioTherapy)) ik HEE AN EL A -
[1101] R R I AR S ORI V2R dh B 6T 5 RS M R E R/ Nel s il
PEH B AR TG Ty Al RE A iad T IR GRUEEIE D) iad7 e8] sl8r (REITERD
s AT A (RAREERD SRR EIE - 8I7E IR BT ™ SRR B AR £ [A] B 1
P IR B e T (B HAZ 2200 280 T o dR G RS FLERE E 550

[1102] AL HHEE N, A B 10 5 10 75 1 T DA S AR el 2 1) A — Fh A
PR R SR, I HLAT TS FE P A4 A A BRI 2E—28 S8 )5 5€

[1103] A LB SV T T2 W A ST T T 1 5 AT A AN o« X BT VA s
HEAE A T 20 AT 2 W A 38 A I S IR B

(11041 ARIEACL I, Bt 75 108 B INRRATH  BOC 1 S TR = 545K (SPECT) FTIE
HL & ST B2 R (PET) o

[1105]  FEA R W RE St Ty 26 vk, 08 ok FINAZE & 7 5 e ) 2577 BEAR e B 5 Te Tl
A% = A R WA S s i FH 1 I SPECT ) PR o AF EL 51t 5 56, BTk ok
NAE S I S 7 EN4AC .

[1106]  FEA KW — e S5t /7 2 b, 0808 5 FAINODAGA L B 18 25 5 Ga il i R AZ R 1Y
A RIS PR B T HPE T 5 TR AR T o

[1107]  ARRER SR A il T — A2 Wil sk 7 72 , A ses Ve 25 4n it L 41 21
/A B AR, s e RN N AR AL, O ELNAE A B TBC 25 % HE R S N A R D
(YAIBD HliR LUE SR s —4ERI . 55 2 AR, SPECTAIPETIE AR it s HH = 4E 15
I, A SPECTAIPE T (5 Fy ARM LA TN B o, (H e TR U200 S5 IR A R 4
Ao INIRAIASF T Horh AN S 28 1 S ATE B UG 2 W X T 2%

[1108]  BAYCR ST 2 R (SPECT) 43— Fhfili FHly S £R OAZ A B - HL 5 iy
AR 3 RAZ = A R A AR DL  £ESPECT A4 2 1 , B & sl S B Y E bt
WL, XA A2 52 A 3 T AR SR I 2 1y S % o TH AUy AN LIS S AR BRI 4%
R T AERSRER I o X SR A P AR INE — R DU sias B sl 21 2R = ZE G . SPECTIS A
DRSO PR IS A A S PR B TR VA 22 PR — RS A I TRy 2% O T 3R HNSPECTIEG: v
AARTUE S S0 B L o A e AR, 105 AR e A% 3 - 6 5 , 76 38 S R B 52 o AE R B
L T SEEE IR 36 0 B e e R R AT e (i B SRR RN EE AT AL B IO I TR 2 T AR Y, (Ll
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155 208D« IXAE SN ]LE 15 2 2073 Bl o 22 Ky AEH Lk B BE PR o - SPECT R EE 5V 1f]
yRALAAGAE T AR, PR AT LA HARIR TR P 259 o

[1109]  IEH R UM EHEE R (PET) & —FhAERAVERIZ W AR EOR, 0 AR
I RS TS 2 PET /2 MUK, RO L AT LA A U ACSE A E W e 5 5 D
HIEG AL GRS W HOR B AnX 81 28 CTHIFTBRMR T, P2 AU RO i) 27 sk 5 A O 1A 152 o 1
FORMTTHEE T UAE B S PSR AR TAT S5 A e file 3] (A o A=W b A Rt 2= PR
TR, I H T BRAE MR A AEAT A B KA 2 1T & A S PET R — BB, AT LUK X —
86 R A=W A2 A0 AT « PETHFI SR 5 RR T A HR I R Sk A ke I 1%« 25 g7 S R T
TR (AU 12 25 , 16 28 254 S TR T R SR B E AR, 5 59 S ARkl oy 1 25 A9 s
FEPEEE G Y IBUR PERA R P E FL - A AR (PR IERIEAR) Ny, s A O iEHL 1, )
LA SR - N A AR A T0E T LK, IR HL B B F I, = — X DA 5 1711 3
TR (p) D6« M e RLE RS2 I N BB 2SS 2], 7 A= ' CHL A% B alokek
A FL A AS I 2 (1 — Ot IR BRI 066 110 [T sl [ 2540 0 o AS ok 2]
R, BIARAE ) LANFD PN BIR R4 208 o BT A 1R [R] 25 e A A 2 BG4 A e, £
IS EEL o FTIPR f o A f  AE ie A EG d

[1110]  SPECT/CTHIPET/CT &SPECTHIPET 55 T BT Z44 (CT) H4 & - 415 X B
F AR R A A ORI o THE Ze i PETAISPECT , S5 IX 3 & R IRt 14K
AR, P ER AR 5, X AR 12 DI A TR 17 o TN CT A BO T M S
R S DO L, AR I T e T 402

(1] AR IIYER N, AR B S Wi (197 725 AT DA SEEAS ST 2 A0 TR SR R 1
TE— D AUEAT—A, I HAT T A BOA A BRI 2E—28 S8 5 56

(11121 AL &Y T3 B T =, B FR S R rp G -4 SO - A
Fr o QrT i 7 265 E 2910 BE PR AN B o 1l S B i A AT REXN T iR e AR SO AT 5,
53 2T DARSR Rl R 16 I 671 1 sl H 2 435 SR A A Dl A B 45 SR PR 65 1) S B 4
B3 .

(11131 o E i) — A AL LB R B, D RS e P R BT %6, 9
E RS PEART XU TR RN BN e 76T 45 R 7 TH S e T BB 45 R

[1114] AR S ] TR B s R E Bs (e 2l HiE) kARSI A
[ GXAE S/ A 11380 el I AR s M e S ARt GO T T , DA KT -1
WIS 25 726 TT SN AT EE P G2 T FH )

(11151 AL SR 2 W A AL BN 8T Sl I S e KR T 25
Yy S AR 2 AR S &, AT I0ia T 290l PR o ¥ 7 2 W 2 o 2 AR 15k
KA 5177, FH8E) T2 I S A5 BB A %80 TR R E VAT T Hhak 4 i S Mkt o
A BEEIRTT B i 2R T 38 T it

[1116]  JBIT WAL IaT 7 A S 2 Wil gs &, (B AR RE B A e B FE 5 25 I
BIEMNIRTT IR I 2 o AE— D07 SR B AR (58 T A S T
SBERSW, BRI e DA S AR R SRS Az A R 1 2 e RN e 7 o I AN, T DA RE hEg
TR B IR il FH = 207 77 R 4nSPECT B PET o J 45 FSt ELAG FAPRH A g B L8] b T B A
BESTIER SRR N B A SR e B TR T 1, Ikt AN LIRS o ettt , aX By
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B AL I S PR APRE T 1k o A —/ MR S0 17 S, B FE 7 EARIRI O JiRg e
AW, e I DA MR  PET sk SPECTARIIBUSHATT 1 B AG2 W o I 2540 A5 AR RS 1A%
Z 7 AR, R 3 2 A R AL R AR 1938 1 254K 80 T2 E 13X AT DA Fi ¢
E N2 W sl a7 U P B S S o s, X AT DU A 3180 M b 1d A A AR ]
W EE T M RU EAZ Z 3 TR M E AR 1O R SR o AE— N S0 5 26 12 Wi a2k
ARG AR L E RIS 2 W MR U PEAZ 2R A S 0 A T B RN Je (S e 0 e DA M
55 55 BIWE FHSEMR I a5 AR P A I v 1 25k 5 1 00 i 458 P PRLE , S3R 1 o i
HIELEMARI 2585 = I8 TT -

[1117] A —505 75 S hIF B A R 187 2 W 5 g il AN —Ma 2 Wik
ISP IR, I e Sl dnse F & B2 W b Rl AS I G 2% (B an i i f- sy B3 2%) DA
FARTT A BOBUE (BIAn L sokr 1) BUBU EAZ ZARc AR R L &1 .

[1118] A KBHIEHE RS T AT RS E /$an MR SRR FAPH R AL 2 5 1k o XM 1k
AL L S, Ford e AL I S Pt e (0 S Wi ME A E R 3N o

(11191 FRPEAK B 5 — T 7 5, AR AL A9, B AR iR S U ERZ R 251
T, AT AR EAT AT E At sRg 697 77 iR I B D li B, Birdk R i 7 o i AR IR T K2
KT S AR T2 B PRI TF AR, P M A FH PR s S DA s ol PR B i R 7 1 2 23
PRI R SN 2R 0A W B MG E M RE IR B 7 s AL 7 iR e A 77 AR
W TR RIS 25 R A= 0 T S AL T £ 7 DA e e b e ek 791, 7 g 4m i 7oA
A BB XSS B R TIaTY , B ) e M fiE Fh 40 - P B ) 31, o s
PR D UARIR S BRI R 77 , U A R, SRy T i, e W e hh, Wl BRI T, B
TR D SR I G AR A O - 4 S AR DASR e B AT R s e, AR S HROR)T . 8
FEAE T 27— 5B B BRI 7 PR AR G~ ST o

[1120]  FEAR AT 00— 5077 6 rh, MACR RS AE— 3005 b JBE R E gl
S B RSB AT A B A 1 AU F ), e ISR s S A S TR 1
PR, Feeb K P AP o

(1211 Ve MEAZ 2w ol o EL S B b e T e A S A & DR B i — 343 O 15 10
H 53 B T SRS T A2 W 5 i R S AR R A EA Y 7 IO MES EE T AR L, Bl an e
IR L R RSO IR R R T TR T o — Bkt , Bk 7 & AR B e B 1Y
TR PR 53 A AT 28 B IR T B oy - A I 28 S T LA — R 5k 22 e T DA T T2 W sk
G e R E AR TS E AT PLSE0. 1ug/ kg & 5mg/ kg A L AL &9, H 5611 &
200MBaff) ' Tnik P Zr (48 15 o AL WL IR - & S48 AW T AN A 1 253 i ke B K FriS
I ESE PN A T LIS TR st o A sl Fig e iR VB T DUZ0 . 1png /kg %2 5mg/ kg AL B L
Wy, H 5001 7 200MBg Vak T Luf g A AR KR FL S A A s FEE A RS
20 122 100pg/ kg A L WL &1, F 54141105 400MBa i Tnak ™ Zr 28 & o 2RI
AL A2, 8 E R F VG 20, 15 100pg/ kg A K L &8, S5 H10 %
5000MBq vk T LU 4% A

[1122]  FE 53— 51, AR I K A5, T E R A &, A S AL I &4,
[1123] AL A S S 20— FA R B S AT A7 AR 1 — Pk 2 Mgk
PRI R TR/ Bl 770 BT i 29 A 5 vl S ANE S50 an I A P g — sk 2 Folr 7K 22
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FEI AR R K BB RR SR 22 PR /K ABE W Wik IR — FRESAR B /KA S 451
QAR AW H b SRR A RO H R TR L A BT ) 2 ek 2 AR A H SRR PR AL
B S ANEDTAB A b H A/ BB J8 7710 o (b A7, — il 25 A 7 A e 43 AT DAEEEATE
BRI 25 G

[1124] AR 25 Al &4 n] DLAREH AR S e & 2, s anms e i
AN Bz s AR IR RSG5 s S B B e H AN « A S RO B g ' Ak
BIFERZ N BN I P B 20 Bk PN LS P 3 PN AT R 7 5, DA AT 2 BRI 7 S el
FEBOR AL T 2 ik N e

[1125]  fE A BN S0 5 S VR, B0 2 RO PRAZ 32 I A R B AL & ) i o AT AT 5 B 2 Tt
LR E KN B, a0 DA SR 2 - i TE 2 A B &t T DA A b i
SanE e, A 30 £ 6047 Bl

[1126]  HUP IR , A B RO G T USRS AT RE S g s o2 e ] , 3 anad o 5
T o XS T T DA B4 T IR 40 2 T A 20T TRl l e N\ LA v o A BRI A S 0
GRS R v amailhe=vi A

(11271 ARYEA B PCLE S5 58, A A B 254 & W B S AaE ), B an E R 2R TS Bk
F, FHAPHIA A I S I B S o A i O ASE A B4 1 s B & H Do IR s iz
JeNRFR AT AEY) , sl BRI, B0 -1 1B A B ST, A e AN 25 FURR S M
Z, BT AT A ) S B R R B U Proteinsteril KE Nephro o Rt BT IMERAT L IHL -
[1128] AR BARI 29l E T A2 5 NI s nssl , 80 an FH-J-379 pHAELAE 7 . 27807 . 41 i)
I, BN RN B TR B 5kNa, HPO , o L e 1, R FSUE NN BIA A B AR A S
TERAEFIARAE PAE SR Pk e /E40 2 120°C N IEA TR A% ZE 10 SN, 40 S50 1k
RN G BTk &8 A n] DU AR JC 2 SA M DA T, I EN, sk AT P T AR5 & e R
DA AP TN S NRIRRE

(11291 A LB EYIIIHE Rl A 80N e IO PEAZ 2N, A bl e & 2 o i
— P RIPE IR T IO P R B AT DA 2 5 it P s R o 2 el FL A v 2 B R A/ ok
SR B R YA TR I 5L, B 7E T AL W L S ek 5 AR BT S —iiE it 4 2
I, HE BT W SRS W0 IS PEAZ 25, ol AT o D) 1) e SR PR VAL , 191 41 Synthamin®-14 B -
10 ANk S SRR I AR Bl A Mt e FH I i b1 4 SR (gelofusine) AT DASCER
BRI PR3P o B P R 4Pt mT DL e 50 R PR AR S5, 12— Pt R JRIM 75 75, i DASR
PEr R R T o X R R B0 45 e RSCE A ) R 7 IR 21 ) R 571 A P e 00 o1 711 DR PR
TS PRES ) R T 212 1 R PRAVFMESS BE R IR« [ T AL HIAC G 2 A0, A BRI 258
HEY XM Sz D —Fh, 5 e kil T B IEOR 3, phdkiie A K B L
EPIIARI B IEPR S

[1130]  R&GUNH AR N DS HER , ASCATIT T &R 5 AR B & AR GUS R
A G it PR, AR BRI A A W A K BRI 25 406 ml LA TR S5 30 1 ik &% Fh oy
T A ARGUEBRN SR PR, AEAS R A TTHIA L B S Za L S T2 5 s
ARG EARN GRE AT UAERAR , AL B & m] AR Rk & 405 7

[1131] ARSI RN BN A, AR ISP FA & B 25 S ks 1T AL I
A 2 INE AL — Pl 2 P A S o XA — ek 2 A L S E AR AT
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ARSI BRI 25 S R — 3000 T &, BRI AR A — Rl 2 ML e
W S AR S W03 T B Es T S T AR I T R R AR B AR BT A
P o AR — Pt 22 P EA A S i s FH T A it A A S0 2 0 IR Bl 2 A T
ARGUREARN G1b 2 R E AEAK T 0 B TR G2 S, iU ANt
FH—drak 22 R 1) » Pl i — Tl 22 R HAR AR S o it FH T A s FHAC A AL
W2 T RN B 2 JE BT o A SO T RO IZ AR — Rl 2 P HARE S o A BT A
—HB e S, RS EEARX A — e 2 A A SR AL T SR/ B
Wity — 853 o AEA K HYEIRIN , AR B RO S5 PR — P 22 LAl AE A4 P A0 2 AEART]
AR RS R A A VS RN A IR RO SR — Rl 2 R S0 A
SAEF RS, 2 B SR A BRI SR S — R R A & — P 2 Fi
AL B o — I IR — i, H TR A 2 T LIARIR Bl T AN o

(11821 AEACLBIVEIRIN , AL B2 S AN seA R IR 29 4 SR A 21—k
RIS AL BHRTE I AEACR IR T e e I 22— bR A
AEYHCED).

[1133] NI AL WA SR B 252 S LALLH U A

(11341 (D U AR A 25 R, RGP 25 LA B AT i R D ) ISR R 2 B BB 1A
A MY 2 UV 252 W R AL « AE X B O0 T, d5e e 1 il £ A0 0 Je
B TN SER - T RS IR FL A S P 258 (PETISUR M 20%) JCH ikt 1X
T At b BB =P et AP A B R A S PR T AR 25

[1135]  feufehts, AR BT ZS @B 18— Rl T — AR I S 2 4, i e
PAUN gz /DRl A PR, e 25 o A/ sl B s ], — sl 22 MM A7 AE ROUE A, —
Tt 20 PMT e A7 A1 A AR i A, A7 sisAT B AP s s A e A7 ) — sk 22 A
WU Z A RAT S A — DB AR, L i e 0 B AR e Al e oy
A2 B R P B IR B 37 e e

(11361 FHT I I 20 e 1) — AR E RIS OB AR T 8™ Il B P o s A %%
FISCE , T AU 2o s , DT /N TR S 55 o — RiE Al i 040 Se vEgE NPT
PN I 2o A s () R IR I a1 o M58 R AN, A R i AT AR 2 1Y)

[1137] Fric e e BB B B P USR8 e APOK SR e 25T
EaS AN IR A ANE N A= R RN S AVA IS S SR

[1138]  afifl e B et H a1 A o AR Bl e VPO HE R AR I e P S AN i A
BB BT AR R L [ TAHPE DU B T A L B DA R

(11391 I A L et F BAE MU ARG R S0 S 0 S U AL S RO AR 2
JE U AN U PR A R B

[1140]  PRPERE L0 0E e HTR & RS B0 BRIl TS NG T AUV 25
11411 IS B 4R B DA A TR MRS W P B A R R AP = AR At 53
SRR o UG B 472 B et ade B HAT BRSNS RE DR AP R ) P, P R S I AT
U6 H B IR ORME R R KRR BDRE A DR S R SRR S R B
el D 5 B AEAZ 2R OIS TRT PR R E, FRAIR N SR N e L L P B N S R 75 X

(PBEEL, DS X P i 15 (e
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[1142]  J ] B e A 3 S v« PP S e« B Sk S SR MRS B o TR B R P Rl 2
2R TE S5, W] AN aRrO AR R, FR e B il B, T A S R, SRR E A S R) DA
I E T O A SRR S s PN VR AR

[1143]  Pifeadd 2 DL B AN S — 20 o~ B AL W, WA a] DAERAS AL B
Wt B RFIE Sy SR A, Forp

[1144] P 1R PE 2 100me/mL e H I 4 Fime /ml. L~ HYBR U8R OB 2 P
""Lu-3BP- 34074 & BUR L B W U €

[1145]  [E2~HAE 47 100mg/mLATE I R A5mg /mL L- FHR S BRI i 122 i b i) L -
3BP-34074E 15 B 6 K 20 AT € i 1 5

[1146] 3755 Y 2E 4 7 100me/mL e I e 4 Fime /ml. - HYBR AU OB 2 P A
""Lu-3BP- 35541 £ LR AL BT IO € 1

[1147] B4R A4 100mg/mLAFER M RIGme /nl. 1~ FBRARRIALHIZE Mt b i Lu-
3BP-35544E 15 B 6 K 23 A TR € 1 1 5

(11481 [&]557 FHAETE 5 20/ N S 1/ 3/ L 6 /N FI24 /N, i3 Tn - 3BP -
3105 (A) F1'''Tn-3BP-3168 (B) [ISPECT B AIAE AIAE P < JFF 1 s ATTHEK - FAPJHRT g i 5 77
= 1/ e S (% 1D/ ) B

(11491 [&]657 HHAETE 5T B0/ IN B S /N 37N L 6/ FI24 /N, i3 Tn - 3BP-
3320 (A) A" Tn-3BP-3321 (B) (ISPECT B AGMIAE AOAE P « JFF 11 s ATTHEK - FAPJHRT i i 5 77
= 1/ e S (% 1D/ ) B

(11501 [&] 7o FHAE VL5 B0/ IN B S 1/ 3/ L 6/ FI24 /N, i3 Tn - 3BP -
3275 (A) A1 Tn-3BP- 3397 (B) fISPECT i A4l E FAE 1 T ULt FIHEK - FAP fifveg gy 5 51
= 1/ e S (% 1D/ ) B

(11511 &85 FHAETE 5 20/ IN R S 1/ 37N L 6 /N FI24 /N, i3 Tn - 3BP-
3398 (A) A" Tn-3BP-3407 (B) (ISPECT B AIAE AIAE S « JFF 1 s ATTHEK - FAPJIvRT i i 5 77
= [/ RS (% 1D/ ) B

(11521 [&]9o FHAETE 5 B0/ IN B S 1/ 37N L 6/ FI24 /N, i3 Tn - 3BP-
3554 (A) 1! Tn-3BP- 3652 (B) [ISPECT i Bl iE FAE 1 T 1L 7t FIHEK - FAP fifveg gy 5 51
= [/ e S (% 1D/ g) B

(11531 [ 10755 FHAETE S B/ NGB AR 0 1/ 37N 6/ 1N FN24 /N i ' Tn- 3BP-
3654 (A) F1'' ' Tn-3BP-3656 (B) [ISPECT B AIAE AIFE S « JFF 11 s AITHEK - FAPJHvRE i 5 77
= [/ e S (% 1D/ g) B

(11541 [&]1 1o FRAE TR S B0/ NS PP 1/ S 3/NIRE < 6 /NN RI24 /N i34 Tn - 3BP -
3659 (A) F1'' ' Tn-3BP-3678 (B) (ISPECT B A4IAE AIAE P < JFF 1 s AITHEK - FAP 8T g i 5 77
= [/ RS (% 1D/ g) B

(11551 [&J1 27 HAE T S B0/ NS P 1NN S 3/ < 6 /NIRRT 24 /N i34 Tn - 3BP -
3692 (A) F1''' Tn-3BP-3767 (B) (ISPECT B A4IAE AOAE RS < JFF 11 s ATTHEK - FAPJHRT i 5 77
= [ Eb/ e S (% 1D/ g) B

[1156] 137~ A 53 2 HATHEK - FAP YRR 11/ INUHR i /NI S 37N L 67N 247N 1148
/NI Tn - 3BP- 35541 SPECTEAS: 5
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[1157] 147~ A 5 2 H AT HEK - FAP IR 1/ N e /N S 37N S 67N 247 NF A48
/NI Tn- 3BP- 376 71 SPECT A 5

[1158] [ 15A 5 H 8 B0 &50™  Lu- 3BP- 3554 . 30MBq ({1 +) " "Lu- 3BP- 3554 71
60MBq (5715 '"Lu- 3BP- 355440 FR () H AT HEKFAP vz it/ INEsUrh SRR i TR] A 5

[1159]1 & 15B s H F #uid B0 &)™  Lu- 3BP- 3554 . 30MBq ({1 +) " "Lu- 3BP- 3554 71
60MBq (5716 'T"Lu3BP- 3554 4L R LA HEK - FAP a6/ INGUrH R I TR AR AL 23 L 5
[1160]  [&16A7RH! HATHEK - FAP IR ¥/ N r160MBg "' Lu-3BP- 3554 R8I TR AL H045 A 1
PR FEMESPECT /CTIE M 5

(11611 [&[16B7R H HATHEK - FAP IR ¥/ N A1 30MBg "' Lu-3BP- 3554B8IN TR A H075 A 1
PR FEMESPECT /CTIE G 5

[1162]  [&17AR HE DU [E R PDXAR AL fi ' Tn- 3BP - 35545 3/ NI IR e PESPECT/
CTEI

(11631 E1TB/RHIE GG 3/N, M Tn- 3BP - 35544F PURAS R PRI PDX AR H F1 ) 9% 1D/ g 5k
H

[1164]  PJ18A R HAE AR A LS " ' Lu-3BP-3554.30MBq '""Lu-3BP-35541k
60MBa' " "Lu-3BP-3554 4L HATSarc4809 PDXJMET (/N HH R BT TR A K 5

[1165]  [&18B/~H F A& A (b &)™ 'Lu-3BP-3554.30MBq '"'Lu-3BP- 35545k 60MBq
"TLu-3BP- 35544 HI ) HL A PRI Sarc4809 PDXJIRT (/NG A e BN RN 2 1 5 A

[1166] 197w H A B AR g iois {82 3 (FAP) (SEQ 1D NO:1) - A —JIKFEAKAE4 (DDP4)
(SEQ ID NO:2) A Sz ME N JIKR (PREP) (SEQ 1D NO:3) [R5 3EfR 741 -

(11671 GHEDL N I DA A A G0 1 R RS A AN 1) 3 R AR R M ST T 6
SEFE S AR AT P A FIASII S RN B — oK ARG AR 53R DLERA# DA T
SR A BIMER , T HAEA BB AN R E e RIS 00 B T DAR 2 At &
BRI AN A i R A B AR SR G T n B B B, AS N A DA 5 2
PR s A R S A AN TR S

St f51)

[1168]  AH1E AR LA N S Birh Bir i P4 a0 b s
[1169]  4PLFRPUSEZ R Hh &S

[1170] A <IPR(Angstrom)

[1171]  CANFIRANE

[1172]  AhxFR6-24 5L C R

[1173]  AMCEIRT-%dE-4-MEF T E

[1174]  amuZerRl-f BUm 54

[1175]  aq.FnK

[1176]  AUC,  FoRIMERITCIT R AR T AT A
[1177]  BSAZORAFIMIE AEH

[1178]  C FntEMIMIRIGIR S

[1179]  CAFZR RIRAEAR D 2T 4E 40D
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[1180]
[1181]
[1182]
[1183]
[1184]
[1185]
[1186]
[1187]
[1188]
[1189]
[1190]
[1191]
[1192]
[1193]
[1194]
[1195]
[1196]
[1197]
[1198]
[1199]
[1200]
[1201]
[1202]
[1203]
[1204]
[1205]
[1206]
[1207]
[1208]
[1209]
[1210]
[1211]
[1212]
[1213]
[1214]
[1215]
[1216]
[1217]
[1218]

CLERIH R

CM%E%ChemMatrixTM

CTE R LA =434

Cyb# i 4 2<-5(Cyanine-5)

DADZE R AR P A IS IS

DOMZE s — S He

Dde & RN- (1- (4,4- —HIEE-2,6- SRR D 230
DEGF/R & R I IATR

DICH N, N’ - S P REmR e

DICOMFE /=22 H I B 7 B G AT ]
DIPEAZS - RN

DMF S 7N, N- — FRE FR i

DMSOZE 7~ — FHEL T X,

DOTAZG 1,4, 7,10-PURUZ A+ ¢ -1,4,7,10-PU 1R
DOTA (tBu) ,-OHF R =40 T 3-1,4,7, 10-PUGRZER T 45~ 1,4,7,10- DU LRk
DPPF R I KT

ECTR R f-Hiligk

EC, e PR RS B

ECACCH: REuropean Collection of Authenticated Cell Cultures
EDCFR /R - 3E-3- (3- T HIRLSE PN 3D Bk i
EMEMF% REagl et/ NEARE 7R

eqiieq. TR Y

ESTZ R UM 111

Et, 087~ Lk

EtOAcFR IR TR

FACSFR/R IR 4t 23 1%

FAPF /R A il (v 2

Fb3R RS 5o Com e

FBSFRIGA-ITH

FGF213 R T Mg A= K [N 1-21

FITCF 5 (6) - i R 2E 6 2%

Fmoc 3 7~9- 2 FHAA L

FRETH Rz HRAE R AL S

FtR e o

GabZe vy -245E T TR

GABAFR /vy -2 3t | TR

hZ& R/ N

HATUZR 7RO~ (7- &R T = - 1-38) -N N N N7 -0 FHEL SRR IR
HBST 3 xSPRIZS TZE MR
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[1219]
[1220]
[1221]
[1222]
[1223]
[1224]
[1225]
[1226]
[1227]
[1228]
[1229]
[1230]
[1231]
[1232]
[1233]
[1234]
[1235]
[1236]
[1237]
[1238]
[1239]
[1240]
[1241]
[1242]
[1243]
[1244]
[1245]
[1246]
[1247]
[1248]
[1249]
[1250]
[1251]
[1252]
[1253]
[1254]
[1255]
[1256]
[1257]

HEK-FAPZE s 7635 AFAPI AR B 293413
HEPES# k4 - (2- 2 FL L 3E) -1-WRE L REFR
HFIPER RN - 2 - SN

HOAc R LR

HOAt /R 1 - ¥ - T- AR I =
HPLCHR 7R iy SO (2 i o3 it
HPLC/MSZrR 38 AH i/ B oo A
1C, R - U AN

ID/ g i S 7

[SFR A5 S AeEkIT

1TLC-SGH R PRyl = (i - ik i
K2EDTAZG /R & — DU £ 1R — 47

K 2 if e i 4

kDa#7~1000Dal ton

K Feo~ il s £

ko MRS U

K, R I
LC/TOF-MSZ&~ypAR i/ KA THS TR] / BT 43t
LC-MSF/m i 3RAR i 45 & T o0
LDHZ R FLR It s

Leuf /RIT 2R

LiOHF R A

MR EE /R Bkmo1 /L

m/ 2z R SR R DAL AR

max . 7 NI

MeOHZE 7 FfiE

MeVZ R Ik HL R

minZ o7 B

MMP2 738 T 46 2 1 T

MRMF =2 SN i )

MTBEZG /< FHIGR T Sk

Mt t e AL =R FHAL
MTVEE -4 JHvRg A

MW7~ 5F it

n.d. FoRAME

Na, SO, 7 R Fi R E

NaCl3& R E A

NaHCO, 7 /AR 2 B

NCAZRAESS = Mt
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[1258]  NHSF RN- LB FAME

[1259]1  NMP 1 - FR 3 - 2- N i

[1260]  NOSFERAEk;TE

[1261]  0icoRL-/\ A 50 - 2- 5%

[1262]  p.a.FoR: M HEO (BS540
[1263]  p.i.FoRESE

[1264]  Pbf&IR2,2,4,6,7- T -2, 3- 5 — S - 5- Rk
[1265]  PBSF MR EhLE Eh /K

[1266]  PDXF R KIRH MRS
[1267]  PETHRIEHL T- RS EREAR
[1268]  pIC50FE R Jy BE/RIN TCH0ME Y 7 4 4L
[12691  POPZ R EME LIk

[1270]  ppm#&E 2L

[1271]  PREPZ S ZUBE PN K

[1272]  prep. 3% R4y

[1273]  PSHEREER LM

[1274]  Q-TOF VUM ¥4I A

[1275] RefX S#

[1276]  REUZ AT 2GR

(12771 RLBA R PRBLAA S U E
[1278]  RMCEZF RE RN T & A
[1279]1  RPF A

[1280] R ZRPRBEINTH]

[1281]1  RTH RZEL

[1282]  RUFRILARIAL,

[1283]  SARF/REAIEIEIC A

[1284]  sat. & RIEAIT

[1285]  SCIDF /™ HIA e e bkt

[1286]  SCKF/RIAGEASH )

[1287]  SeciksFH =~

[1288]  SFFoR [ K %Ar

[1289]  SPECTZ/RHET R G HAUNZ B AR
[1290]  SPPSF/REHIIKA 1L

(12911 ¢, RRERN-ZY]

[1292]  tBuf Al | 3L

[1293]  TFAZOR = OFREE B = TR
[1294] TGF RTentaGel

[1295]  TGIFE Mg AL KAl

[1296]  THF & <PU SR
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[1297]  TIPSF R = NIEENT

[1298]  TLCEI/RIHJE (it At

[12991  TMEX RSy RERE:

[1300] ¢ IR PR RIS ]

[1301]  UHPLCHR N i 50mAt (it

[1302]  UVEREIME

[1303] vV Forfadsa A

[1304]  V FRAKI A

[13051 S fL  MORHA S 75

[1306]  MAARLRIS DA M — 7 iamad DA N S it — 2 1

[1307] %5

[1308]  yAFfFZ @ el ], Jodsdt—2alifk . £fif (Super Gradient,HPLC,VWR, 547
BT E ;s PrepSolv Merck, T HI8 F D) s M5 (5, Roth) s LFRETR (5 4R,
Roth) ;N,N- — FHIEFE: Iz (Bk & i dh ,Biosolve) 3 1-HHJE-2- MM BERR (K4, IRTS
BioTech) 1,4- Mk (B4l ,Roth) ; I (p.a. ,Merck) »

[1309]  JK:Milli-Q Plus,Millipore,Z<H Wit

[1310] {20

(13111 {b AR YR BT SOk S ekl B Sigma-Aldrich-Merck (Deisenhofen,
Germany) -Bachem (Bubendorf,Switzerland) .VWR (Darmstadt,Germany) \Novabiochem

(Merck Group,Darmstadt,Germany) -Acros Organics (distribution company Fisher
Scientific GmbH,Schwerte,Germany) .Iris Biotech (Marktredwitz,Germany) .Amatek
Chemical (Jiangsu,China) -Roth (Karlsruhe,Deutschland) \Molecular Devices
(Chicago,USA) .Biochrom (Berlin.Germany) -Peptech (Cambridge ,MA,USA) .Synthetech
(Albany,OR,USA) .Pharmacore (High Point,NC,USA) .PCAS Biomatrix Inc(Saint-Jean-
sur-Richelieu,Quebec,Canada) \Alfa Aesar (Karlsruhe,Germany) .Tianjin Nankai
Hecheng S&T Co..Ltd(Tianjin,China) .CheMatech (Di jon,France) flAnaspec (San Jose,
CA,USA) sl HoAth 23w, DA E o e Tt —2 4lifk

[1312] ﬁEﬂ%j{ﬁkfik&é?ﬁﬁBoc4N4Ac-OH(Maecke et al.Chem.EFur.J.,2010,16,7,2115) :

[1314]  ZHifif.

[1315]  HT29 (ECACC Cat.No.91072201) FIWI-38 (ECACC Cat.No.90020107) llJEHECACC, 3
15 AFAP (Q12884) [JHEK293 4 ft F§ InSCREENeX GmbH (Braunschweig,Germany) 113 & &5
AT e 22 i (RMCE) P74 . ffriRRMCE /5 1 HiNeh1senZE: A (Nehlsen,et al.,BMC
Biotechnol,2009,9:100) ffiik,
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[1316]  HPLC/MS%3#f:

[1317]1  HPLC/MSHTa i 7 NS LA S A TRaEA T , 6 B AT i R T2 20 B T (1243 B 5 -
65 %18, SRJ50. 553 BN 65-90 % [A (FE/K 0. 1% TFA) F1B (FEACNHHO. 1% TFA) -RPAH: K
HAgilent (Poroshell 120%Y,2.7um,EC-C18,50 X 3.00mm, {7i#£0.8ml ,HPLCZEIR) ; BTi X
Agilent 6230LC/TOF-MS,ESTHLE MassHunter Qualitative Analysis B.07.00SP2H{E
BAE  UVAS AL =230nmBEA T« PR BEIN ] (R) DA+t 2o (Blant . 94 Bl =143 $154%D) I
HARWR UV A e o T e g2 Bl &9 i, #11] “Find Compounds by
Formula” DJRE . 5 A1y , AR “fe S rorb 4 B (PADal tons ) ™ AR FIAH R A A7 22
AR TT M S S5 ST A O HE R 2978 = 5ppm.

[1318] {5 7HUHPLC

[1319] i IS AHAE (Kinetex 5uXB-C18100 A, 150 X 30mm, 2K [ Phenomenex , B{RLRP-S 8
i, 100 A, 150 X 25mm) A [F] & AHES T 5 BUHPLC /) B o il FHAE 7K H10. 1 9% TFRA (A) FIAEACNH
0.1%TFA (B) fE iR oA, PAZRIE e S TR & o B REHAR 21 B 2 “3043 BN 10 % %40 % 1Y
B, X R A AR 307 BN IE1 T AN10 % 1B (SLARR 90 % [1IA) Z40 % B (FHR60 % [HA) £k
BB I A 3025 50m1 /mindE [ N o T2l A L I S SRR S DA S - 25 % IRIBT 46 )T
1E305 Bl PA35-50 % [IBEE N, £E 45 AR AR TIB A 23 bb 2 IR 2 ¢ 2 /010 % o Y
BEEEE “3077 PPN 15% %40 % 187 .

[1320]1  F 2/ BB G R—AET :

(13211 BRANZR B H 2Dl A fETe tras Ik 5 Y (Advanced ChemTech) | PA50umol
100pmo LB AT  ZEFR A5 BEEE R} (Frits) (MR 51 5% (M KIPE,Roland Vetter
Laborbedarf OHG,Ammerbuch,Germany) T 2B 8 b2AE S G A, 5 W AR Ty 2k
AT R - 100pmo LA .

[1322] R OMS (51,4- —OIG R (PS) 5 — (L %) —HIELPNIGIRRAR (DEG) A2 1K)
ChemMatrix (CM) 5k TentaGel (TG) B/lg_ AT A & Ak o M IEFE S A2 = 2K FHEL \Wang MR nk
amide,

[1323] W/l nzk:

[1324]  fr =R HEBSLITEOL B, a0 P T8 — MR IR Rt flis G
s (PS) =R PG, WIUA I : 1. 8mmo1/g) £EDCM (5ml) FHyE ik 304381, [ v FIDCMPE
(3ml, 12381 SR J5 FIARR A9 (0. 5mmol, 5eq.) FIDIPEA (350u1,3.5mmol , 35eq.) £EDCM
(4ml) TS PACEE IR L/ N o 2 5 RS (5ml, 543 %1 FIDMF (3ml, 2 X 14381 BEyFmH
JIg.

[1325]  {rWang#zKIOMEOL N, TN s GER LI (PS) FiiTentaGel (TG)) o

[1326]  #Rink amidefZ=KIFIHHL N, AT (CM, DEG) 11 58— AR LI F 4 5 5 4 A
R T, 20 R .

[1327] &P S I N BB

[1328]  ZEDMFHVANKSS , A% i FHDMEAIDCMPE 14 o 1 i 50U 80 e F 1 B9 71T i DCM
A o (o T C SR I I = 2R o SRS AE B IS DN 2m ] 71 JC A DCMHF [ 2MER b 2 R PR
A1m1AEJCEADCMA ) 25pMPY (=R FLBE) 2 (0) I - BFAR TS 1 20 1 /NI, 2K 5 FIDCM W MeOH
DMF . /EDMFH11J5 % DIPEA . AEDMEH)5 % iR 24 5k IR TR - DMFFIDCMP i CREAPE D 3R
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HF 3R, R 3mL PRk L5 B

[1329]  Fmoc-AfRH:

(13301 {EDMFHRIE KIS , KAt IS JHDME e , SR IS HIWRIE /DMF (1:4, 3m1, 2812043 5 A0 HE,
655 FHIDMF % (3m1,5 X 14381

[1331]  Dde-ZfR4F:

[1332]  FEDMFHA K, K04 g IDMEBE , 28 5 7K S HE/DMF (2/98, 3m1, 2 X 1043-8) Ab
P, B HDMEYE: (Bml, 5 X 1538H)

[1333]  Mtt-Zffd.

(13341 fEDCMHP K= , Riptd s FHDCMPE 5 , 2R FHHFTP/DCMAREE (7/3,4-6m1 , 4/]NK) |, [
JE FHIDCM (3m1, 3 X 1538 \DMF (3m1, 3 X 153-5H) AIDIPEA (fEDMFHI0. OM, 3ml , 15381 Pk .
[13351 7P -

[1336]  Hgf: (ZEDMESENMPHHO. 3M) , DIPEA (£EDMFHHO. 9M) , HATU (EDMEFHO . 4M) , ZFGHT (£F
DMFHH0. 75M)

(13371 {HIC: AP/ 2 LRI (B 55) -

[1338]  BRAESA U, 13 WA LR RIDEQ B 2-AT < AEBE T INAHR A A 7 (1. Tml,
5eq.) \DIPEAJAR (1.15ml, 10eq.) FIHATUIA (1.25ml,5eq.) 2 , B IEdRIE459 4. 4
HEL, FIDMEBEERTIE (3ml, 15551 H SRR .

[1339]  Rim b

[13401  YEDIADIPEAVER (1.75ml, 16eq.) FICLERETIAI (1.75m1, 13eq.) i , Kbt It
10438 2RI FHDME SIS (3m1, 6 X 15381 .

(13411 g7 A N TRAFRE MG L2l IR P B

[1342]  Fr 5 r A6 , K IE i im IDCMBE Y (3ml, 4 X 138 |, ARG B2 T8 AR
KB HIHFTP/DCM (7/1 , 4m1 , 4/NI) ACPRIF RS (I I 2 & 22T o s ) 25 HPLC
alifb s At —2 Al .

(13431 R TTHEB ARLRI B R GEa M IIRSY7) -

[1344]  {EJEHILHRE 52T , B JTIDOM (3ml, 4 X 14581 BEigkmi g, BLas Tl 4%, JTITFA.
EDTZKANTIPS (94/2.5/2.5/1) AbFR2/NN (BRAR S AU o 285K S BN HIFMTBE
MIAC TR AR (1/1, 52 AT AR B 106%) |, 754 C LS B, ISR DTTE T 3148
T AL sl — B 2 i KRR MUK ST R T

(13451 S5 720 AR T R IR A PR A7 2 T 1) 2R

[1346]  JSZARH /A AR I S WIAETFA K FITIPS (95/2.5/2.5) Fhiaf2/ N (553
PAV) SR ZRAREINGS HOMTBERIERC AR A 9h (1/1, 52U AFARLL
DF106%) , 74 CELLS B W DT s T AR Al st — B 2 1, KRR
IK/CIERERT

(13471 S ZAHFFmoc - [EAH - k& Bk 7 1 4E “Fmoe Solid Phase Peptide Synthesis”
Editors W.Chan,P.White,Oxford University Press,USA,2000-P FE4HREA o if 4, b &
Wit 2448 FiMestreNovash 1 2filkMnova TUPAC Nameddifd: (Mestrelab Research,S.L.) gk
AutoNom 2.2Jfx (Beilstein Informationssysteme Copyright© 1988-1998,Beilstein

Institut fiur Literatur der Organischen Chemie,FF]%Beilstein Chemiedaten and
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Software GmbH) 1& 47544

[1348] (LS HIRIHIE

[13491 DL R SEhtBi i) o5 A% B S Wi BAR S 75 2 R AE DA Ui, 75 A
GEMRH R A R e R i, JCRGdE— 20 Al B AT (8 1, e T 2 el 5 05 7 s bt

BRI SA M AR TN, ANLE BT IIEARN 512 AR 2] PACE ik i 4h

MOBERISON 264, 0048 F T AR A R P i s O S P BN B

[1350] AL WA S — P 5 i £ Cu 4 «

(13511 1. FLAA AR o0 R 2R KT R (1 [EARIA 5 5k (SPPS) o

[1352] 2 AZERVEMRHT RS DA M AT IR 7 SR A b

[1353]  a. W (RFED) Z-ATH1), 5k

[1354] b, = (BLHED) RN 44

[1355] 3.7k 55— (BLHED) RATAMEME IGO0 1, MU SO HR R B R TRk 5 BR g4
GRS O

[1356] =i fd)2 : &5k Ac-Met - [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Nmf -

Arg-Asp-NH, (3BP-3188)

[1357]  JIK[JF 41 (Ac-Met-Cys-Pro-Pro-Thr-Glu-Phe-Cys-Asp-His-Nmf -Arg-Asp-NH,)
A “H 2h/2F H RS i — A2 7" fERink amide#fIE_F LA50pumo LIAREEH 3 AE AT
SR JTIEB PR A BT O RICR SR s A 6 0m 1 1 1 - 1R IRIR S s 1A (50mM, pH=
8.5) MRSt Iz S P IINAE0 . 5ml C i 14 . 5mgMa, o - 78 - [A] —H
K (55umol , GG TR INEEAHLL AL . Leq) IS - AEIAME SN SE A , IHIANG0ul TFAJ 1
IR TER A T57) o N R W0 A THPLCAL K (3043 31N 15 % 2245 % (B, Kinetex) , 748, 61mg
Al bR A5 (9.8 %) JHPLC: R, =5.874#li. LC/TOF -MS : #ERATH 1753. 716 ((F A
1753.705) .C,oHl, N, ,0,,S, MW=1755.011) .

[1358] =i 53 . &5 i DOTA-Ttds-Leu- [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-
His-Phe-Arg-Asp-NH2 (3BP-3172)

(13591  Jk[IF41 (DOTA-Ttds-Leu-Cys-Pro-Pro-Thr-Glu-Phe-Cys-Asp-His-Phe-Arg-
Asp-NH,) f4E “H 2/ H i B A& B — AR 7 fERink amided iR I PA50pmo 1A 4H
B AT QYR TTIEB WP BRI R R T ORI R S W i A 6 0m 1 119 1« 1k PR S S A T
(50mM, pH=8.5) FILIENTE G P - MR S INAE0. 5ml LIEH 14 . Smg e, 0" -
- R HZK (55umo L, S RIUEM IR A EAHLE 1 . Leq) TR o AE MY SN 52 , IIANB0ul
TRAFFIT T 4TI 07 o A R A5 Mg b A THPLCARAY, (304381 N 20 % 4245 % 1B, Kinetex) , =
235 46mg 41 UL 5 (29.8%) JHPLC:R,=5.943 8. LC/TOF -MS : fE#)71 512368. 091
(5712368 087) .C o H,_ N,.0,,S, (=2369.676) .

[1360]  =7Jtfhll4 . & aliHex - [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-Cys]-Asp-His-Ppa-arg-
Ttds-Lys (DOTA) -NH, (3BP-3277)

(13611  Jik 54 (Hex-Cys-Pro-Pro-Thr-Glu-Phe-Cys-Asp-His-Ppa-arg-Ttds-Lys
(Mtt) -NH,) #405 “H )/ B S AR & B —BeA2 57 fERink amideffig 1 LA50pumo LRIAREH
B ARFHEAT “H B/ FL B A B — B 7 HhiaR 1) “Me t KR4, UBSIBUR B RC AR
i R S B AR € - 2 3L H BRI - #4DOTA (tBu) ,-OH (143 . 3mg,, 250pumol , SR fig A ie A
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tb5eq) AfET0. 6m1 AEDMF A0 . AMHATUYA RO . 65m 1 ZEDMFHAE]0 . OM DIPEAVA IR o K4
G 1oy PP T s A e B I I R o /NI I, N 2m1 AEDMEFR3 . 2M DICHE
W, IR R TR IB LN o B TR ARSI , AT “S AR5 4B J5 58 o -k TR 4%
Wy (%1% 55 lkHex-Cys-Pro-Pro-Thr-Glu-Phe-Cys-Asp-His-Ppa-arg-Ttds-Lys (DOTA) -
NH,) P RAE60mL 11« 1A RRER 2% 1A (50mM, pH=8.5) FIZJFE IR A o IR A
TINAEO. 5ml ZJEH114 . Bmglfa, 0" - 75 -] — FHERIES (55umo 1, SR g haa = AHEL
M1 leq) MU SERE , MIANS0uL TRAJFa i 4TIk 508 711 o R s M adEA THPLC Al
(3043 ¥ 15% £40% 1B, Kinetex) , 7 AE17. 18mg 4l hrdlft. 54 (14.5%) HPLC:R, =
5.8 #l . LC/TOF-MS : fE#f T 52367 . 150 (TF 52367 .139) o€, H (N, :0,,S, (MW=
2368.735) .

(13621 =0 fhl)5 . & akiN4Ac-Glu (AGLU) -Ttds-Nle- [Cys- (3MeBn) -Pro-Pro-Thr-Gln-Phe-
Cys] -OH (3BP-4246)

[1363]  Jik[X)J5 4 (N4Ac-Glu(0A11) -Ttds-Nle-Cys-Pro-Pro-Thr-Gln-Phe-Cys-0H) fE
“B 30/ A SR A S — 7 fEFmoc-Cys (Trt) WANG Tentage LB fIg_F PA50pumo 1A%
G AT R N R I N B R DL BRI I R PR P L A1 K3, 455, 6- —-0- M A
Fe-1-503E-1- iR -D-# 2HE (J . Org . Chenm. , 2002, 75,3685) (52.2mg,200umol ,4eq.) -
Oxyma (28 .4mg, 200pmol ,4eq.) FIDIC (31pL,200umol , 4eq.) FAMRAEDME (1. 5mL) /1, BN
N IEH, HR R B B0 5 Bl Pe i b e B A2 — IR S B A A RS AL (- B o RN JIB
Ve 1M 5 FITFAL K S TIPSHIL, 3- — FHAHFEOK (90/2.5/2.5/5, 3mL) AbFR2/NI, PASIIR
MG _E B2 A0 R I BE PR 3 3L T o MK/ I HR TTTE AN T, SRR i) 2 1 IR VA AR A
60m1 11 : LIARIR A B AR (50mM, pH=8.5) FIZNEIR G - MR G I 14 . 5mga.,
o - PR TA] T HZRAE0. 5ml S G HR RIRIR (55umol, SRIGAM IR Ina mAHEE 1. leq) o fEER
RN TERE , IINS0u] TEAF 1 Tk 25 A 771 o 8 S Wl EA THPLCAE AL, (3043 8PN 15 %
£40% 1B, Kinetex) , =48, 9TmgZli bRt &) (10%) JHPLC:R,=5.5% %, LC/TOF-MS:
HERATURE1789.901 (P15 4E1789.899) . Cy H 4 N,,0,,S, MF=1791.142) ,

[1364]  =jie 516 . &l & FL-S02- [Cys (tMeBn (DOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys] -
Asp-NH, (3BP-3692)

[1365]1  JikIJ7 41 (H-Cys-Pro-Pro-Thr-Gln-Phe-Cys-Asp-NH,) f&¥% “H Zh/F A shlEAH G
) — AR PAS0pmo LB/ Rink amidefJI5 I 2H 356 o 1l FHIE SRR S (42 Tumol
300umol , 6eq) F12,4,6- = HELILNE (29. 71, 225umol , 4. 5eq) [RIATRAFEM B &5 4TIk , 132
N- Rt R - P e, W A I 24T “ R 7 1EB” T T st (R
$£-502-Cys-Pro-Pro-Thr-Gln-Phe-Cys-Asp-NH,) I fRAE60m1[1) 1 : 1AL S 4 1A TR
(50mM, pH=8.5) MR G Y MIZE S IIAAE0 . 5ml L JiH26 . 8mgf1y1,3,5- =
(BLHED) 2R3 (Thumo L, SR IR 012 AHEE M1 . Beq) o BHRWHFE L/ NS I, DA 43mg
WRIZE (500umo]l , SR G A AHEL M 10eq) o 2/NRH I, IING0u] TRAFFl o 7 T 2574
7 o KR AP THPLCAAY, (3043 81PN 15 % £45% 1B, Kinetex) , 774£9. 15mg (7. 4umol) ik
R4 -S02- [Cys (tMeBn (H-PP)) -Pro-Pro-Thr-Gln-Phe-Cys] -Asp-NH, (14.7%) . []
JE B AE150u] DMSOPIPAVEH L2 . 5ul DIPEARAKSFpH{E Y 2 K297 .5-8. SR fm IIAAE 100
1 DMSOH18. 4mg DOTA-NHS (11pmol, Skl fA&AHEL M1 . 5eq) o £FLC/TOF -MS W 1 S5 7 5t
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REH, IIN3R2 . 5ul DIPEALCKE pHAE M1 S dadE « SN SE i , B THPLC A
(3043 BN 15% %45 % [1JB, Kinetex) , *AE 7. 09mg 2l ARBL 54 (8. 7% JACR) JHPLC:R,
=6.057 1. LC/TOF-MS: #EHJBIHE 1628.706 (TFFL{E1628.704) .C ,H, (N 0, S, (MW=
1629.924) .

[1366]  =jie 57 . &5 aliHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH (3BP-
4089)

(13671  5jiE i 7a : i@ o PP 757k iHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-
Phe-Cys]-0H (3BP-4089)

[1368]  HREUL A I B i ik e I A b 5 s R PRI A4, Bl Je A T VA TRAR EAME
(EARKIE R O iE8) siKis o O i4B) ) sl Ar B i TRr A P8 e — Ry
12 GBI 7o) YRt — AT A A

[13691 X T25—Fh s ik (Sefdl7a) , an“ B 8/ 3 ShEAH G B — AR 7 vk, K
Fmoc-Cys (Trt) -OHLAB0pumo LA INAL S = 2K FHELR G b AR “H 2h/2 F b5 B —
R B4 IR /7 41] (Hex -Cys-Pro-Pro-Thr-Gln-Phe-Cys-O0H) ZH R/ axX M IE I o fE 34T
QR ITIEB R 5 R ok PR O AR IR R s TR o

[1370]  IRMbJ51EA:

(13711 KRR G T-50umo LR IR N2 &) S A E 10m1 191 - 1 CREM OISR S - B 5
AZ IR S IIN35ul DIPEA, 2R IIN23. Tmg 1,3,5- = (RHIEL) 2K (66.6umol , 5444
BN INEGRAHEL 1. 3eq) KRB HE L/ N, SRS DIN42 . 8mg ik L)% (555umol , 15
WA B INERAAEE 1 1eq) o /NI R, BRAS BRI, IIN25m1 11 : 1 CIEAKINTE S
IR A 50u] TFA) o33t 18 P T RRER 255711 o X R MpadE A THPLCAGAY, (3043 B PN 15 % 2
45% 1B, Kinetex) ,74:17.8mg (16. 4umol) Y H 1 [A]{AHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-
Thr-Gln-Phe-Cys]-0H(32.8%) .

[1372]  IAMbJ514B:

(13731 KPR GET-50pmo L JTE 17 350 F AEAE60m1 191« 1 IRIR A B IR (50mM, pH=
8.5) MRS IR AP IINAEO . 5ml £ i rh26 . 8mgff) 1,3, 5- = (B L) Fei
& (Toumol , SR NE INA R AALL 1. 5eq) AR HE L/ NI, SRS IIN38 . 6mg 3 AL £
i (500umol , 5 EAR G Ia = AHLE Jy10eq) « 27NN, NGOl TRAJF I o 4 TR 21
35 o X T WA THPLCAEAY, (30481 N 15 % 245 % B, Kinetex) , r24219.47mg (18umol)
Hex- [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0H(35.9%)

(13741 XPAFREE T IR MY T EEERRAREL , 3RAF AU B P A A AL

[1375] =5l 7b: & piHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr (tBu) -G1n (Trt) -Phe-
Cys]-0-WANG-Tentagel (4557 AMI G -1 3BP-4089)

[1376] X T4 G R IAREUE S 5 8, f Fmoc-Cys (Trt) -WANG Tentagel#/JR{E
NRCIAPR  AE TR 2 b AR “E Bk /2 B SR B S B — R 7 IR 781 (Hex -Cys
(Trt) -Pro-Pro-Thr (tBu) -G1n(Trt) -Phe-Cys-OH) DA 1mmo 1 BiAR 4H 5 . 52 ik e A 4H A8 e,
DCMPETEM IS (3 X 1538 « SR J5 MUHHITFALTIPSAIDCM (5/5/90, 5 X 54381 FITARAG BRI 5
HR e B PRI o — 2R L OR PP L KA IR FTIDCM L DMF \ /EDME RO 9M DIPEA \DMF . DOMJA 7R B
B (3/3/2/3/3) HAr AT LA200pmo 1 FFR /3 2 T UL R EAME - it , Kt s 7 DMF Fh
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Jik, 2k 5 H#E2mL DMFHEL, 3, 5- = (BF3E) 2K (86mg, 240umol, 1. 2eq) \DIPEA (235uL,
Immol,5eq) IFIRAE50CALFEI0 7 Bl o bk AT, FHDMF YR IR , SR Je R 3 2 I v i
(154.3mg, 2mmol , 10eq) MINMEH B IEAEE0°C H45F£9053 8. JTIDMEFIDCM (3/3) i
S, B E (Hex- [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr (tBu) -G1n (Trt) -Phe-Cys]-0-
WANG-Tentagel) T ORAEVAGEATRE— AT AL « I SX MR T, A Sl i ) — R FHE
AIAEET D B e R R AT IS O B, X B T AR B 2 SR AT 2B
[1377]  5Zj 58 : 75 kHex - [Cys (tMeBn (DOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0H
(3BP-3554)
[1378]  iHex- [Cys (tMeBn (H-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-0H (19.5mg, 18umol,
3BP-4089, i ffl 7a i) VAMET-300ul DMSOHT, MIANSul DIPEALLKS pHIE A 15 2 K2y
7.5-8 SR IINAE200u 1 DMSOH)20 . 5mg DOTA-NHS (27umol , Sk A FAAIEL M1 . 5eq) o fF
LC/TOF -MSH il S Bk #EH, N 37K 5l DIPEALLUKS pHAE HE 8 I 38 23 40 1H o SN 5EBY
J& , BRI THPLCAlY (3043 BN 15 % 45 % 1B, Kinetex) , 774220 . 44mgZE PR8I &
Py (77.4% %K) JHPLC:R, =5.95 % LC/TOF-MS : #ERAITHE 1469 . 640 ((F5{E1469.639) .
CerHlygN;50,5S, (MW=1470.780) o
[13791  5jiEfhl9: 5 kHex - [Cys- (tMeBn (NODAGA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0H
(3BP-4162)
[1380] 4 (R) -NODA-GA (tBu) ,-OH (50mg,92umol, leq) JHATU (35mg, 92umol , leq) FIDIPEA
(32uL,184pmol, 2eq) JEfiE1-0. 4mL DMFH CREIR AW dic b1 250 B AT PR ES & A AR B0
¥ SR B Z IR A INNAE 2mL. DMEFRJHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-Phe-
Cys] -OH I (100mg, 92umol , 3BP-4089, £ St 7arfifffiik) H, SIA20uL DIPEALLKEEIAIA
W pHE T £ 47.5-8. 900 8l e , LA BR AT A E LY, MRS A T T oAb T A
fiR 5 5CT P BRI R I R T, SR e 2EATHPLCAE L (3043 BN 156 % £ 45 % 1B,
Kinetex) ,*/£:48. 54mglif{ bRk 54 (33.7 % W) JHPLC:R, =683 Bli. LC/TOF -MS : /fE
T 1440613 (PFH{E1440.613) o CygHggN,,0,S, MW=1441.739) .
(13811 B f5)10: 5 fkHex - [Cys- (tMeBn (DTPA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-4214)
[1382]  J4DTPA (tBu) ,-OH ("L EE = -N,N,N” N - VU - SRR T fig-N - ) (28.5mg,
46pmol , leq) JHATU(17.5mg,46umol, leq) FIDIPEA (16uL,92umol , 2eq) JAf#T-100ul DMFH1,
KRB 253 PRV R 2 A AR IO TS A « SR BZ IR S P IAAE600uL. DMEH{H)
Hex- [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH/A K (50mg, 46pmol , 3BP-4089,
TES2REHITar3#R) W, N0 DIPEARAIS KA I pHEL A 1T 25 297 . 5-8. 1804 %l , 21
DR LT BRI T IR T AL T AR EC P B e R T, 2R
PEATHPLCAE{Y, (304541 N 15% %45 % [1IB, Kinetex) , =AE 15 . dmg4liffI bR &4 (22.9 % Wk
#) HPLC:R, =6.553 1. LC/TOF-MS : HEIfJ5THE 1458 587 (71 5{E 1458.587) o Cy . Hy N, ,0,,S,
(MWV=1459.711) .
[1383]  “jfdl11: &5 pkHex- [Cys- (tMeBn (N4Ac-020c-AET)) -Pro-Pro-Thr-Gln-Phe-
Cys] -OH (3BP-4088)
(13841  41“H Zh/~¥- A BhlEAE G B — AR 7 Birdk , KiFmoc -020¢ - OHPA100umo LIRS I
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B =R R L ARYE “ B 20/ B ZhIE ARG S — AR 7, K 41Boc N4Ac - ORI AT
AR T o AE AT ST TN P BRI RO N 22 ORISR S Wik T R &t 154mg) |
TCHAERIT] FH T R —2F . ¥Boc N4Ac-020c -0H (75mg, 100umo1 , 1. 2eq) \HATU (38mg , 100p
mol,1.2eq) FIDIPEA (68uL,400umol , 4eq) IAMET-500ul. DMFHP CRR S Wi EE2 0 B DA AR
BT - SRR IO PTG A o« SR Jm B R S W BN AE 2mL. DMF R Hex - [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr-Gln-Phe-Cys] -OH/A# (90mg, 83umo1, 3BP-4089, £+ 35| 7a 1 fidd)
P, BIN20uL DIPEALUCKE IR TAR A pHEL I 15 22 297 . 5-8. 600 Bl , SR LT A HER Y F
TS TR T AT T BT 75C7 WP BRI R R T, SR 5 E A THPLCAE (K (3047 7h
N209% %45% 1B, Kinetex) , 467 . AmgZHAIFRAELIL T (55 % ) JHPLC:R, =6. 057 %'
LC/TOF-MS: #EHAITHE1414.681 GFFi{E1414.681) .CyH,,N,,0,,S, M =1415.791) .

[1385] =i fd12: & akiHex - [Cys- (tMeBn (ReON4Ac-020c-AET) ) -Pro-Pro-Thr-Gln-Phe-
Cys] -OH (3BP-4147)

[1386]  [AJ{E L (3mL) HifgHex- [Cys- (tMeBn (N4Ac-020c-AET) ) -Pro-Pro-Thr-Gln-Phe-
Cys]-OH(25mg, 17.7umol , leq) F1—="gUFrAE (ORELER) -2k (V) (14.7mg, 17. Tumol , leq) /AR
HIIALOpL DIPEAKETR S 0450 CHEFEIE A& o« £ERE SO IR AR D 2K Z90 . 5ul. 2 Jim,
DINEF 7K, N AT AR R THPLCAEA (3073 BN 15 % 2545 % (1B, Yl il A~ 2 TEAKPE
A, Kinetex) , 7 2E£6 . ImgZHIFREUE 51 (21 % W) JHPLC:R, =6. 043 2. LC/TOF-MS : #Eff
Pt 1612606 (H574E1612.608) .Co.H,N, 0, ReS, (V=1613.968) .

(13871  =jiw {513 : & kHex- [Cys- (tMeBn (Bio-Ttds-Ttds-Ttds-Ttds-AET)) -Pro-Pro-
Thr-Gln-Phe-Cys]-OH (3BP-4170)

(13881 41 “[ 2/~ H ShEAR S B — AR Firid , K Fmoc - Ttds -OHPA 100pumo TR 2
B =R LR G L ARYE “B 2h/ 8 B s A& i —BeRR 77 ¥ 7 41 (Bio-Ttds-Ttds-
Ttds-Ttds-OHZL A E X MG T o BEAT AR T IEB” WP R IG KR i T3 THPLCAE
¥, 774116 8mg (80 %) 4k ] P> #) . #Bio-Ttds-Ttds-Ttds-Ttds-O0H (86mg, 59umol ,
leq) JHATU (22.4mg,59umol , 1eq) FIDIPEA (20.5uL, 120pumol , 2eq) IAf#E T ImL DMFH EE &
Vit FE 257 PRUAR PR AR 2R - B KB S A PS4 AR R R TR S V0 INAE 2ml. DMFHR
MJHex- [Cys (tMeBn (H-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH/A#{ (64mg,59umol , 3BP-
4089, 71 5 TarPAR) Hh, IIN20pL DIPEADURHIR A IRITI pHIE 715 2 27 . 5-8. 12047 B
J& , LR BT A, BRIt T R T o N BT R S W db A THPLC AL, (3043 81N 20 %
F45%[1B,Kinetex) , 4227 46mg 2 UbR 8L 5P (18 % %) HPLC:R, =7 .35 8. LC/
TOF -MS: fEHfF L2518 . 274 (15 E2518.273) o C ;. H o N, 0,,S, MW=2520.145) .

(13891  =jifhl14: &5 pkHex- [Cys- (tMeBn (DTPA-020c-AET)) -Pro-Pro-Thr-Gln-Phe-
Cys]-OH (3BP-4224)

[1390]  ¥{Boc-020c-OH (— IR, ELfZER) (20.5mg,46umol, leq) \Oxyma (9.8mg,69umol ,
1.5eq) FIDIC(10.7uL,69umol) Ff FDMErR , FiHE5 73 PR AR PR AG LI TS A SRR K
ZIRE Y INNAE2mL, DMFHI[JHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OHi%
7 (50mg , 46umo1 , 3BP-4089, 7F S ity 7arb i) v, I 20l DIPEALCKEIIR A 11 pHAE
WELAT.5-8. /NN E B 8B Boc-020c-0H (5 1 RE5E 5 TG A DN IR S W 745 77
W R SR AR SRS S BR B 1 2 BTN OK CIE R 2R T o B R T

328



CN 114341158 B W OB P 197/233 1

(R =P34 T “2408 T 74:C7 DL K BRBoe fR 4P 5L T, I I i 1 71l 25 ZHPLC (3043 BHIN 15 % &
45%[¥IB,Kinetex) 4fifk,, P24 16 . 25mgaliff Al A& ikHex - [Cys (tMeBn (H-020c-AET) ) -Pro-
Pro-Thr-Gln-Phe-Cys]-OH (29 % %) o A F- N —2 JREDTPA (tBu) ,-OH (CMELFHE =] N,
NN N -PU PR T BRE-N - £ F8) (8.2mg, 13.2umol, leq) JHATU (5mg, 13.2umol , leq) #il
DIPEA (4.6pL,26.4umol , 2eq) ¥ RAE100pL DMFHE 1253 BPUAMA R 25 ARG LR TS 1L
J&  BHRZ IR SN 6 . 25mg A K (13 . 2umol) ¥, EopH{E £ 3t SN 5ul. DIPEAT
WEZT.5-8. 1800 Bl a , LABREAFTA LY, K3 Wb A THPLCAEAY, (3043 BH N 35% &
75%1B,Kinetex) , =412, 76mg (Tumol) ZiJ R P71 P A&k Hex - [Cys (tMeBn (DTPA
(tBu) ,-020c-AET)) -Pro-Pro-Thr-Gln-Phe-Cys] -OH (53 % W) 5 34 B4 T “ZUfk 5 75
C B E AR Y, BRI 43t THPLCAE Y (304 N 15 % 545 % [9B, Kinetex) , >~
5. 9mg (3. Tumo) AEAYRRAL 51 (53 % Wi, EUA :8%) oHPLC:R, =667 #'.LC/TOF -
MS: HEHAITHE1603.661 T 5E{E1603.661) .C, H, N, ,0,,S, MV=1604.868) .

[1391] 5B fl15: & )fHex - [Cys- (tMeBn (H-HYNIC-AET)) -Pro-Pro-Thr-Gln-Phe-Cys] -
OH (3BP-4342)

[1392]  ¥4Boc-HYNIC-OH (9.2mg,36umol,1.3eq) \HATU (13.7mg,36umol, 1.3eq) FIDIPEA
(12.2uL,72umol, 2. 6eq) IR T-250uL DMFH R S 253 BhUARRER 25 71 - Bk A 1
FIFTEAY o SR A IR S I MINAE400ul. DMFH#JHex - [Cys (tMeBn (H-AET) ) -Pro-Pro-Thr-
Gln-Phe-Cys] -OHIATK (30mg,27.8umol, leq, 3BP-4089, Bl 7arbifiR) fi, fuA10uL
DIPEALIKHIKIA R pHE 9 2 297 . 5-8.6073 ¥ , EL2s FRER LR A #5400 R s
IR fRAEDMSOFR KX A dE A THPLCAL Y (3043 BN 25 % %255 % [1B, Kinetex) , 74217 . 8mg
(13.5umol,48.5%) FIH AL IR s Boe PRI IE A Y Zc g aifi it HHCT (37 % , 40uL) 403
KT S RIS TR S T RN il (pH 4.5, 1.8mL) MM (0. 2mL) AR, HRHATR
PEATHPLCA L, (FE3043 21PN 20 % %50 % [1IB (0. 02 % R L 50, 1 % TFA) ,Kinetex) , =4
1. 15mg (0. 9umo 1) ZEAIARAALHH (7% W3R, R : 3.4 %) <HPLC:R, =6. 977 81. LC/TOF -
MS: HEHAITHE1218. 505 ((F5iE 1218.502) .C, H.N,,0,,S, (M=1219.503) ,

[1393] 5516 : 5 fkHex - [Cys- (tMeBn (NOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-OH
(3BP-4310)

[1394] & RPREUL G PIIRD S 22K H ST 3BP-4089 KB fIF (Hex - [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys]-0-WANG-Tentagel) , LA 100umo 1 B
R “E Bh/ > B shEAR G B — A2 7, ASIENOTA (tBu) ,-0H (2- (4, 7- A (2- (- T4
) -2- LR -1,4,T- RS R 1-5) Q) I TBYS B Tadb AT “S4i kB o
FEAIIIR T, Bt e o i) 285 ZHPLCAEAE (3043 #1120 % %45 % 1B, Kinetex) , 7/E5 . 6mg
(4. Lpmol) ARFIFREUL A4 (4%) JHPLC: R, =6.853 8. LC/TOF -MS : #ERffHi 1t 1368 . 592 (715
{1368.592) «C Ho,N,,0,,S, (MV=1369.676) .

[1395]  siEfhl17 . & iHex - [Cys- (tMeBn (DTPA2-AET) ) -Pro-Pro-Thr-Gln-Phe-Cys]-0H
(3BP-4309)

[1396] & RPREUL G PIIRD S22k H SR To 1 3BP-4089 KA fIg (Hex - [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys] -0-WANG-Tentagel) , PA100umo 1 B
R “E Bh/ B sh[EAR G B — A2 7, BIXDTPA2 (tBu) ,-0H (3,6,9- = (2- (- ] %
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) -2~ -13, 13- IR 11 % R- 1250053, 6, 9- = %0 HP0ke - -1 - TR,
K IR T “SLR T 1B RPN AR T, Bt 1 i) 25 UHPLCAlA . (3043 1N 20 % %45 %
[¥JB,Kinetex) ,/*/25.8mg (3. 9umo 1) ALHIHRL FH (3.9%) JHPLC:R, =6. 5731 LC/TOF -
MS : JERAT 1458 . 587 (HHH{E1458 . 587) o Cg,Hly,N,,0,,S, MW =459.711) .

(13971 5518 : 5 ikHex - [Cys- (tMeBn (NODAGA-020c-AET) ) -Pro-Pro-Thr-Gln-Phe-
Cys]-OH (3BP-4251)

[1398] & RPREUL G IIRD S22k H S 7o 3BP-4089 KA fIF (Hex - [Cys (tMeBn (H-
AET) ) -Pro-Pro-Thr (tBu) -Gln (Trt) -Phe-Cys] -0-WANG-Tentagel) , PL50umo 1 B FH o AR
A 3h/F BB A B — AR 7 1 SR Fmoc - 020¢ - OHA (R) -NODA-GA (tBu) ,-OH.
TS BB AT AR TS VAR RO IR AR T, B e i ot i 25 R HPLCAL A, (3043 PN 15 %
A45% 1B, Kinetex) , 744 .31mg (2. Tumo1) £l brEU Y. 54 (5.4 %) -HPLC:R,=6.757%0.
LC/TOF-MS: #EHA/TT 1585 . 687 (L1 i1E1585.687) -C,H, ;N ,0,,S, (MV=1586.896) .

(13991  “jf5119: & akHex- [Cys- (tMeBn (NOTA-Ttds-AET)) -Pro-Pro-Thr-Gln-Phe-
Cys]-OH(3BP-4344)

[1400] & RAREUL G PIIIRD 22K H ST 3BP-4089 KA fIg (Hex - [Cys (tMeBn (H-
AET) ) -Pro-Pro-Thr (tBu) -Gln (Trt) -Phe-Cys] -0-WANG-Tentagel) , PL50umo 1 B FH o AR
W E B/ ARG R — T E S M Fmoc - Tt ds - OHAINOTA (tBu) ,-OH (2- (4,7-
R(2- G- T D) -2- 53 -1,4, 7- =5 TR -1-30) AR TG M IRt T
MR TER BRI 4T, BE S 1 1 24 HPLCAE Y, (FE3045 81PN 20 % %45 % 1B, Kine tex)
alify, 724210 1mg (6. Oumol) ZE[HIARE Y 5 (6%) HPLC:R,=6. 84 8l LC/TOF -MS : {51
251670776 (315{#1670.776) .C..H, N, ,0,,S, (MW=1672.043) .

(14011 525120 : 75 iHex - [Cys- (tMeBn (DTPA2-Ttds-AET) ) -Pro-Pro-Thr-Gln-Phe-
Cys]-OH(3BP-4352)

[1402] & RhREUE G PIIRD S 22K H ST 3BP-4089 KA I (Hex - [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys] -0-WANG-Tentagel) , PA100umo 1 B
FRPE “H 2/ HBh[EAR G R — M2 7 I Fmoc - Ttds -OHAIDTPA2 (tBu) ,-OH (3,6,9- =
2- (- THRD) -2- R -13,13- - 11-548-12-544-3,6,9- =& T PUki-1-
FR) o TS B TRdbA T “23 5 5B R IR T, B 1k il 25 MHPLCA Y (£53047 8
N20% %45 %[1IB,Kinetex) ,*/4:6.87mg (3. 9umol) Zh[1AREIL 54 (3.9%) HPLC:R, =
6.743 8. LC/TOF-MS: eI 1760. 771 (FFHAE1760.771) «C gH ,(N,,0,.S, (MW=
1762.078) .

[1403]  =7jiffl|21 : &5 ikHex - [Cys- (tMeBn (H-SAc-Ser-Ser-Ser-AET)) -Pro-Pro-Thr-Gln-
Phe-Cys]-0H(3BP-4301)

[1404] & RPREUE G PIIRD S 22K H ST 3BP-4089 KA fIg (Hex - [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys]-0-WANG-Tentagel) , PA100umo 1 BiFAE
FRPE “H 2/ HabE ARG B — AT, B3 K Fmoc - Ser (tBu) -OH, R Jer B — R HHAL
FIE LR TR R IR T “A 5 1B R IR R, Bl e e i) 28 ZUHPLCAlif b (F
307N 20 % %45 % 1B, Kinetex) , =425, 25mg (3. Tumol) 2l A1 &4 (3.7%) HPLC:
R,=6.85 4. LC/TOF-MS: fEIB 1t 1418.553 (GF5I{E1418.538) o Cy,H, N ,0,,S, (MW=

6279071271874
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1419.714) .
[1405] =522 . & piHex- [Cys- (tMeBn (H-Asp-Asp-Cys-Ttds-AET)) -Pro-Pro-Thr-
Gln-Phe-Cys]-OH (3BP-4302)
[1406] 5 AFREUE S PRI 2k B 55T BI 7o 3BP - 4089JIK M i (Hex- [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys]-0-WANG-Tentagel) , PA100umo 1 B
FRPE “E 20/ BB B — AR, HFnoc - Ttds - OH\Fmoc-Cys (Trt) -OH, DA A f
k27K Fmoc -Asp (0tBu) -OHo T , R AT “S4M3 77487 REAHIA s T, B ey il 1l 25
FIHPLCAlAY, (3047 #' N 20 % %45 % [1)B,Kinetex) , 7=4:5.52mg (3. 2umol) 4l bRt &4
(3.2%) -HPLC:R, =6.84> . LC/TOF-MS: MBI 1718.705 (5 1718.706) .
Cooll, N, 0,8, (W =1720.066) .
(14071  =2jf5123 . & piHex- [Cys- (tMeBn (DTPABz1-Glutar-AET)) -Pro-Pro-Thr-Gln-
Phe-Cys]-0H (3BP-4366)
[1408] & AFREUE S PIRIE 2R B ST BI 7o 3BP - 4089JIK M i (Hex- [Cys (tMeBn (H-
AET)) -Pro-Pro-Thr (tBu) -GIn(Trt) -Phe-Cys]-0-WANG-Tentagel) , PA100umo 1 BiFAE
Bk —FRET (57Tmg,0.5mmol, 5eq.) FIDIPEA (165uL, Immol, 10eq.) JAMELEDME (3mL) H1, KA
WIINB S, SR b 17N o p-NH2-Bn-DTPA (0tBu) 5 (S-2- (4- 5345 - — i 2=
W . TR ] T, 155mg, 200umol , 2eq.) <Oxyma (27 . 2mg, 200umol , 2eq.) DIPEA (70uL, 400u
mol,4eq.) MDIC(31pL,200pmol, 2eq.) #fi#-DMF (1. 7mL) H, BHA WA IEH H4E50C
BEHE90 3 B EE G MADIC, 7550 °C HAFE905: Bl e IL S N 53— 55 DIC, R prd I r &k |
PEFE A o 8 TR 3R IIADIC K AEB0 CHEFE o SR G BEF M B 24T “SLfiR J7 1487 P
TR R T, B e i 1) 25 ZRLHPLCA A (£E3053 81N 20 % 2240 % 1B, Kinetex) , *4£10. 53mg
(6. 3umol) ZE[KIFREL 754 (6.3%) JHPLC:R, =7.043 1. LC/TOF-MS: fERfF I 1677.688 (i
FIH1677.676) .CH N 0,.S, (I =1678.948) .
[1409]  5jiE 24 : 75 pliHex - [Cys (tMeBn (DOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-AET] (3BP-
3654)
[1410]  XAGRL RSB Tarh HER (15 sl 3BP- 35541 AL Fr B4 T , ASF] 2 AbAE T4 T ]
P FIUIN 3 24 58 S =K FHEE g DA A BE 2R PE K AT f&Hex -Cy s -Pro-Pro-Thr-Gln-
Phe-AET E R TIREHI TR 2058 i  HPLCAlAY, (££3043 BH N 15 % %45 % 1B, Kine tex) #x%
7 A2 21 . 25mg ZIAREE ) (29.8% ESE) JHPLC: R, =6. 24781 LC/TOF -MS : A i
1425661 (57181425 649) . Cy H, N ,0,.S, (MW =1426.771) .
(14111 S2j5125: & kHex - [Cys (tMeBn (DOTA-AET) ) -Pro-Pro-Thr-Gln-Phe-Cysol]
(3BP-3762)
[1412] XSG Al IR0 Ta rh F5 8 (1 5 B 3BP - 3554 FE Fr b AT, AN A 2 A AE T4
Fmoc - PPtz (Trt) -OHINZEE =K EME 1. 5 “H 3h/F B shlAR G st —As 7
HIREAATR], 40 T AT A A R 550umo 1 — 2K FREAH IS ZE THE Hya ik , AR f FHJC K THR P %
(37%) K5 FHAEJC/KTHE (1m1) HiFmoc -2 i% (Trt) -0H (57mg, 100umol , 2eq) FMEIE (16.1
ul,200umol , 4eq) IATRAE60°C N ACEER G20/ NI « RS BEI M IE IS (THF JMeOH. DCM.DMF,
3ml,3X 1438l , A “H 8/ H SRS ) — B e BTk 2 B2 R IIR T /4 Hex - Cys - Pro-
Pro-Thr-Gln-Phe-Cysol  fEEA TSI TR T A3 22 3R , HPLCAE Y, (FE3043 BIIA 15 % 5245 %
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[1B,Kinetex) i 245 217 . 8mg 4l bR UL 54 (10. 7% EUCE) JHPLC:R,=5. 948 LC/

TOF-MS: #EHAIF i 1455. 666 (71571111455 .660) oCy H,(,N,,0,,S, MW=1456.797) .

(14131 =526 : &5k Hex - [Cys (tMeBn (DOTA-PP) ) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-

NH, (3BP-3407)

[1414] &) il ARSI T3 15 slcH TRl &kHe x - [Cy's (tMeBn (H-PP) ) -Pro-Pro-Thr-

Gln-Phe-Cys]-Asp-NH,

[1415]  JIK[JF 41 (Hex-Cys-Pro-Pro-Thr-Gln-Phe-Cys-Asp-NH,) I “EH zh/2 3 shlEAH

B — BT LAS0pmo LARASAER ink amideffis [ 2135 A AT “RLR J7 iEBY 20 3R

PR o PR AT TR TR T ATERME o

[1416]  IMETTTEA:

(14171 KoMK (56 T50umo LR IR IR PA AL 1omL ¥ 1 : 1 CREANC ISR G v - ¥k

FZIR A IIN30u] DIPEA, SRJ5 IIIN26 . 8mgff1, 3, 5-= (R FIEL) 2 (75umol , 5444
EINEGEAHLE 1 . Beq) o RAATRIHEAS 3 BIm , IIAAE200ul (1 : 1 L1/ iSSP 43mg

WKIZ R (500pmol , ST I IA ALy 10eq) o /NI FLAs R 7R, DN 25m1 11 -

I CIEMKIE G (550u] TRA) 1l TR 25851 R b A THPLCAE K (53047 Bh

N15% %40 % 1B, Kinetex) , =415, 3mg (12. Tumo1) FEIIK 1 [H]{A&Hex-Cys (tMeBn (H-PP) ) -

Pro-Pro-Thr-Gln-Phe-Cys]-Asp-NH, (25.3%) -

[1418] IRk J57EB:

[14191 KRR G T-50umo VR IR D2 &) IA AR 60m1 (11 : 1A RIR S 52 1A (50mM, pH=

8.5) MRS o MZIR AP INN26 . 8mgff)1,3,5- = GREL) 2K (7T5umol , S #IUAM
FINZEAELE L. beq) o FRATRIFE L/ NI, I\ 43mglkZE (500umol , 5544 15 DAk & AR

b2 10eq) «6/NRJE, DINT00u] TFA, 1l ik 75T K075 R s Wd b THPLC A AL, (13047

PPN 15% £ 40% B, Kinetex) , 7417, 2mg (14 . 2umol) FIK P Rl{fA&Hex -Cys (tMeBn (H-

PP)) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-NH, (28.4%) .

[1420]  SXPRRHEAE T LI TRE P ARMEL, 245 A AR A AR

[1421]  b) & Hex- [Cys (tMeBn (DOTA-PP)) -Pro-Pro-Thr-Gln-Phe-Cys] -Asp-NH, (3BP-

3407) i 22 B : DOTAHIB A4l Y

[1422]  [F4E200u] DMSOMR I FR R GHLEMY J7 IEBARAS) TAUIIN2 . 5ul DIPEA, LKipH

BT EKZ)T.5-8. 5K 5 IINAEL00u] DMSOH#16 . 3SmgfJDOTA-NHS (21 . 4umol , 5 Jik HA [

AL V1. 5eq) o fELC/TOF -MS W Ml S S L A Hf, IINGZR 2. 5ul DIPEALLKS pH{E H i ifif 4%

BT « SN FE R, R TRIEA THPLCAAY (fE304 BN 15 % 2240 % B, Kinetex) , 724E

19.1mg (12.0umol) Zh[\JbR @& H (85%) -HPLC: R, =5. 7057 %1 . LC/TOF -MS : fEAf 5T i

1592.737 GHT41592.737) .C H, N 0,5, (MW =1593 .866) .

[1423]  =2jf5127 . & kHex - [Cys (3MeBn) -Pro-Pro-Thr-Gln-Phe-Cys] -Asp-NH, (3BP-

3476)

[1424]  JIK[J7 41 (Hex-Cys-Pro-Pro-Thr-Gln-Phe-Cys-Asp-NH,) R “EH zh/2 3 shlEAE

B — BT LAS0pmo LBAER ink amideffis [ 24135 AE AT “RiR 7 iEBY 2P 3R

PR o AR AT TR TR T AIERME o

[1425]  ERAITEA:
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[1426]  CROFH K (G T-50pmo LA I Iz &) IR R AE 10m1 L : LI CBEM OISR A - |
JelzE S IiN25ul DIPEA, SRS IIANAE60uL 11 1N OGS/ CBEH 15 . 9mg11, 3,5+
— (L) 2K (60umol, SR I INAEAHLL L . 2eq) TR KA AR FEI0 B, SR N
NTTmg T 0 HBE (500umol , SAIIAM B IndaAHEL o 10eq) BiHER &S , FUas bR A1,
HIN30mL1 : LSRRI S (5550ul TFRA) o i3 5 T 22 iA 57 - R4t THPLC 4
¥ (304551 15% Z40 % [1IB,Kinetex) , =416 0mg (14 . 4umol) ZEFREEIL A1 (28.8%) .
HPLC:R,=7.36%3 1. LC/TOF-MS: #EAf/F i 1108.476 (1] 5 {#1108.472) .CH, N, 0,,S, MV =
1109.320) .

[1427]  PMbJ57kB:

[1428] T HOHLTIIK (B F-50umo 1A 8 DN m) VA AR AE60mT 11 : 11 Bk PR S B4 VA T
(50mM, pH=28.5) M IEE G  [MZIE S INAAE0 . 5ml L1115 8mg e, 0’ -
- TR] — FHK (60umol , S5 AAR B Iz AHEE 1 . 2eq) IR MU SN 5E R, IIN50ul
TRA, il R T ER20A 7 B R A Pd b A THPLCAE AL, (FE3043 BN 25 % 45 % 1B, Kinetex) , =
:16.9mg (15. 2umol) &l FRai it 59 (30.4 %) JHPLC:Rt=7.24%3 %}, LC/TOF-MS : A=A 51 =
1108.476 (357 1£1108.472) .C,H. N, 0,,S, MW=1109.320) ,

(14291 PURREAE TS (ARIB) AEUSCRFNAE RS T TS RAR L, PRI bE A1 ] o

[1430]  S77EA128 : A K B S IIDOTA - R 4 IR 4% A i il 2

[1431] A NEE AL A DOTAIARN IR £ B 2 DOTA - 1 Y4 B 45 A IR ) — IR 7
[1432]  RAELL PR S ARG IDOTARYO . ImMIR AR AE K 0 . ImMAHR <5 8 £h
TSRS «

[1433]  « 0. AMZPREN, pH=5 (Z&MKA) ({ECu(11) \Zn (IT) \In (I1T) \Lu(IIT) ukGa (I11)
AP OL B Bk

[1434] 0. IMCJR%L, pH=8 (L& MHEB) ({FEu (ITT) Z5 5B OL M)

[1435]  HHICEIK S S RmI0EE /RIS 2 1: 3. DA T & P A :

[1436]  « 750 CHifl200 8 R SCW AN EAEA) (FFEIn (TTT) \Lu (IT1) <Ga (I11) +Zn (1)
sCu (ID) 55 PITE L B) 5k

[1437] A0 Pk (ARSCAR A Z51EB) (FEEu (T11) £ 5T 0L B) o

[1438] SRS T

[1439]  HPLCAifY CASCAMR At J5ikA) L ok

[1440]  [EIAHAEN CASCWAR &t 5 74B)

(14411 (EFEFEHAEEUOIG A0 B, Kr250mg Varian Bondesil-ENVEE J-15ml IR OMTT 5T dis
i, TTFFES (1 X Bml) 7K (2 X 5ml) THBE « ARG RSO P N 24 Fh_F o ke FKSEA T e (2
X 5ml, A EBRZ 42100 ) AE /KR 5mL 150 % ACNTE N S —2K 53, 3 BRI sy ¥ ]
FEEH0.19% TRARZK A I5m1 1150 % ACNT A o

[1442]  EAF—15 00 N HPLCAE L Ek[EIAHARED | K2 B Al s G148 O 11
[1443]  B.Hex- [Cys (tMeBn (DOTA-PP)) -Pro-Pro-Thr-Gln-Phe-Cys] -Asp-NH, (3BP-3590)
ENEEE ey Y

(14441 M IARAF 22 iR A 25mg Tk 3BP- 3407 (15. Tumol) JTUAHI 2528 &1, B EL T 44 11A
AR INCT , X AH OFA AR  AE A BB, il 1“4tk 7 7EA” (T304 BN 15 % £ 40 % 1
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B,RLRP-S) , =418 24mg 2l bRk 754 (68.1% %) <HPLC: R, =5.643 Bl LC/TOF -MS:: #E
iR 1702.622 (P15 1702.617) «CH . InN 0,,S, MW=1705.663)

[1445]  C.Hex-[Cys (tMeBn (DOTA-PP)) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-NH, (3BP-3592)
RS

[1446]  MIAMRAELE FRAFR 1) 25mg JI3BP-3407 (15. Tumol) JT A £ 24 &5, Y4 H T 44 1EA
AEFE)Ga (NO,) , X HOVATRMRE o fE 2k 22 BR v, i “Slifk J7 754" (713047 BN 15 % 240 %
[*JB,RLRP-S) , *2E16 . T8mg 2t bRt 4 (69. 3 % %) HPLC:R, =5. 743 %.LC/TOF-MS
HETfITHE 1658664 (15T {E1658.639) .C 1, .GaN,,0,,S, MW=1660.568) .

[1447]  D.Hex- [Cys (tMeBn (DOTA-PP)) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-NH, (3BP-3591)
IRfEEESER Y]

[1448]  MIAMRAELE IRAFR 1 25mg JI3BP-3407 (15. Tumol) JT A 25 24 &5, Y4 H T 44 1EA
ACPRILuCT I TR RS AR A P R v, ] “lift 7 75A” (FE30 BN 156 % %40 % 1B,
RLRP-S) , 77416 . 66mg 2l AREUE A (K360.1%) HPLC:R, =5.647 8. LC/TOF-MS : #EAff
JFH1764.654 (GH5{E1764.654) oC. H, LuN 0, S, MW =1765.812) .

[1449]  E.Hex-[Cys (tMeBn (DOTA-PP)) -Pro-Pro-Thr-Gln-Phe-Cys]-Asp-NH, (3BP-3661)
IS

[1450]  MIAMRAF 22 R BHIH9 . Smglik3BP- 3407 (6umol) T EGHI #5245 &1 B 44 11BAL
HEFIEUCT , X 6H OIF AR AR 2 DB, il ] “afi i 7587, 72428 . 24mg S bRl b &)
(R%79.3%) JHPLC:R,=5.743$l. LC/TOF -MS : HEHAH 1 1740. 636 (7 Fi{E1740.633) .
CogH s BN 0,05, (MIW=1742.809)

[1451]  F.Hex-[Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-0H (3BP-3623) 15
KE5Y)

[1452]  MIARAF 2 A 6mg ik 3BP- 3554 (4. 1umol) TFEGHI #5248 &1 B 4 EALb
FEInCT , X 4H 0IF MRS  AE 2 DR, il ] “afi ik 7587, 72425 . 26mg 2 bRl b &)
(81% %) JHPLC:R,=5.8% 8. LC/TOF-MS: #E#fFH 1579.524 (GFH{E1579.520) o
CyoHly INN|,0,S, MW =1582.574)

[1453]  G.Hex-[Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-0H (3BP-3624) 158
KE5Y)

[1454] M IAMRAE 2 AT 6mg ik 3BP- 3554 (4. 1umol) TFEGHI #5248 &1 B 4 1EALb
I LuCL IR TRARE o AE S B BR b, 0 1 “Slik 75 7EB™ , 7 2E5 . Smg ZEIIFREUL 51 (82 % Wi
#) HPLC:R =5.93%1.LC/TOF -MS : fEAff5T 1t 1641 .560 (P15 {E 1641 .557) o Hy LuN 0, S,
(MV=1642.723) .

[1455]  H.Hex- [Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH (3BP-3949) [1%5
KE5Y)

[1456]  MIAMRAF S IRAAT . IngIk3BP- 3554 (5. 4pmol) JTHAHI 2528 &1, B EL T 44 11A
AEFETIGa (NO,) , X H OIS TR o AR 2l B , il ] “alifb T3 7487, 2R 4 . 2mg 2B REUE 5
Py (51 % W) JHPLC:R, =6.6% 4. LC/TOF-MS : #E i1 1535 . 543 (4H A 1535.541) o
C..H,.GaN,.0 .S, MW=1537.479) »

6711967 AN 3V 1893
[1457]  T.Hex- [Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-GIln-Phe-Cys]-0H (3BP-3662) [{)4H
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LB

[1458]  MJAMRAELE MRB3 . Anglik3BP-3554 (2. 3umol) JT A 24 &4 , T4 1B
ACFRRIEUCT, X 6H OFA TR RS o - 2 PRl 1 “Slit 7 1EB” , 7243 . Img 2R E )
(%83 %) -HPLC:R,=5.947 ¥l . LC/TOF-MS: HERABT 1617 .541 (JH {1617 .536) .
CrHygEUN,,0,.S, MW=1619.721)

[1459]  J.Hex- [Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH (3BP-4293) |14
(I1) 25

[1460] MR MRAELE RAR ) 18mg I 3BP-3554 (12. 2umol) JT A £ 24 &5, Y4 H T 44 1FA
ALPRIRCu (0AC) IR TR RS « AL Sl AP R (] “ai i J57EB” , 77 4R 16 . bmg 2 bRl b &
) (88 % U F) HPLC:R, =657 #1. LC/TOF -MS : #ERAFi 1530553 (351 {E1530.553)
CyrHy CuN,,0,S, (MW =1532.310)

[1461]  K.Hex- [Cys (tMeBn (DOTA-AET)) -Pro-Pro-Thr-GIln-Phe-Cys]-OH (3BP-4343) [ 5
LB

[1462]  MIAMRAELE MRAFR 1) 20mg I 3BP- 3554 (13 6pumol) JT A £ 24 &5, S H T 44 1EA
ACERI ZnCL I IRRE ARl B Bl ] “alifb 75 kB, PR 16 . Img ZHI RS L 1 (1K
FTT%) HPLC:R, =6.457 ¥ . LC/TOF-MS: fEffi 5T 1531.553 (11 5{H1531.553) o
CrHy N 40,6870 (MW=1534..160)

[1463] L .Hex- [Cys (tMeBn (NODAGA-AET)) -Pro-Pro-Thr-Gln-Phe-Cys]-OH (3BP-4184) |19
BEEEW)

[1464]  MIRMRAELEMIRAFRT . Anglik3BP-4162 (5. 1umol) JTF A £ 24 &, Y4 H T 4% 1EA
AEFETIGa (NO,) , X H OF IR TR RS o AE 2 B v, il 1“4l J5 7487, 7 2E6 . 3mg 2 Ubrdl ik
W (80 % W) JHPLC: R, =6. 5341 LC/TOF-MS : #E AT H 1506 . 515 ((H5{E1506.515) .
CyellysGaN,,0,.S, (MW =1508.438)

[1465]  SZhwfd29 « 1fn 2 Fae PEME

[14661 1 MI5E B2 A & B A0 A WA ARSI P RS 1, 2B 4T I 28 A e 2k )
TE o X1 R P I N e A A B A S P I 2 R PR A o PR AR A S D R 254
G — BRI, 7 2578 2% PRV A, — /e R N F B TR Dl 5 SR 3%
HH, X B S WA AR INERILR A = BEARUE « TR RS E VX T A K BH X S8 A S 2 W
WETT RG2S W N T 28 .

[1467] FKAREVERE ST 1 T AEDMSOH T 110 . SmMAY S Wi 8 A RO 0 LI I 5547
AAE (28 MK2EDTA) £ M R EF 5] (spiking) M 25 o W e e , K4 FF i 70 18 I TR 2%
(Thermomixer) HIFE3T CI 750 AFI24/ NN IR B T BAAES AR VK E A A B b — 2D A0 B
AR — AP HlE .

[1468] A 1E IR ISR FR (FEDMSOHR 1110 . SmMA & AR) - iR B8 Frr
G2 , A RIS R R 7 T TE 1 BT UE

[14691  A) IIAN250u1 5 H 1% — SRR CIG o A5 0 7 300 B e , i 2500 B I
Y, K 150p] _F i 150p1 111 % FHPR IR TR o

[1470]  B) JIAN150u1 {54778 % 10 . IMBREREEAN22 % LI AR EF TTHE 71 o /1 %I 75 30
Sreia W U B TTTE) « AR A0S A7 I 2 DOTAER 3, W [A] 100p ] F s A i 10w
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1091 % HIBR , SRFEAE60 CHE— 1 B 10 BhoL s R B ST i o

[1471]  {E5Agilent 6530Q-TOF TS BEHTAgi lent 1290UHPLC & %5 | eI T AES,
VIR BT . ¥EPhenomenex BioZen XB-C18 HPLCHE (50 X 2mm, 1. 7umbrfz) [ AfEE L
JFEA T 03820 B, 5 AR A B IRARIAE /K 0 . 1 9% FRERAIME A BN IRBAY IS TR A1)
(TET53 BN 2% 1B 41 % ,800ul /4381, 40°C) o 7E 1F B ESTELU Pl L2/ B IR
i/ z 502230005ty FElEA T BTSN o

[1472]  FOEIRGEEGEN, SHE SR bR F PR F T el = FL ey B — Rl 2 K A 5
STt o

[1473]1 i FHEE RO M5 55 AN L A HHE RPN s A T

[1474]  JEAN, FISCR B 7 F— e B IO SRR S & AR Al R A Sl A T 45
IRERFRAFE I o

[1475] 1B M e REERESR 125 FARERL (20 % S SRPHAGFREE -

[1476]  SHARSEA K W — e L S P4 T IO AN IIE 1 45 A R Fe8Fh 48 H o 45 K DA “4/N
Ik 24/ N TSR AS 0 e BAL A IR E b ek, ARl LC-MSE | ik, B TAE SLe T
GRIS PP RHI IR, £ 5056 45 RIS RS I B AR AL IR E 23 LE - T RTE (L S e 2 /D 4/ N
JEREF0% LA LI 53N, I e Al A T2 W iG Ty B AR E 1 -

[1477] 388 i Aaue PRI 45 R

A IUETE Rl & 4/24h J5RIR I CHEAED%
tEY A3 /I BRI N i
3BP-2974 A 92% (4 h)
[1478] 3BP-2975 A 100% (4 h)
3BP-2976 A 93% (4 h)
3BP-3086 A 79% (4 h)
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3BP-3105 A 55% (4 h)
3BP-3168 A 100% (4 h)
3BP-3177 A 79% (4 h)
3BP-3181 A 100% (4 h)
3BP-3183 A 98% (4 h)
3BP-3187 A 100% (4 h)
3BP-3188 A 97% (4 h)
3BP-3189 A 100% (4 h)
3BP-3190 A 88% (4 h)
3BP-3191 A 100% (4 h)
3BP-3196 A 87% (4 h)
3BP-3202 A 78% (4 h)
3BP-3203 A 100% (4 h)
3BP-3210 A 100% (4 h)
[1479] 3BP-3211 A 85% (4 h)
3BP-3212 A 80% (4 h)
3BP-3275 A 94% (4 h)
3BP-3319 A 100% (4 h)
3BP-3320 A 75% (4 h)
3BP-3321 A 94% (4 h)
3BP-3397 A 100% (24 h) 92% (24 h)
3BP-3398 A 99% (24 h) 94% (24 h)
3BP-3407 A 100% (24 h) 79% (24 h) 100% (24 h)
3BP-3426 B 73% (24 h)
3BP-3554 B 100% (24 h) 85% (24 h) 100% (24 h)
3BP-3555 B 88% (24 h)
3BP-3590 B 94% (24 h) 100% (24 h) 100% (24 h)
3BP-3623 B 100% (24 h) 100% (24 h) 100% (24 h)
3BP-3624 B 100% (24 h) 100% (24 h) 100% (24 h)

[1480]1  SLjfdI30: FACSES il E

[14811 = 7 I EARIE A &R W00 b & 5 2R FAPI AR 45 &5, T T S5 4 PEFACS &5 &
WI7E o

[1482] BRIk FAPI) AWT - 38 2T 44NN (ECACC) £F£15715 % G- IIE < 2mM L- 23 S el
1 % AT A IEER T EMEMHH £5 7% . FAccutase (Biolegend , #BLD-423201) 43 ES4Hitu H-4F
FACSZZ Ml (F0F51 % FBSIHPBS) FHYEVE o K41 AEFACS 22 M H A B 22 40K B2/ 1000004
Z/m1 2K 20001 LIRS EUIPARLL 596 4L P (Greiner) M1 54RO AE VKIS FUFACS 22
MR T 5 30 Cy SERIC I &%) (H-Met - [Cys (3MeBn) -Pro-Pro-Thr-Glu-Phe-
Cys]-Asp-His-Phe-Arg-Asp-Ttds-Lys (Cy5S03) -NH,) 7E A7 IR FEBE I &5 B 784 Clit
B LN K41 TIFACSZE MR e 14 W O HE A T-200u] IFACSZZ i HH o fEAt tune NxTi
AU SRR o P E SRR (CyBImID) AT At tune. NxTHUPFHH I EHR ok 2 18
& FAC tivi tyBase i H-E T DU S HGEHE (4PL) £ 34 FIpT1C50 T4 6 TR H A 41
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HOEFFIME AW, XA E DA SRR B S 491 3 1 E 4T P APEE, 1 BESE 14 0 i o &5 SR 471 1R 9
(E 3 17 ) - pICH025 AL RpICH0{E > 8. 0, 25 JIBA Rp IC50{HAET . 1FI18. 02 [,
HCHRpICHOMEAES . 1A17 . 02 [R], LA K 25 5IDF /kpIC50{H <6. 0.

[1483]  SJEA31 : FAPER [ RS A0 2

(14841 25 7 IE STHEGIL AR IHRHEIE 1, Bz 15 T FRETHIFAPER I BRE ME I 2
[1485]  7EINEZE M (50mM Tris.IM NaCl.lmg/mL BSA,pH 7.5) H¥ti 4 AFAP (R&D
systems, #3715-SE) MR A3 . 6nMIIR o K25p1 FAPIR I 5 25p] 1 35 E SR il il it
SRS FEE 696 ProxiPlate (Perkin Elmer) HiR & 55 8. /E MRS MEFAP Y , (i
FHFRETJKHiLyteFluor "488-VS (D-) P SQG K (QXL®520) -NH2 (Bainbridge,et al.,Sci
Rep,2017,7:12524) o MINAEIIE % R FH A RE I 250 LI1) 30uMEC DAL o FIT AT 1A A A T
PILE3T C VAl o /ESPECTRAmax M5 AR FHAE3T CLABh /) & 547 BRI 2R A28 6
W40 (485nmi & A1538nm Ak HY) o1l Sof tMax  Profk A THARFU/ sec, HARFRIA M FEVEA o filf
FActivityBasef K21 TPU S HGE H (4PL) HIZRAUA HIpICH0THA . SRIMZA H T AR BB
S P IE 45 R pIC502 BIARFp IC501E>8. 0, 2 HIBA K pICS0{E AET . 1H18.0
2], ZEPNCAHR R pICO0ME A6 . 117 . 02 1], 25 HIDF 7~pICH0{E <6. 0,

[1486]  4NERIFT I, A& WK S WA FACS S 5 FIFAPER [ FTE L I E rh ) S o HH
NI as R

[1487] [tk 2 AN, i8] DAERAA G ILSAREG , 28 a R A B S E G A &5 A~
LA FUERR T AIAR A A S R AT AR AR VE 140, 3BP- 3168 F13BP- 31697 Cify H
A (DOTA-Ttds-Nle/Met) , f2pIC > 8IF iR i 2 Al o AN A AT 2 15711
MESL AN AL G CLANASRHex - [ 3BP-2974 , LA NAKfAC -Me t [ 3BP-2975 1 H AN
SiH-me t 1) 3BP-2976) 510 25 AL &4 3BP- 3168 F13BP - 31694HLL 52 B AT A AR
Yo

[1488] X EMRFE R B A S EGIA R0 TE MBSO ] 0l &5 24 Ak S nois
Ve R B S AR A RS E 1 T B S AR B S W28 & I ZE 21X LA
B EA AN AL G PARLL , 2 AR T-CoRum 1 5249 s AR R 45, 451 4n3BP-
31054HX1-3BP-2974, 3BP- 33955k 3BP - 3397AHXS 1-3BP- 3476 , [ 255 71 5 Y calt BeAbR T-9%
B RS TR SR 52812 3BP - 340 TAHXT-3B- 3476 5 3BP - 3426 413X 1-3BP- 3476,
(14891  3R9 .1 HPLCHE ML S ID . A1 AERA 1 55T i AR S BT &« PR B I
[R] (538 DL MFACS S 45 FIFAPTE PRI E 1 p1C502% 1)
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m —

ID | 5 vt - o | B =
iz i s

=S B T |l o

& = 18| 3

gt g - - N

3BP- | H-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
2881 | Asp-His-Phe-Arg-Asp-Ttds-Lys(Bio)-NH2
[1490] 3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
2974 | p-His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
2975 | Asp-His-Phe-Arg-Asp-NH2

3BP- | H-met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
2976 | Asp-His-Phe-Arg-Asp-NH2

3BP- | DOTA-Nle-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-C
3088 | ys]-Asp-His-Phe-Arg-Asp-NH2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3105 | p-His-Phe-Arg-Asp-Ttds-Lys(DOTA)-NH2

=d
>
>

2354.036 | 2354.046 | 5.

b2
b

1664.712 | 1664.718 | 7.19

1739.689 [ 1739.692 |6.12 |A |A

1697.679 | 1697.679 | 558 |A | A

2065.903 | 2065903 |544 |C |C

2481.171 | 2481.171 | 6.78 | A | A
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[1491]

B OO CT TR [y v [om [
BB TSN T | s [574 |1
o i?i‘:;ﬁigg:fiﬁig:;r;'zpm'Thr'Glu'Phe'C 2083.859 | 2083852 |537 |C |C
;]13; : Efg;':iﬁ{hgf}fe S_Eig’f;;:;gf“"Thr'Glu'P 2402071 | 2402075 |6.00 |B |B
i?;' Egg;ﬂ‘iﬁ’s‘_[}fhﬁﬁr“;ff:;_’;ﬁj ro-TheGlP | 5368087 | 2368.001 [ 590 | A | A
e Al ETT TR PR PR
;113; A igjﬁ;ﬁi‘ﬁfg;igjﬁém'ThI'Gl“'Phe'cys]' 1952.819 | 1952822 | 486 | C |C
i?; i:l'}lf';ts'_[;i;ﬁfgﬁgﬁ;gmwﬁlu‘P POy | 1739689 | 1739.696 | 585 | A | A
i?; ﬁl;ﬁi'_[s}f:'_(iﬁf:;:%r;fm'Thr'Glu'Phe'Cys]' 1739.689 | 1739.693 [620 |C |C
g?;' i;ﬁgg:f;ﬁﬁ;;iﬁfm'Thr'Glu'Phe'cys]' 1739.689 | 1739.689 | 585 |B |B
;]13; i:;ﬁt;_[glf:_(ﬂg_eiz;:;f{;m'thr'Glu'Phe'Cysl' 1739.689 | 1739.692 | 561 |B |B
;113; izl;ﬁi"[s}f:’_(i]:gf;‘;:;ﬁfm'Thr'gl"‘Phe'Cys]' 1739.680 | 1739.692 |598 |B |cC
;1133[)(; i;ﬁg}ggjﬁﬁfﬁ;ﬂﬁ‘;m'ThI'Glu'phe'Cys]' 1739.689 | 1739.693 |597 |C |C
;]13; ! i;;]fgts'_[gZi?;iﬁ;’;“;;mm'G]“'Phe'cyS]' 1739.689 | 1739.695 | 624 |B |B
;?;2' i:l;ﬁz_[;lf_igf’i:g:;f{; ro-Thr-Glu-Phe-cysl- | 250 689 | 1739.695 |6.12 | B |B
;?;_,: i\s‘;ﬁf:_'{,iffrﬁi‘;ﬁ;”fr"'ThI‘Glu'Ph"'Cys]' 1739.680 | 1739.694 |6.00 |B |B
;]13;?' i:?é:ig:fiﬁi’;;'_];;fmm'r'Gl“'Phe'Cys]' 1739.689 | 1739.695 | 634 |A |A
?13;; i:l;ﬁz_[gﬁﬁfgiz};;‘gm'Thr'Glu'Phe'(‘ys]' 1753.705 | 1753.716 |587 |A |A
i?:!; i;ﬁ?ﬁfﬁ;ﬁ’;ﬁgpm'Thr‘Glu'Ph"'Cys]' 1751.689 | 1751.697 |571 |A | A
i?;; i;’jﬁgﬁﬁgi‘gff:;jg’fm'ThI'Glu'Phe'Cys]' 1751.689 | 1751.701 | 638 |A |A
g?;' i:;ﬁ:fg;_iﬁfgg:;ﬁfm'ThI'Glu'Phe'Cys]' 1740.685 | 1740.696 |5.00 |A |A
i?; ﬁzl;ﬁz_[ﬁﬁ(ﬁfgﬁzfggm'ThI‘Glu'Phe'Cys]' 1740.685 | 1740.696 |5.08 |A |A
;1139})3' i;ﬁgﬁ:ﬁﬁ?ﬁ;iﬁ;ﬁo'ThI'Glu'Tm'Cys]' 1745.646 | 1745650 |6.03 |A |A
;113; ; if;g?::ﬁffﬁiﬁﬁgpm'Thr'Glu'Phe'Cys]' 1695.700 | 1695703 |6.16 |B |B
;113;5' i:;ﬁgg:fiﬁizgszm'Thr'Glu'Phe'Cys]' 1673.668 | 1673.670 | 697 |A |B
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3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3196 | Asp-His-Ala-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3197 | Asp-His-Phe-Ala-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3198 | Asp-His-Phe-Arg-Ala-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3199 | Asp-His-Phe-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3200 | Asp-His-Phe-Arg-NH2

3BP- | Ac-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-Asp-
3202 | His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3203 | Asp-His-Amf-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Aib-Pro-Thr-Glu-Phe-Cys]-
3204 | Asp-His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3210 | Asp-his-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3211 | Asp-His-phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3212 | Asp-His-Phe-arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-
3213 | Asp-His-Phe-Arg-asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Gly-Pro-Thr-Glu-Phe-Cys]-
3214 | Asp-His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-ala-Pro-Thr-Glu-Phe-Cys]-
3215 | Asp-His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Oic-Pro-Thr-Glu-Phe-Cys]-
3216 | Asp-His-Phe-Arg-Asp-NH2

3BP- | Ac-Met-[Cys(3MeBn)-Pro-Oic-Thr-Glu-Phe-Cys]-
3217 | Asp-His-Phe-Arg-Asp-NH2

3BP- | DOTA-Bal-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-C
3264 | ys]-Asp-His-Nmf-Arg-Asp-NH2

3BP- | DOTA-Inp-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-C
3265 | ys]-Asp-His-Nmf-Arg-Asp-NH2

3BP- | DOTA-Ahx-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-C
3266 | ys]-Asp-His-Nmf-Arg-Asp-NH2

3BP- | DOTA-O20c¢-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-
3267 | Cys]-Asp-His-Nmf-Arg-Asp-NH2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3275 | p-His-Nmf-Arg-Ttds-Lys(DOTA)-NH2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3276 | p-His-phe-Arg-Ttds-Lys(DOTA)-NH2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3277 | p-His-Ppa-arg-Ttds-Lys(DOTA)-NH2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-NH
3287 |2

3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3288 | p-NH2

1663.658 | 1663.661 [543 | A |A

1654.625 | 1654.634 [651 |C |C

1695.700 | 1695.711 [6.30 | A |A

1468.561 | 1468.570 [6.64 |C |B

1624.663 1624.669 | 631 |A |A

1608.649 | 1608.659 | 582 |A [A

1753.705 | 1753.705 | 647 | A | A

1727.689 | 1727.700 |[6.51 |B |B

1739.680 | 1739.694 |6.10 |A A

1739.689 | 1739.692 |[5.77 |A |A

1739.689 | 1739.692 |[588 | A |A

1739.689 | 1739.693 |6.16 | A |A

[1492] 1699.658 | 1699.662 |571 | A |A

1713.674 | 1713.677 | 599 |C |C

1793.736 | 1793.739 | 691 |C |C

1793.736 | 1793.740 (683 | C |C

2037.871 | 2037875 (471 |B |B

2077.903 | 2077902 |483 |C [C

2079.918 | 2079923 |495 | C |C

2111.908 | 2111.909 | 493 |(C |C

2380.160 | 2380.167 | 6.57 |A |[A

2366.144 | 2366.151 | 647 |A [A

2367.139 | 2367.150 | 579 |A A

994.429 994.432 759 (€ | B

1109.456 | 1109458 | 742 | A | A
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3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3299 | p-Arg-NH2 1265.557 | 1265562 | 730 | A |A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3300 | p-Gab-Arg-NH2 1350.610 | 1350.611 | 729 | A |[A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3301 | p-Pamb-Arg-NH2 1398.610 | 1398.616 | 738 |A |[A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3302 | p-Cmp-Arg-NH2 1390.641 | 1390.641 | 721 | A |A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-Pa

: 1283.583 | 1283.588 68 |B | A
3303 | mb-Arg-NH2 i
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-Glu-P
3319 | he-Cys]-NH2 1697.804 1697.810 | 5.81 B |B
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-Glu-P _
3320 | he-Cys]-Asp-NH2 1812.831 1812.841 [575 |B | A
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-Glu-P

2101.985 | 2101993 |549 |A |A

3321 | he-Cys]-Asp-Pamb-Arg-NH2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3324 | p-Mamb-Arg-NH2 1398.610 | 1398.614 | 740 |A |[A
3BP- | Hex-[Cys(3MeBn)-Gly-Pro-Thr-Glu-Phe-Cys]-NH 054,398 954.402 730 |c |B
3345 |2
3BP- | Hex-[Cys(3MeBn)-Ala-Pro-Thr-Glu-Phe-Cys]-NH 068.414 968.415 746 |D | C
3346 |2
3BP- | Hex-[Cys(3MeBn)-Nmg-Pro-Thr-Glu-Phe-Cys]-N 068.414 968.416 737 |c |B
3347 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Ala-Phe-Cys]-NH 036.424 936.426 275 |p |D
3348 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-NH 993.445 993.449 741 1B | A
3349 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Ala-Cys]-NH 918.398 918.398 649 |D | C
3350 |2
;?SPI- 2Hex-[Cys(3MeBn)—Pm-Pm-ThI-Glu-Phe-Pen]-NH 1022.461 1022463 | 784 |p |C
3BP- | Hex-[Cys(3MeBn)-Pro-4Ttp-Thr-Glu-Phe-Cys]-N 012420 | 102422 772 le |
3352 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Eay-Thr-Glu-Phe-Cys]-N 1070.461 1070464 1910 | D |c
3353 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Ala-Glu-Phe-Cys]-NH 964.419 064418 763 |D |D
3354 | 2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Opc-Glu-Phe-Cys]-N 1113.478 113480 1763 1o |c
3355 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Moo-Phe-Cys]-N 1028417 | 1028419 |775 | D |D
3356 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Nme-Phe-Cys]-N 1008.445 1008448 | 782 |D | D
3357 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Nmf-Cys]-N 1008.445 1008445 | 812 |D |c
3358 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Tic-Cys]-NH 1006429 | 1006431 |s811 |p |cC
3359 |2
;3B6P(; g;x-[Cys(3MeBn)-Pro-Pm-Thr-G]u-Nphe-Cys]-N 994.429 994.432 785 |D |D
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;1336P1- 2I—Tex-[Cy.‘;(3MeBn)-Pm-Pm-Thr-Glu-ll\h-Cys]-l\I]—] 1044445 | 1044448 |350 | B |B
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-2Ni-Cys]-NH 1044.445 | 1044449 | 846 | |c
3362 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Bip-Cys]-NH 1070.461 1070464 |9.04 |D |D
3363 |2
3BP- | Hex-[Cys(3MeBn)-Pro-4Dfp-Thr-Glu-Phe-Cys]-N 1030410 | 1030414 |01 Ip |cC
3365 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Hyp-Thr-Glu-Phe-Cys]-N 1010424 | 1010428 |7.18 | B | B
3366 | H2
3BP- | Hex-[Cys(3MeBn)-Pro-Tap-Thr-Glu-Phe-Cys]-NH 1009440 | 1009445 | 687 |D |C
3367 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Ocf-Cys]-NH 1028390 | 1028394 | 795 |c | B
3368 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Pcf-Cys]-NH 1028390 | 1028394 |s14 |c |c
3369 |2
3BP- ,
3370 Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-OH | 995.413 995.417 779 |B |B
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-Bal 1066450 | 1066453 | 758 | A | B
3371 | -OH
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Orn(Ac)-Glu-Phe-Cys
3372 | NH2 1049.471 | 1049475 | 733 |D |C
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-As
3395 | p-Ttds-Lys(DOTA)-NH2 1924931 | 1924943 | 6.60 | A |[A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-As
3396 | p-Ttds-Lys(DOTA)-NH2 1925915 | 1925916 |6.73 | A |A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-Bh
3397 | K(DOTA)-OH 1522.720 1522.714 | 6.69 | A |A
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-GIn-P

1768.842 | 1768842 | 572 |A | A
3398 | he-Cys]-Bal-OH 4 i &
3BP- | DOTA-Ttds-Hci-[Cys(3MeBn)-Pro-Pro-Thr-GlIn-P
3399 | he-Cys]-Bal-OH 1826.858 | 1826.858 |4.78 |D |D
3BP- | DOTA-Ttds-Hgl-[Cys(3MeBn)-Pro-Pro-Thr-GIn-P
3400 | he-Cys]-Bal-OH 1796.873 | 1796.873 |6.58 |D |B
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-GIn-P

1811.84 1811.855 5.62 A A
3401 | he-Cys]-Asp-NH2 v
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-As
3403 | p-Ape-NH-DOTA’ 1579.741 1579.742 6.61 A A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-As
3404 | p-Ttds-Ape-NH-DOTA’ 1881.926 | 1881.933 |6.73 | A |A
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Pro-Thr-Gln-P
3407 | he-Cys]-Asp-NH2 1592.737 | 1592.737 | 570 | A |A
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Trp-Cys]-NH 1032.456 1032457 | 758 |B | B
3408 |2
3BP- | Hex-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Otf-Cys]-NH 1061.433 1061437 | 808 |B | A
3409 |2
3BP- | Oct-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-Asp 1136503 | 1136508 | 846 | B |B
3417 | -NH2
3BP- | Phb-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-Asp
3418 | -NH2 1156.472 | 1156475 |7.73 | C |C
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;4B1P 9; [3MeBn-Spa-Pro-Pro-Thr-GIn-Phe-Cys]-Asp-NH2 | 995.388 095.392 605 |C |C
;B; ie%ysﬁ f;p_ﬂﬁH;Cys{BMEBH)'PYO'PN'““'GID' 1123483 | 1123485 |7.22 |B |A
;?;6' ?;:_-([;(;;Z]S_(;T:_?qnégOTA'AETD'PTO'PIO'T}“'GIH' 1583.682 | 1583.692 |587 |A | A
;B;' ;Iff}'_[g:_(éx‘]’il:l;igm'ThI'Gl“(NH'Apr'DO 1551.710 | 1551713 |657 |D |D
;ng- ?‘E;}Hﬁ?{fﬁi";; X;;E'ggr'G]“{NH'AW'OZO 1696.784 | 1696.793 |664 |C |C
;4]3;’6' I[i:ll-{[gys(ii MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-As T T e
ifg E‘B‘gﬁﬁﬁﬁ‘; Pro-Pro-Thr-Gln-Phe-Cys]-Bh | 1004 904 | 1824922 | 666 | A | A
§5B1P4- Cﬂzy 5 ].Ji SI—ES;-Z[Cys(3MeBn}-Pro-Pro-Thr—Gln-Phe- T [TV -
;?IPS- g;x-[Cys( 2Lut)-Pro-Pro-Thr-GIn-Phe-Cys]-Asp-N 1100.467 aden |8 | & | A
;153{; g;x-[Cys(3Lut)-Pro-Pro—Thr—Gln-Phe-CyS]-Asp-N 1109.467 s | |4 |4
;?f: E;:_—([:(;z]s_(tol\l/[;Bn(DOTA-AET))-Pro-Pro-ThI-Gln- e [ S IR S
;]535P . Efa[gg:ﬂeBn(DOTA'PP})'PIO'PTO'ThI'Gl“'P 1478.694 | 1478.699 |537 |[B |A
;]:5]:6_ :;ggi;ﬁ;?g)om'NHD'Pm'Pm'Thr'G]"'P 1523.679 | 1523669 |571 |B |B
;?‘; A iﬁ,’;[gﬁfﬁ‘;‘ﬁﬁ;’ DOTA-PP)-Pro-Pro-The-Gln | 50, o4 | 1764654 | 565 |A |A
;]53;2- iixe__[gj;(x;igmOTA-PP))'Pm'Pm'ThT'G]" 1658.639 | 1658.644 |5.75 |[A |A
iﬁB; nH ;ﬁggji%ﬁn([nDOTA'AET))'PTU'PN'T}“'GI 1579.520 | 1579.524 | 575 | A | A
;?2]: ﬁ?;}[ﬁé&ﬁi\flgiﬂ@uDOTA-AET:}}-Pro-Pr{J-Thr-G 641557 | 1641560 |58l | A | A
;E;;’O- ?S?_-(Eizi-(énfleBn(DOTA-AET))-Pro-Pro-Th:-Gln- et | dlie [er |4 &
;?sp " E;:__g;,:i%ﬁg;(DOTA'AETD'PrO'Pm'ThI'Gln' 1540.676 | 1540.686 |581 |[A |A
iﬁf 5 E;:_gi;_%ﬁ?nmomﬂETD'PN'PIO‘TI’I'GIH' 1468.655 | 1468.667 |585 |[A |A
;?;— E;:_}Eiﬁfm?nmom"a&ETD'PrO'Pm'ThI'Glu' 1469.639 | 1469.639 |596 |[A |A
;ESI: E;:_—{[é);;](tMeBn(DOTA-AET))-Pro-Pro—Thr-Gln- PSR P PR [ I
;?;)6- E;::éi:ﬁétgﬁt)om'AET))'Pm'Pm'Thr'GI"' 1526.661 | 1526.665 |5.88 |[A |A
§6B5P ; E;::g;:;_%fgf;fom'AET))'Pm'PrO‘ThI'Gl“‘ 1554.692 | 1554.697 |5.98 |[A |A
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;6]3:3- Ef:_'é‘;;ﬁf_(;ﬁf&’;{DOTA'AET’"P“"P’“'Thf'G‘"' 1556.671 | 1556670 | 578 |A | A
;?; E;::éiﬁgﬂ?gfom'AET))'Pm'Pm'T}“'G]“' 1540.676 | 1540.682 | 588 |A |A
;?E(; E;:([;SZ]S(;B:: gﬁDOTA'AET))'Pm'Pm'ThI'G]n' 1630.723 | 1630.728 | 685 |A | A
;?6}) L ii’;’.[gfﬁ](fﬁ;'iﬂﬁ;'DOTA'PP”'P“’"*"'“"'G'“ 1740.633 | 1740.636 |572 |A |A
iﬁBﬁpz- ﬁe;h[: g;ﬁ;ﬁn(EUDOTA-AET})‘PrO‘Pr"‘ThI'G 1617.540 | 1617.541 | 583 |A |A
i?é: az‘:_[g;:](-tgl]:Bn(DOTA-AET))-Pro-Pro-Thr-Gln- A R [ e Y
i?gg E;:_}Egﬁf:::_%néDOTA'AET))‘Pm'Pm'ThI'Gl“' 1584.666 | 1584.666 | 583 |A | A
iéB;; :,i ‘;153’;5"(")“1? W(DOTA-AET)) Nmg-Pro-The-Gl | 003 04 | 1443624 584 |A [A
i?;; it_[g:;(_tg]:Bn(DOTA'AET))-PIO'HYP'T}“'GID 1485.634 | 1485645 | 569 |A |A
;Ego- g:;-c[zs_;g;aeBn(DOTA-AET))-Pro-Pro-Thr-Gln- e Tisreas leae 1nln
;?; [ Ef:éﬁff(jxeﬁg(f OTA-AET))-Pro-Pro-Thr-Gln- | 503 cor | 1583.697 |584 | A |A
;Esfz g:j::igz:%EBMDOTA'AETD'PH"PIO'Thr' 1544617 |1544.633 |497 |B |B
;?‘; ﬁfo_Th%Glnﬁgg;fgfeBn(DOTA‘AET))'P“" 1505.606 | 1505610 |6.23 |A | A
;?; ! ﬁr_ﬁu:sggﬁgﬁCBH(DOTA'AET})'Pm'Pm' 1506.500 | 1506593 | 640 |A |B
;?;2- fhﬁ,;Z?Cz;giﬁxggwOTA-PP))‘PIO'Pm'ThI' 1628704 | 1628.706 |599 | A | A
i?; ;1::-5:]5.(2::.?\11113?5803-PPI)}-Pm'Pm'ThI'Gl“‘ 1793.851 | 1793.850 | 8.94 B
;E‘; E;:;—g_Cg;Sr_sée]?n((:ysso3-AET))-Pm-Pro-Thr-Gl o7t Lier075 |oss -
;1731;:2. nH ‘fi}fgjﬁ;’ﬁ?g (IDOTA-AET))-Pro-Pro-Thr-Gl | | co0 c3¢ | 1578539 560 | A | A
i?g it:;—if?:;(jt}]\deBn([nDOTA-AET))-Pm-Pm-Thr-G] oo 135 leor 1a [
;?lp 4 nH_;xt; EE%S,S%?%ISDOTA'AET”'P“"Pm'ThI'G' 1636.541 | 1636.546 | 560 |A |A
;?lp 5 fiﬁ,ﬁ?j%ﬁ;(g‘ S OTA-AED)}-Pro-Pro-The-Gl | | co 557 | 1650.569 |5.64 |A |A
;173]P6- gf:-]gffétx]e-gﬁlnDOTA -AET)-NmgPro-Th- | oo [ cacin [sg0 | A | A
e Tﬂihr.ﬁn:syz?-c[;fgfgil{%mom'PP))'Pm'Pm' 1738.584 | 1738.588 | 597 |A |A
;?;6- E;:([_iﬁ(;ﬁeiﬁ? OTA-AET))-Pro-Pro-Thr-Gln- | 1530 con | 1530.691 |5.66 |A |A

345



CN 114341158 B

" BB B

214/233 T

[1497]

3BP- | Hex-[Cys(tMeBn(DOTA-AET))-Pro-Pro-Thr-Gln-
3737 | Phe-Cys]-Nmg-NH2 1539.692 | 1539.690 |5.70 | A |A
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Pro-Thr-Ala-Ph

1535.715 | 1535721 | 588 |C |C
3739 | e-Cys]-Asp-NH2
3BP- | Hex-[Cys(tMeBn(DOTA-AET))-Nmg-Pro-Thr-Gl
3744 | n-Phe-Cys]-NH2 1442.640 | 1442640 | 566 | A |A
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Pro-Ala-Gln-P
3745 | he-Cys]-Asp-NH2 1562.726 | 1562.732 | 544 |C |C
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Pro-Ala-Ala-Ph

1505.705 1505.705 5.62 D 3
3746 | e-Cys]-Asp-NH2 i i .
3BP- | Hex-[Cys(3MeBn)-Nlys-Pro-Thr-GIn-Phe-Cys]-N 1024487 | 102449 |628 |D | D
3747 | H2
3BP- | Hex-[Cys(3MeBn)-Nphe-Pro-Thr-Gln-Phe-Cys]-N 1043.461 1043462 | 864 |D |D
3748 | H2
3BP- | Hex-[Cys(3MeBn)-Nleu-Pro-Thr-GIn-Phe-Cys]-N 1009477 | 1009479 |832 |D |D
3749 | H2
3BP- | H-Ahx-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-
3750 | NH2 1008.456 | 1008456 |4.77 |D |D
3BP- | H-Ava-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-
3760 | N2 994 .440 994.441 466 |D |D
3BP- | H-Gab-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-
3761 | N2 980.425 980.425 460 |D |D
3BP- | 4Pya-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-N 1014409 | 1014415 |474 |D |C
3762 | H2
3BP- | Ac-Hse-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-
3763 | NI 1038.430 | 1038430 |483 |D |C
3BP- | Ac-Aad-[Cys(3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-
3764 | NH2 1080.441 1080.440 | 5.11 D |D
3BP- | HO-Glutar-[Cys(3MeBn)-Pro-Pro-Thr-GlIn-Phe-C

1009.404 1009.403 3.38 .
3765 | ys]-NH2 ' C €
3BP- | Hex-[Cys(tMeBn(DOTA-AET))-Pro-Pro-Thr-Gln-
3767 | Phe-Cysol] 1455.660 1455.666 591 A A
3BP- | Hex-[Cys(tMeBn(InDOTA-PP))-Pro-Pro-Thr-Gln-
3770 | Phe-Cys]-OH 1588.574 | 1588.579 | 530 | A A
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Nmg-Pro-Thr-GIn-

1452.678 1452.678 5.12 A A
3771 | Phe-Cys]-OH ¥ 4
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Thr-Pro-Phe-Gl
3854 | n-Cys]-Asp-NH2 1592.737 1592.759 5.35 D |D
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Phe-GIn-Thr-Pro-Pr
3855 | 0-Cys]-Asp-NH2 1592.737 | 1592.737 |5.67 |D |D
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Thr-GIn-Pro-Phe-Pr
3856 | 0-Cys]-Asp-NH2 1592.737 | 1592.749 |5.10 |D |D
3BP- | Hex-[Cys(tMeBn(DOTA-PP))-Pro-Gln-Phe-Pro-T s
3857 | hr-Cys]-Asp-NH2 1592.737 1592.737 5.37 C | €
3BP- | H2NSO2-But-[Cys(3MeBn)-Pro-Pro-Thr-Gln-Phe
3860 | -Cys]-NH2 1044387 | 1044401 |5.18 |D |D
3BP- | Hex-[Cys(tMeBn(GaDOTA-AET))-Pro-Pro-Thr-G
3949 | In-Phe-Cys]-OH 1535541 | 1535541 | 658 | A |A
3BP- | Hex-[Cys-(tMeBn(H-020c¢-PP))-Pro-Pro-Thr-Gln
3967 | -Phe-Cys]-Asp-NH2 1351.631 | 1351.648 | 6.1 A A
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[1498]

3BP- | H-Ahx-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Gln-
3980 | Phe-Cys]-Asp-NH2 1538.751 | 1538.758 | 6.3 A A
3BP- | Hex-[Cys-(tMeBn(H-AET))-Pro-Pro-Thr-GIn-Phe-
3981 | Cys]-Asp-NH2 1197.502 | 1197508 [6.7 |B [A
3BP- | Hex-[Cys-(tMeBn(H-O20c¢-AET))-Pro-Pro-Thr-G
4003 | In-Phe-Cys]-Asp-NH2 1342576 | 1342.578 | 6.5 A A
3BP- | H-Ahx-Ttds-Nle-[Cys-(tMeBn(DOTA-PP))-Pro-Pr
4004 | o-Thr-GIn-Phe-Cys]-Asp-NH2 2023.016 | 2023.029 |52 B [A
3BP- | Hex-[Cys-(tMeBn(N4Ac-AET))-Pro-Pro-Thr-Gln-
4063 | Phe-Cys]-OH 1269.607 | 1269.612 | 6.0 A A
3BP- | Hex-[Cys-(tMeBn(N4Ac-020¢c-AET))-Pro-Pro-T
4088 | hr-Gln-Phe-Cys]-OH 1414.681 1414.691 | 6.0 A A
3BP- | Hex-[Cys-(tMeBn(H-AET))-Pro-Pro-Thr-GIn-Phe-
4089 | Cys]-OH 1083.459 | 1083.472 | 6.9 C [B
3BP- | Hex-[D-Cys-(tMeBn(DOTA-AET))-Pro-Pro-Thr-
4109 | Gln-Phe-Cys]-OH 1469.639 | 1469.646 | 6.3 A A
3BP- | Hex-[D-Cys-(tMeBn(DOTA-AET))-Pro-Pro-Thr-
4110 | GIn-Phe-D-Cys]-OH 1469.639 | 1469.647 | 6.6 B [B
3BP- | Hex-[Cys-(tMeBn(DOTA-AET))-Pro-Pro-Thr-Gln
4111 | -Phe-D-Cys]-OH 1469.639 | 1469.646 | 6.0 B [B
3BP- | Hex-[Cys-(tMeBn(ReON4Ac-O20c¢c-AET))-Pro-Pr
4147 | o-Thr-GIn-Phe-Cys]-OH 1612.606 | 1612.620 | 6.6 A A
3BP- | Hex-[Cys-(tMeBn(ReON4Ac-AET))-Pro-Pro-Thr-
4148 | GIn-Phe-Cys]-OH 1467.532 | 1467.543 | 6.8 A | A
3BP- | N4Ac-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-P
4161 | he-Cys]-OH 1498.756 | 1498.765 | 5.8 A A
3BP- | Hex-[Cys-(tMeBn(NODAGA-AET))-Pro-Pro-Thr-
4162 | Gln-Phe-Cys]-OH 1440.613 | 1440.623 | 6.8 A A
3BP- | Hex-[Cys-(tMeBn(N4Ac-PP))-Pro-Pro-Thr-Gln-P
4168 | he-Cys]-OH 1278.662 | 1278.669 | 5.5 A A
3BP- | Hex-[Cys-(tMeBn(N4Ac-020c¢-PP))-Pro-Pro-Thr-
4169 | Gln-Phe-Cys]-OH 1423.736 | 1423.741 |54 B [A
3BP- | Hex-[Cys-(tMeBn(Bio-Ttds-Ttds-Ttds-Ttds-AET))
4170 | -Pro-Pro-Thr-GIn-Phe-Cys]-OH 2518.273 | 2518.291 | 7.3 B [B
3BP- | Hex-[Cys-(tMeBn(H-PP))-Pro-Pro-Thr-GlIn-Phe-C
4181 | ys]-OH 1092.514 | 1092.524 | 5.8 B [B
3BP- | Hex-[Cys(tMeBn(ATTO488-AET))-Pro-Pro-Thr-
4182 | GIn-Phe-Cys]-OH 1654.531 | 1654.530 |69 |B |B
3BP- | Hex-[Cys-(tMeBn(GaNODAGA-AET))-Pro-Pro-T
4184 | hr-Gln-Phe-Cys]-OH 1506.515 | 1506.522 | 6.6 A |A
3BP- | Hex-[Cys-(3MeBn)-Pro-Pro-Thr-Gln-Phe-Cys]-O
4186 | H 994.429 994.431 7.9 B [B
3BP- | Hex-[Cys-(tMeBn(DTPA-AETY))-Pro-Pro-Thr-Gln-
4214 | Phe-Cys]-OH 1458.587 | 1458594 |65 |B |B
3BP- | N4Ac-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Gln-P
4219 | he-Cys]-OH 1497.772 | 1497.780 | 5.7 B [A
3BP- | N4Ac-APAc-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-
4220 | Phe-Cys]-OH 1336.667 | 1336.674 | 5.4 D [D
3BP- | N4Ac-PEG6-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-
4221 | Phe-Cys]-OH 1531.767 | 1531.779 | 5.9 B [B
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3BP- | N4Ac-Glu-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-
4222 | Glu-Phe-Cys]-OH 1627.799 | 1627.810 | 5.7 B [B
3BP- | N4Ac-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-P
4223 | pa-Cys]-OH 1499.752 | 1499.768 | 4.6 C |C
3BP- | Hex-[Cys-(tMeBn(DTPA-O20¢c-AET))-Pro-Pro-T
4224 | hr-Gln-Phe-Cys]-OH 1603.661 | 1603.656 | 6.6 B [B
3BP- | N4Ac-020c¢-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-
4228 | Phe-Cys]-OH 1341.646 | 1341.642 |54 D [C
3BP- | DTPA-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-
4229 | Phe-Cys]-OH 1687.736 | 1687.749 | 6.4 C [B
3BP- | N4Ac-gGlu-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-
4230 | Phe-Cys]-OH 1325.615 | 1325610 |55 |D |D
3BP- | N4Ac-Ttds-Glu(AGLU")-Nle-[Cys-(3MeBn)-Pro-
4231 | Pro-Thr-Glu-Phe-Cys]-OH 1790.883 | 1790.909 | 5.4 D [D
3BP- | N4Ac-Ttds-Glu-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-P
4233 | he-Cys]-OH 1514.715 | 1514.715 | 5.0 C |[D
3BP- | N4Ac-Efa-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Glu-Ph
4243 | e-Cys]-OH 1430.640 | 1430.643 | 5.7 B [B
3BP- | N4Ac-gGlu-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-Gln-
4244 | Phe-Cys]-OH 1324.631 | 1324.635 |54 D (D
3BP- | N4Ac-gGlu-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-
4245 | Gln-Phe-Cys]-OH 1626.815 1626.821 5.7 B |B
3BP- | N4Ac-Glu(AGLU")-Ttds-Nle-[Cys-(3MeBn)-Pro-
4246 | Pro-Thr-GIn-Phe-Cys]-OH 1789.899 | 1789.901 | 5.5 B |B
3BP- | N4Ac-gGlu-Ttds-Nle-[Cys-(3MeBn)-Pro-Pro-Thr-

[1499] | 4247 | Glu-Phe-Cys]-OH 1627.799 | 1627.805 |59 |B |B
3BP- | N4Ac-Ttds-Glu(AGLU")-Nle-[Cys-(3MeBn)-Pro-
4248 | Pro-Thr-Gln-Phe-Cys]-OH 1789.899 | 1789.895 | 5.3 D [D
3BP- | N4Ac-Glu(AGLU")-Ttds-Nle-[Cys-(3MeBn)-Pro-
4249 | Pro-Thr-Glu-Phe-Cys]-OH 1790.883 | 1790.909 | 5.7 B [B
3BP- | Hex-[Cys-(tMeBn(DOTA-AET))-Pro-Pro-Thr-Glu
4250 | -Phe-Cys]-OH 1470.623 | 1470.626 | 6.4 A B
3BP- | Hex-[Cys-(tMeBn(NODAGA-020c¢c-AET))-Pro-P
4251 | ro-Thr-GIn-Phe-Cys]-OH 1585.687 1585.680 | 6.7 A A
3BP- | N4Ac-Glu(AGLU")-Glu(AGLU")-Ttds-Nle-[Cys~(
4265 | 3MeBn)-Pro-Pro-Thr-GIn-Phe-Cys]-OH 2082.026 | 2082.030 | 5.6 C [B
3BP- | N4Ac-Glu(AGLU")-Glu(AGLU")-Ttds-Nle-[Cys~(
4266 | 3MeBn)-Pro-Pro-Thr-Glu-Phe-Cys]-OH 2083.010 | 2083.013 | 5.6 B [B
3BP- | Hex-[Cys-(tMeBn(CuDOTA-AET))-Pro-Pro-Thr-
4293 | Gln-Phe-Cys]-OH 1530.553 | 1530.562 | 6.5 A |A
3BP- | Hex-[Cys-(tMeBn(N4Ac-Ttds-AET))-Pro-Pro-Thr
4299 | -GIn-Phe-Cys]-OH 1571.791 | 1571.807 | 5.9 A A
3BP- | Hex-[Cys-(tMeBn(N4Ac-PEG6-AET))-Pro-Pro-T
4300 | hr-Gln-Phe-Cys]-OH 1604.802 | 1604.816 | 6.1 B |A
3BP- | Hex-[Cys-(tMeBn(H-SAc-Ser-Ser-Ser-AET))-Pro-
4301 | Pro-Thr-Gln-Phe-Cys]-OH 1418.538 | 1418.553 | 6.8 B [B
3BP- | Hex-[Cys-(tMeBn(H-Asp-Asp-Cys-Ttds-AET))-Pr
4302 | o-Pro-Thr-GIn-Phe-Cys]-OH 1718.706 | 1718.723 | 6.8 C [B
3BP- | Hex-[Cys-(tMeBn(H-Asp-Asp-Cys-AET))-Pro-Pro
4303 | -Thr-Gln-Phe-Cys]-OH 1416.522 | 1416.536 | 6.6 C [B
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3BP- | Hex-[Cys-(tMeBn(H-SAc-Ser-Ser-Ser-Ttds-AET))
4308 | -Pro-Pro-Thr-Gln-Phe-Cys]-OH 1720.722 | 1720.730 | 6.9 B |B
3BP- | Hex-[Cys-(tMeBn(DTPA2-AET))-Pro-Pro-Thr-Gl
4309 | n-Phe-Cys]-OH 1458.587 | 1458597 |65 |B |B
3BP- | Hex-[Cys-(tMeBn(NOTA-AET))-Pro-Pro-Thr-Gln
4310 | -Phe-Cys]-OH 1368.592 | 1368.600 | 6.7 A A
3BP- | Hex-[Cys-(tMeBn(H-HYNIC-AET))-Pro-Pro-Thr-
4342 | Gln-Phe-Cys]-OH 1218.502 | 1218.505 | 6.9 B | A
3BP- | Hex-[Cys-(tMeBn(ZnDOTA-AET))-Pro-Pro-Thr-
4343 | Gln-Phe-Cys]-OH 1531.553 | 1531.558 | 6.4 A |A
3BP- | Hex-[Cys-(tMeBn(NOTA-Ttds-AET))-Pro-Pro-Th
4344 | r-Gln-Phe-Cys]-OH 1670.776 | 1670.777 | 6.8 A |A
3BP- | Hex-[Cys-(tMeBn(DTPA2-Ttds-AET))-Pro-Pro-T
4352 | hr-Gln-Phe-Cys]-OH 1760.771 | 1760.773 | 6.7 C |B
3BP- | Hex-[Cys-(tMeBn(DTPA2-PEG6-AET))-Pro-Pro-
4353 | Thr-GIn-Phe-Cys]-OH 1793.781 | 1793.786 | 6.8 B |B
3BP- | Hex-[Cys-(tMeBn(DTPABzl-Glutar-AET))-Pro-Pr
4366 | o-Thr-Gln-Phe-Cys]-OH 1677.676 | 1677.688 | 7.0 C | C
3BP- | Hex-[Cys(tMeBn(LuDOTA-AET))-Pro-Pro-Thr-G
4372 | In-Phe-Cys]-Asp-Gab-Arg-Ttds-Lys(AF488)-NH2 | 2943.026 | 2943.056 | 5.6 A A
Hex-[Cys(tMeBn(LuDOTA-AET))-Pro-Pro-Thr-G
3BP- | In-Phe-Cys]-Asp-Gab-Arg-Ttds-Ttds-Ttds-Lys(AF
4373 | 488)-NH2 3547394 | 3547431 | 5.7 B | A
[1500] 3BP- | Hex-[Cys-(tMeBn(H-HYNIC--Ttds--AET))-Pro-Pr
4376 | o-Thr-Gln-Phe-Cys]-OH 1520.687 | 1520.685 | 6.8 A |A
3BP- | Hex--[C(tMeBn(PCTA-AET))-Pro-Pro-Thr-Gln-P
4379 | he-Cys]-OH 1445.618 | 1445.635 | 6.5 A A
3BP- | Hex--[C(tMeBn(NOPO-AET))-Pro-Pro-Thr-GIn-P
4380 | he-Cys]-OH 1560.579 | 1560.596 | 6.3 A |A
3BP- | Hex--[C(tMeBn(HBED-AET))-Pro-Pro-Thr-Gln-P
4381 | he-Cys]-OH 1597.654 | 1597.669 | 7.4 B |B
3BP- | Hex--[C(tMeBn(DATA-AET))-Pro-Pro-Thr-GIn-P
4382 | he-Cys]-OH 1468.644 | 1468.657 |70 |B |B
3BP- | Hex-[Cys(tMeBn(HBED-PEG6-AET))-Pro-Pro-T
4383 | hr-Gln-Phe-Cys]-OH 1932.849 | 1932.888 | 74 B |B
3BP- | Hex-[Cys(tMeBn(DATA-Ttds-AET))-Pro-Pro-Thr-
4384 | Gln-Phe-Cys]-OH 1770.828 | 1770.836 | 7.1 B |B
3BP- | Hex-[Cys(tMeBn(NOPO-Ttds-AET))-Pro-Pro-Thr
4385 | -GIn-Phe-Cys]-OH 1862.763 | 1862.785 | 6.5 B |B
3BP- | DOTA-Ttds-Nle-[Cys(tMeBn(DOTA-AET))-Pro-P
4386 | ro-Thr-Gln-Phe-Cys]-OH 2173.015 | 2173.023 | 5.1 B |B
3BP- | Hex-[Cys(tMeBn(DOTA-AET))-Pro-Pro-Thr-Gln-
4391 | Phe-Cys]-Asp-Ttds-Lys(DOTA)-NH2 i R &
3BP- | DOTA-Ttds-Nle-[Cys(tMeBn(DOTA-AET))-Pro-P
4392 | ro-Thr-GIn-Phe-Cys]-Asp-Ttds-Lys(DOTA)-NH2 SEEl (SURES | & ol b
3BP- | DOTA-Ttds-Nle-[Cys(3MeBn)-Pro-Pro-Thr-Gln-P
4393 | he-Cys]-Asp-Ttds-Lys(DOTA)-NH2 WG | ALY | 5T o |

[1501]  SZhEf32 « % 1 45 2 LRI E
[1502]  {ifi fflBiacore’ T200 SPRZZF1 TS5 B ARHARIT I . 171 5 2 L ek &
) AR IC G SRS 2T, FAS I B e/ N FE 1 S ' o A FR FE R 00 F- 45

KA G RRIC AR AR DA 1y A FAPHE & A AUFAPTLIAR , PRI i
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FEFAPI SIS B s B MR Y 595 N 20 i, S FAPEC AP SIS AR A FH 25
TOSRAEAL SR R o SIS 25 5 AR LA IO 25 5 RO, AT RE S THERL 45 &5 A s i R
LN AN AIVE A0 BT, R Tad TARRS 28 MR T B 2RI, LR A 5
Y5 R e R ARRE 4, S BT SR « XA SHELE B [ E FIFAPH) 1 4
N RS AR B PR DU S R PR 2t LS A T I IR RTRL 25 o EA , iR X 4%
BEIRIAT T BRI RSRAE , 3X 2 TR (K FAP A E FOFA | 25 15 A 2 16k il 1) o 1
R re 1B Baat TR IR Sk F A T AL A SR L TR TIF AP s st 1 A )
[1503]  {fi fiBiacore™ CM5LREEEM . 4 ABIFAPHI{A (MAB3715,R&D systems) £F10mMZ,
FRERh 22 Pl (pHA . 5) W RS 22 240K )80 50pg/mL o 4 150uL 543 i E 2 22 WDORHIR H I O
Biacore™ T200{XHSHIFES AL B BB 7] #0171 (Amine Coupling Kit Reagent) 74
RS 2 BRI IO AL 2L 90uL 0. 4N 1- 5k -3~ (3- HIBR UL N BE) ik — I i
(EDC) , FN90uLI1O0. IM N-FRELBRFAMEND e (NHS) o+ 130pL5573 (1 IMZBE i -HCL (pH8. 5) £ &
RPN I BB 2  Biacore IR R E AN T KA 2K (IL) sl 728 MR
(500mL) (R EAII T DA N T R Wi 25 R BLE S i e b o il P TR o [ e R , [ e 2%
BISATO000RU. [ E7E25 C AT - A THIFAPHUIAR R E FE - , an 10Fh FTidt

[1504] 10 CM5AL &R O A EAE I HTFAPHL AR ] 5 56

(15051 [opa FERHIOIATR B i [ ik
R 50mM NaOH 300s 10uL/min
KA EDC/NHS 420s 10uL/min
Pek RN 90s 10pL/min
[Ny T CFRERGATIR PRI/ /N | 4208 10uL/min
Pek B TR M 40s 10uL/min
SR RARRCARSS SR T Th 1 | IMGET I 420s 10uL/min
RS BT MR 30s 10pL/min

[1506] 5 \TEAIPAPYEIET T2 MR AR S 2K I A 20pe /ml o 5 100uL 543 [ AFAP T ff:
VAR 2 BURDI PR BN it 42 o 38K AR R £ H RAEDMSOFR AR 6.0 . SmM{L 24
BT TR A, A0 e & IR EIEA TZE ML (HBST) FPAB0OnMARTEE , 3
ik — 25 FIIHBST -DMSOZE AL (0. 1%DMSO) i —JE44 £ MINISPRES £ 43 7 £:25°C T DASCKA
T o R THRAITAG 565 8 J15 007 5 AL = RSCRIUR 2 I , S5 K5 T4
HEE NIRRT S AR, B P ACRIP AP 2 1 2 R B KT o

(15071 SR11: P& B 177N T 5

LR HEFNAR Pz fish 5[] i
= HIBLT I B3
ek HBST-DMSO 22 60 s o
" 30 pL/min
[1508] &K FEAE 10 mM H& %, pH?2 5s
£ & 405 A FAP(HFR) 20 pg/mL thFAP, Hf ,
600 s 5 pL/min
4 pg/mL rmFAP
Wk (BR 2R 45 &1 FAP) HBST-DMSO-Z i 2700 s 30 pL/min
1. Mk &L &30 )% B no. 5 (0.19 nM) 120 s 30 uL/min
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2. Wik GRS &8h 115 FiBE no. 4 (0.78 nM) 120 s 30 uL/min
3. WAL &M &3 11 Fi B no. 3 (3.125 nM) 120 s 30 puL/min
[1509] 4. MR EIE &8 1% FiF#30 no. 2 (12.5 nM) 120 s 30 pL/min
5. WA S &8 715 FBET no. 1 (50 nM) 120 s 30 uL/min
fR B IR HBST-DMSO 22 ik 1800 s 30 uL/min
4 10 mM H%&(&, pH2 7s 30 pL/min

[1510]  WFAMIRRAL A8, HBiacore™ T20035 HlE B IR B RU) R HISPRIT
GEE R 22 AR R o MY SR R (55 ARGE) IR 5 i 2ok B 2 B R no s
5 ol A M EPIISCKIZA T (B TR HOE I, BT FE LRI 25 R
AR RSB TR IE « 2515 (k) SRR (k) ~RESH AR (K) At ,MOR FIBiacore™
Tzooﬁ{ﬁk#lﬁ’ﬂl:lLangmulré%fé.\*%ji_M H PR SPREE THEL [ aa B AL & 45 SR DA
SRS A N IDBS o« pK . (A 25 2 0 12 250 7E1DBS exce LEBAR FH LA

(15111 F T BEA LR S A e g R R AR 12, ééjalJMJ@EpK fE>
8.0, 5 BIBHADK EAET . 1AI8. 0.2 [A], 28 HICHKRpK B AE6 . 1FNT. 0.2 [H].

[1512]  F12:Biacorell @ FIL WD 541 FlpkDZ )

D 527 pKop 251

3BP-2974 |Hex--C([3MeBn)-PPTEFC]DHFRD-NH2

3BP-2975 | Ac-M-C([3MeBn)-PPTEFC]DHFRD-NH2

3BP-3105 | Hex--C([3MeBn)-PPTEFC]DHFRD-Ttds—-K(DOTA)--NH2
3BP-3168 | DOTA--Ttds--Nle--C([3MeBn)-PPTEFC]DHFRD-NH2
3BP-3202 | Ac—C([3MeBn)-PPTEFC]DHFRD-NH2

3BP-3275 |Hex--C([3MeBn)-PPTEFC]DH-Nmf-R-Ttds--K(DOTA)--NH2
3BP-3288 | Hex--C([3MeBn)-PPTEFC|D-NH2

3BP-3300 |Hex--C([3MeBn)-PPTEFC]D-Gab-R-NH2

3BP-3301 | Hex--C([3MeBn)-PPTEFC]D-Pamb-R-NH2

3BP-3319 | DOTA--Ttds--Nle--C([3MeBn)-PPTEFC]-NH2

[1513] 3BP-3320 | DOTA--Ttds--Nle--C([3MeBn)-PPTEFC]D-NH2
3BP-3321 | DOTA--Ttds--Nle--C([3MeBn)-PPTEFC|D-Pamb-R-NH2
3BP-3324 |Hex--C([3MeBn)-PPTEFC]D-Mamb-R-NH2

3BP-3349 |Hex--C([3MeBn)-PPTQFC]-NH2

3BP-3395 | Hex--C([3MeBn)-PPTQFC]D-Ttds—-K(DOTA)--NH2
3BP-3306 | Hex—C([3MeBn)-PPTEFC]D-Ttds-—-K(DOTA)--NH2
3BP-3397 | Hex--C([3MeBn)-PPTQFC]-Bhk(DOTA)-OH

3BP-3398 | DOTA--Ttds--Nle--C([3MeBn)-PPTQFC]-Bal--OH
3BP-3401 | DOTA--Ttds--Nle--C([3MeBn)-PPTQFC]D-NH2
3BP-3403 | Hex--C([3MeBn)-PPTQFC]D-Ape--NH--DOTA
3BP-3407 |Hex--[C(tMeBn(DOTA--PP))-PPTQFC]D-NH2
3BP-3426 | Hex--C([tMeBn(DOTA--AET))-PPTQFC]D-NH2

>

b B B e ) B e Bl et I (e e o~ B B T B B e e
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[1514]

3BP-3476

Hex~-C([3MeBn)-PPTQFC]D-NH2

3BP-3489

Hex--C([3MeBn)-PPTQFC]-Bhk(DOTA--Ttds)--OH

3BP-3514

1% 3--S02--C([3MeBn)-PPTQFC]D-NH2

3BP-3554

Hex--[C(tMeBn(DOTA--AET))-PPTQFC]-OH

3BP-3555

Hex--C([tMeBn(DOTA--PP))-PPTQFC]-OH

3BP-3590

Hex--C([tMeBn(InDOTA--PP))-PPTQFC]D-NH2

3BP-3591

Hex--C([tMeBn(LuDOTA--PP))-PPTQFC]D-NH2

3BP-3592

Hex--C([tMeBn(GaDOTA--PP))-PPTQFC]D-NH2

3BP-3623

Hex--C([tMeBn(InDOTA--AET))-PPTQFC]-OH

3BP-3624

Hex—-C([tMeBn(LuDOTA—AET))-PPTQFC]-OH

3BP-3650

Hex--C([tMeBn(DOTA--AET))-PPTQ-INi-C]-OH

3BP-3651

Hex--C([tMeBn(DOTA--AET))-PPTQFC]-Bal--OH

3BP-3652

Hex--C([tMeBn(DOTA--AET))-PPTQFC]-NH2

3BP-3653

Hex--C([tMeBn(DOTA--AET))-PPTEFC]-NH2

3BP-3654

Hex--C([tMeBn(DOTA--AET))-PPTQF-AET]

3BP-3656

Hex~-C([tMeBn(DOTA--AET))-PPTQFC]G-OH

3BP-3657

Hex--C([tMeBn(DOTA--AET))-PPTQFC]-Gab--OH

3BP-3658

Hex--C([tMeBn(DOTA--AET))-PPTQFC]S-OH

3BP-3659

Hex--C([tMeBn(DOTA--AET))-PPTQFC]-Nmg--OH

3BP-3660

Hex--C([tMeBn(DOTA--AET))-PPTQFC]-Bhi--OH

3BP-3665

Hex--C([tMeBn(DOTA--AET))-PPTQFC]D-OH

3BP-3678

Hex--[C(tMeBn(DOTA--AET))--Nmg-PTQFC]-OH

3BP-3679

Hex--[C(tMeBn(DOTA--AET))-P-Hyp-TQFC]-OH

3BP-3680

Hex~-[C(tMeBn(DOTA--AET))-PPTQ-Otf-C]-OH

3BP-3681

Hex--[C(tMeBn(DOTA--AET))-PPTQFC]d-NH2

3BP-3690

J¥ 3:--SO2--C([tMeBn(DOTA--AET))-PPTQFC]-OH

3BP-3692

& #£--S02--C([tMeBn(DOTA--PP))-PPTQFC]D-NH2

3BP-3712

Hex--[C(tMeBn(InDOTA--AET))-PPTQFC]-NH2

3BP-3713

Hex~-[C(tMeBn(InDOTA—-AET))-PPTQF-AET]

3BP-3714

Hex--[C(tMeBn(InDOTA--AET))-PPTQFC]G-OH

3BP-3715

Hex--[C(tMeBn(InDOTA--AET))-PPTQFC]-Nmg--OH

3BP-3716

Hex--[C(tMeBn(InDOTA--AET))--Nmg-PTQFC]-OH

3BP-3717

1% #--S02--[C(tMeBn(InDOTA--PP))-PPTQFC]D-NH2

3BP-3736

Hex--[C(tMeBn(DOTA--AET))-PPTQFC]-Bal--NH2

3BP-3737

Hex--[C(tMeBn(DOTA--AET))-PPTQFC]-Nmg--NH2

3BP-3907

iHex--[C(tMeBn(DOTA--AET))-PPTQFC]-OH

3BP-3910

Pent--[C(tMeBn(DOTA--AET))-PPTQFC]-OH

3BP-3918

EtOPr--[C(tMeBn(DOTA--AET))-PPTQFC]-OH

B e g e B I - B B =g =g e =l - e e (= e e (e B I B - B B =g g o= B -t e o= (= e e (R -
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3BP-3940 | nBu--CAyl--[C(tMeBn(DOTA--AET))-PPTQFC]-OH
3BP-3949 | Hex--[C(tMeBn(GaDOTA--AET))-PPTQFC]-OH
3BP-4063 | Hex-[C(tMeBn(N4Ac--AET))-PPTQFC]-OH

3BP-4064 | Hex--[C(tMeBn(Cy5803--020¢--AET))-PPTQFC]-OH
3BP-4088 | Hex—[C(tMeBn(N4Ac--020¢--AET))-PPTQFC]-OH
3BP-4147 | Hex~[C(tMeBn(ReON4Ac--020¢--AET))-PPTQFC]-OH
3BP-4148 | Hex--[C(tMeBn(ReON4Ac--AET))-PPTQFC]-OH
3BP-4161 | N4Ac--Ttds--Nle—-[C(3MeBn)-PPTEFC]-OH

3BP-4162 | Hex--[C(tMeBn(NODAGA--AET))-PPTQFC]-OH
3BP-4168 | Hex--[C(tMeBn(N4Ac--PP))-PPTQFC]-OH

3BP-4182 | Hex--[C(tMeBn(ATTO488--AET))-PPTQFC]-OH
3BP-4184 | Hex--[C(tMeBn(GaNODAGA--AET))-PPTQFC]-OH
3BP-4219 | N4Ac--Ttds—-Nle--[C(3MeBn)-PPTQFC]-OH

3BP-4221 | N4Ac--PEG6--Nle--[C(3MeBn)-PPTEFC]-OH

3BP-4222 | N4Ac-E-Ttds--Nle--[C(3MeBn)-PPTEFC]-OH

3BP-4232 | Hex--[C(tMeBn(AF488--Ttds--Ttds--Ttds--Ttds--AET))-PPTQFC]-OH
3BP-4246 | N4Ac--E(AGLU)-Ttds--Nle--[C(3MeBn)-PPTQFC]-OH
3BP-4249 | N4Ac--E(AGLU)--Ttds--Nle--[C(3MeBn)-PPTEFC]-OH
3BP-4250 | Hex--[C(tMeBn(DOTA--AET))-PPTEFC]-OH

3BP-4251 | Hex--[C(tMeBn(NODAGA--020¢--AET))-PPTQFC]-OH

[1515]

e e B B I o | = = e e B v g e = e e - B e = R

[1516]  SZjaf533 : PREPAIDPPALE [ IE M2

[1517] g T MRKFAPLE & BN PREPAIDPPARN 2 (U B, 5 1 R PAPTE M e 2 bR T
B ABEEVENE , BALL TSN

[1518]  FJH4] APREP (R&D systems,#4308-SE) Il PREPIEME o i F150uM Z-GP-AMC
(Bachem, #4002518) 124 JiC4 - DPP4E 1 5 7EDPPINE £% i (25mM Tris,pH 8.0) ik
17 . H4H ADPP4IJHR&D systems (#9168-SE) .20uM GP-AMC (Santa Cruz Biotechnology,#
115035-46-6) /Y.

[1519]  #E37°CAESPECTRAmax M5 V- A isei i LA B 1A 2 i 247 e AMC I 2 't (FE
380nmik & FIAE460nm Ak 51) «RFU/secilfii SoftMax Pro®fk 115, FH41 o ik B R IE o 5
ActivityBase KA TS 02 4 (4PL) FHERAL G MIpICH0 T3 FR13FEGH TARIEA L
B — 250 S X AN AE [ 45

[1520] K13 :PREPAIDPP4IE 1L EE’] £ (pIC501H)
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ID pIC50 (PREP) | pIC50 (DPP4)
3BP-2881 <6 <6
3BP-3105 <6 <6
3BP-3168 <6 <6

[1521] 3BP-3275 <6 <6
3BP-3287 <6 <6
3BP-3319 6.2 <6
3BP-3320 <6 <6
3BP-3321 <6 <6
3BP-3349 <6 <6
3BP-3397 <6 =
3BP-3398 <6 <6
3BP-3407 <6 =6

[1522] 3BP-3419 <6 <6
3BP-3426 <6 -
3BP-3476 <6 -
3BP-3554 <6 <6

[1523]  SCJEAA34  Hop e 1k i e

[1524]  EATHE e ER e, LASC IS e AR R W S m St 2 D A B A P o 5 T i Bowe s
%% N (Bowes,et al.,Nat Rev Drug Discov,2012,11:909) #EZF1E) 54410 & SR 5 L2k
EIIEAE) BN S ALY Ref LA HOFREEMIE 44 (“SafetyScreendd 'Panel”)
MRS 1« 2B A G E R &5 1 I P R R DRI FU R P aX B8 2 250 5 W s T30 )
PE SR, TS & I A A A 13X 0 v AN 2 SR B A0 4 o X 20 5 5 AT A1 1) 0
“EFEurofins Cerep SA(Celle 1’ Evescault,France) JF{T-

[1525]  3BP-3407H13BP-3554 4 LOWMPEA TR o (b S as &1 H 5 R e TR N REAR I TR
PEPRIC AR SS S A 0 bh % (O BN “R b gs S il B o be %7 (3BP-3407) ok
(3BP-3554) ) o (.S VB E FH 1S AT BB R I 1 43 L % o

[1526] 15 755150 % AT EloRI B E IO 25 R s D RGN S B 2 80O) A T
F14rh A1 R AT AT 5 00 52 A b P43 W2 B X PR o XU E [ 45 R L 451 T 314
s

(15271 314510 10uM 3BP-3407H110uM 3BP-36541K Il 045 i (SafetyScreend4 "Panel)
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e S S A
% Refft& Cerep 25
3| 58 p Ki Z#[M 5 Z5 3k
3BP-3 | (3BP-3 o
407 554
A2A (h) . . (Luthin, et al, Mol
(7O R ) = ik Al Aol 5 Pharmacol, 1995, 47: 307)
o LA (h) . (Schwinn, er al., J Biol
RO 2 -12 WB 4101 2.40E-10 2338 Chem, 1990, 265: 8183)
o 2A (h) s (Langin, et al, Eur J|
[1528] e B 2 H¥% | 240E-09 B3| Pharmacol, 1989, 167: 95)
B 1(h) e (Levin, et al., J Biol Chem,
R 4 -13 o] £ 45 4R 3.40E-07 18 2002, 277: 30429)
(Joseph, et al, Naunyn
B2 (h) ICI .
R 4 8 1.60E-10 20 Schmiedeb Arch
(PR PERE ) el ijﬂ::a;ofrfgﬂf-i 369: SSCS}
BZD (1) . (Speth, et al, Life Sci,
- 5 P 8.10E-09 28
CHE R )| AT - 1979, 24: 351)
CBI (h) (Rinaldi-Carmona, et al., J
o 5 - P 55940 2.10E-09 36 Ph ! Exp Ther, 1996,
RO PR £6) 7€ e
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CB2 (h) WIN (Munro, et al, Nature,
AR )| 2 S| ssaip2 | VOOEDY 371003 365: 61y
ek e ) 24 16 CCK-8s | 4.90E-11 39 vahlgnm [Eet 1";!:‘}{’1999‘)r
BN ) e S 28;’”;';";)" TR Seiske
D1 (h) SCH ) (Zhou, et al., Nature, 1990,
(FEFLFUBO PR ) ¢ & 23390 O0E-10 L 347:76)
(Grandy, et al., Proc Natl
D2S (h) 7-OH-DP )
. 15 4 1.30E-09 1322 | Acad Sci A, 1989, 86:
CHE AR R ) J AT i, ekl
(Buchan, et al, Br J
ETA (h) » _ :
R PR 18 6 WE -1 | 1.50E-11 54 f;g;;ﬂacol, 1994, 112:
NMDA 9 { CGS LADEDT 66 (Sills, et al, FEur J
(FE BRI A9 19755 T Pharmacol, 1991, 192: 19)
HI (h) (Smit, et al, Br J
, 1 4 n 4 1.10E-09 870 | Ph I, 1996, 117
(BT £6) R 0| Pamaco
H2 (h) — (Leurs, et al, Br J
(AP PR RC ) s o RkFT | 430E-07 B 1994, 112: 847)
MAO-A i - e . 443 (Cesura, et al, Mol
GEPFS )| - W= e Pharmacol, 1990, 37: 358)
Ml (h) o X (Dorje, et al., J Pharmacol
7 F -
[1529] (FEPUATOH PR ) § . WEWT | 2.90E-08 Rl Exp Ther, 1991, 256: 727)
M2 (h) I (Dorje, et al., J Pharmacol|
(CiEamalliCinEdiies) = § RS | 4.808-08 = Exp Ther, 1991, 256: 727)
M3 (h) ] (Peralta, et al, Embo J.
B P ) 10 ] 4-DAMP | 8.00E-10 95 1987, 6. 3923)
N HHZTE 1 00 4p 2 (h) (Gopalakrishnan, et al., J|
s | -8 2 JE 1.20E-09 3029 | Pharmacol Exp Ther, 1996,
CRE AU EREAR) “ oy
8 (DOP) (h) (Simonin, et al., Mol
(8 70 TS P i A o ! POFE 121E-1 U4\ prarmacol, 1994, 46: 1015)
(Simonin, et al., Proc Natl
« (h) (KOP) . ,
. 7 10 U50488 | 4.50E-10 4461 | Acad Sci U S A, 1995, 92:
CHEFUBHHERE £6) i
1 (MOP) (h) (Wang, ef al., FEBS Lett,
U PR 2 -10 | DAMGO | 3.70E-10 118 1994, 338: 217)
5-HT1A (h) 8-OH-DP N (Mulheron, et al., J Biol
s < AT 220E-10 1 131 o 1994, 269: 12954)
5-HT1B(h) sy (Maier, et al., J Pharmacol
GEBACH R )| ! 8 | WIER | G660E-08 | 4376 | b mher 2009, 330: 342)
5-HT2A (h) 5 4 DO 3 10E-10 471 (Bryant, et al, Life Sci,
(HEh R R )| ( S 1996, 59: 1259)
5-HT2B (h) ) 3 DOL 420E-00 1333 (Choi, et al., FEBS Lett,
(BB A PERC 40) @) o 1994, 352: 393)
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GE5 By 2 4 - 6.50E-09 411 g;l:ope' .e; T;:M BrH;
(AT P ) 72222 il ; 2;‘;’)”““” y '
GR (h) (Clark, et al, Invest
5 'h_b‘ A . - 3 L L s
AR LR 1K) 2 0 HhIEKFL | 1.90E-09 469 ?;h;ggfmm Vis Sci, 1996
: 805)
SR ] 5 52 i 2.00E-09 933 A(E'Z?a' inol 'etl979 ;";’;T
(RN AR R ) . ' won
Via (h) [d(CH2)5 (Tahara, et al, Br J
. . 16 1 1, Tyr(Me) 1.10E-09 159 Pharmacol, 1998, 125:
(BEh 7RO PR RC ) 2.AVP 1463)
Ca2+ iBIE(L, =5 (Gould, et al., Proc Nail
NEE i 7 25) 42 54 JEREMHF | 1.40E-10 161 Acad Sci U S 4, 1982, 79:
(FE BRI 1) oy
i JE hERG (N)- (Huang, et al., Assay Drug
BH]ZAEF ¢ 2 6 FelEABE | 4.40E-08 4094 | Dev Technol, 2010, 8: 727)
(Dofetilide)
a- 1 HR 5% (Sorensen, et al, Mol
KV i Iy Pharmacol, 1989, 36: 689)
-5 4 N 9.70E-11 166
(FEPUASOH PR ) (dendroto
xin)
Na+if i ({7 15, 2) . (Brown, J Neurosci, 1986,
_ -7 14 ? : 1.20E-05 169
[1530] (FEBUATHCH PR ) o 6: 2064)
=W LRERHIZ (Pacholczyk, et al., Nature,
HEA(h) -8 -5 WEEH | 2.30E-09 355 1991, 350: 350)
(FEBUATBCHHE BT )
£ g E E((h) ‘ ) (Pristupa, et al., Mol
(RS0 B P I ) 12 7 BTCP 6.80E-09 52 Pharmacol, 1994, 45: 125)
5-HT ¥z & F(h) (Tatsumi, et al., Eur J
)| || PWKER | LAOE-09 | 439 | ppacol 1999, 368: 277)
(Vanachayangkul, et al,
COX1(h) 10 8 AHESFEE | 1.30E-08 4173 | Enzyme Res, 2012, 2012
416062)
(Vanachayangkul, er al,
COX2(h) -14 22 NS398 5.40E-08 4186 | Enzyme Res, 2012, 2012:
416062)
(Maurice, et al., Nat Rev
PDE3A (h) 3 -37 Kk 1.00E-06 4072 | Drug Discov, 2014, 13:
290)
R (Maurice, et al., Nat Rev
PDE4D2 (h) -5 -4 o 2.30E-07 4077 Drug Discov, 2014, 13:
20-1724
290)
e B (Park, et al., Anal Biochem,
Lk #it(h) 10 -4 = 2.30E-08 2906 1999, 269: 94)
. i s bt (Ellman, et al, Biochem
LB AR (h) -6 1 n%4hif | 7.00E-07 363 | pharmacol, 1961, 7: %)
[15311  HbAN,BPS BiosciencesdbfT | £8 FAMRE FMERide , Adb— 2 e AR & WAL S 411

e (Turk ,Nat Rev Drug Discov,2006,5:785;0verall,et al.,Nat Rev Cancer,
2006,6:227;Anderson,et al.,Handb Exp Pharmacol,2009,189:85) .
3BP-3407F13BP-3554 A 1puMAN 1 0pM— 2 A 43 A TR« EANFAEAL SIS 00

[1532]
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TR 5 R (Ft) E X100 % IV AE AR T OL T, T N Rt 1y
BRI (Fb) & SO0 % oV AL RERME WAL NI PE T 53 U AR LA N S 5 %
ittt = (F-Fb) / (Ft-Fb) , F =L EWFAE T HIZIEORIE ARG LT 2 T Sm sl 7 23
EE : % 01l =100 % - % 78 Pk o {75 150 % A £ O &5 R DO ARER 1T I (b S0 .

PR X ME L RAE FRI5HZEH

[1533] 515 %10 LuMATI10pM 3BP-3407PL S 1uMAIL0uM 3BP- 355414 4r S 25 I B e 5

R
K | 4y bh(%)
3BP-3407 3BP-3554 5%
IuM | 10uM | [uM | 10uM
EIER C 5 8 -11 1 QwME%M¥}
Bo> Wb -8 -5 1 1 (150nM V?:iubcccstat)
- R A3 I ) 3 <1 (100nM ﬂéﬂi&if@?ﬂéﬁ 3/7
7 Iy

Pk R A -6 l -1 & -3 (mM¥%x§%8mmmn
F IR L7 -3 -3 -1 T M ﬂéﬂﬂﬁj_:;g& 3/7 ) 1)
R A -8 0 0 0 3 [(100nM -‘F"-Hﬁﬁs;:‘i‘ﬁ 8 M5 D)
PR A& B9 5 8 -1 2 A
4141 [l B 26 36 : 2 (10011{3/:r E-64)

[1534] B AR F 3 2 | 2B | (mmwﬁé%mﬂmm
HHE AR L 3 6 0 6 a mv? 71:‘-64)
HAEARES 3 18 -10 -23 {IODn]?/} E-64)
HALVEAEE V 1 -18 -1 -1 (IODnlff:[;E-ﬁél}

A20 2 -4 1 0 (mMngJb-ﬁ)
Ataxin3 1 10 2 -1 (muM? Lb-m)
12 &1L OTUD6B 2 15 0 0 (1pM913b-E§)
2RI R u K ARG L1 2 4 -4 4 (loonkizub-@)
12 BRI R UK g L3 -1 14 0 0 [1011Mg %b-ﬁ)
ZRIR AN K G 2 3 7 0 . (mMgIEb-ﬂ)
2RI EEA K FRE 5 3 46 -1 2 (lpMSSb-Eé'i)
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N 95
7 m BRI A K R 7 5 5 1 1 M UbTE)
. _— _ 73
7 R A A K ARG 8 3 6 2] 1 (M Ub )
I . 82
12 BRI AR S K 10 2 5 1 -1 (1uM Ub-E)
NI A ok 71 96
IZ R EEAR UK R 14 -1 5 [ 2 (1002M Ub5)
AREE s D 4 + (100 nM Spinorphin)
83
LR 4 o <t ¥ (200uM KR62436)
96
OFiEe L s ! 1l (200uM KR62436)
99
DFFS & g 5 < (200uM KR62436)
100
i 2 2 i = (100nM SP-13786)
K B R 48 9 7 A DR 2R 94
Ay 122 5 1 -68 -39 372 .
}E;(Ej&; H?ENL;;()(S':.QE;]- ; Sf; (100nM Denoprevir)
[1535] R TR SR 05 B ) 100
1b H‘Jf’_‘i iﬁ% %S}HE NS3 L . . ¥ (100nM Denoprevir)
Sk E R BAT 9% 95 5 ik (K] Y 99
Ib(RAEA D168V R 1 -6 X -17 g
BT 1 NS3 (a.0. 3-181) (100nM Denoprevir)
K PR AL A 9 2k PR Y 90
1b(ZEA5 A R15SK) P22 % 2 5 -1 0 .
B (98 NS3 (a.0. 3-181) (100nM Denoprevir)
K H R R 4 5 B A [R Y 99
1b(ZEAE A R155Q) L2 % 0 2 0 -5 .
BT 4 NS3 (2.0, 3-181) (1uM Denoprevir)
K B L 9% 95 7 Ak R 7Y 98
2a [ %ﬁ%%gﬁ?ﬁ NS3 L 4 -18 0 (100nM Denoprevir)
87
A EEAE 1 -1 3 1 & (M NNGH)
_ . 95
HE 0 4 W R E I 2 3 3 -1 2 (100mM NNGH)
AR E A 9 (R 3 5 3 5 92
Q279R) (100nM NNGH)
- 9y
alag k] L o G0aM BRI &)

[1536] S35 AT PR S In- A Lu-hrid

(18371 Dy 7 HIPEZWr 6T By T2 B TR T], 75 2 FTBUR R R A 2= p il e &9 fsid
P P 208 S A R A IR VER RIS S R U A R FNA R XA S
IAACK IS e P VERRIC , PTUA R B A R Fial b T

[1538]  ¥$30Z100MBafy' "' InCl, (££0.02M HC1H1) 54:30MBaff) 1nmo b A4 (FE0. IM
HEPESH1200uMfi #5757, ol 7) FIZI R (IMCIRBNZE IMlipH . 5E T A 25mg/ml FR AR ZA IR Y
IMC TR/ B MPRZMRpH 5) T fr , i A MR N0 1520 2Me KA AP A 80°C
FF2220-3000 9 1 HE, 43 BILAO . 2mMATI0 . 1% 24 B I NDTPARATWEEN - 20,

[1539]  ££0.2%2.06Bqff)' "LuCl, (££0.04M HC1Hh) 54545MBa () Inmo Lk A4 (7E0. 1M
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HEPESFH200pMfifs 25 747K, pH 7) ANEZ IR (245 25mg/m] FRHi S BR IT) IMC R/ i FR 4%
W, pH 5) TR, e MR N 200 . AM R S P IR E 90 CRELE200) B B H1 5 , 43 B
PLO. 2mMA0 . 1% P2k I NDTPARITWEEN - 20,

(15401  hy T 3P4l TLubRiC AL AR i A A E PRI EC R T R R v AR S
[ TR HOREAARRRI 5 A Gt e 751 (AN iR iR I 2 IOBC 2% phisF ke
S IR A N PRI R U 2 2l

[1541]1 il 2 (3l (TLC) FIHPLC HrbRic U o b F-TLC/ A, B 1 2 2p LR R I b i
TN 251 TLC-SG{a 4% (Agilent, 7.6 X 2. 3mm) FEAEATETR - A A AR (Sigma) H
SRR TLCAR DD 38, (8 Fy v e S AE D S S 2 o ARV AT TR DU U AR
T B RO A% 2R AT T A AL P TR0 P AR U M A e A & W o X FHPLC, fifi
Poroshell SB-C18 2.7um (Agilent) 3 A 5pl M REIBRICI IR o DEMIRA : MeCN, Je /B :
H,0,0.1%TFA, BEEE 157 BN B % BZT70%B, 1At 0. 5ml/min; A :Nal (Raytest) ,
DAD 230nm. HSLARFR VISR 2B A% 2%, AP RICAE S TR RS S M DR B
(R R SRBUH EFRC & -

[1542] & R G5 RN PR ZB N =90% , b F 4 =76 % ' Inbric b &1
SRV A Al R TR L6 i A A R T LubR e A A A R s 6
RARFF=90 % MU L2240 (R17) o Firdefb S U (ks L 2 40k, Hrp R 1
R TAEA B ST B A T Lu - 3BP- 340746545 100mg /mLAFEA I B M 15me /mL 1)L - F R S
P AR 2 i PR S € P PRI R T AR A RS 6 R AT T Lu- 3BP- 340745
100mg/mLETEA M1 A15mg /mLITIL - AR 2 R RO e il W 2 o 0 e 14, I3 T e
B S B A T Lu- 3BP - 35544 7545 100mg /mLETEA IR M15mg /mLIFIL - I S BRI )40
2% R BT R I AR T AE A R 6 KT  Lu- 3BP- 355445 245 100mg /mLA
IR0 R A5mg /mL KL - R 2R I BC il 2% s R U 2 i

[1543] 3516 W HPLC Y In-FRICHIL S MU L 7 4l

HPLC {5 & B 7] [min] H RS HPLC T | ARG HEL 4 /MRy
f1og HPLC TH %
Mn-3BP-3105 8.9 92.9 86.0
Mn-3BP-3168 7.9 04.2 92.3
Mn-3BP-3275 8.6 91.5 91.2
Mn-3BP-3320 74 97.7 96.5
Mn-3BP-3321 73 97.6 96.7
M;-3BP-3397 8.3 76.3 77.6
MH-3BP-3398 73 88.6 89.2
[1544] M[n-3BP-3407 73 97.6 95.4
n-3BP-3554 75 95.6 96.2
MH-3BP-3652 7% ] 88.8
Mn-3BP-3654 78 88.2 86.4
MH-3BP-3656 78 87.8 ]
MH-3BP-3659 73 94.5 95.6
Mn-3BP-3678 7.4 89.9 89.2
MH-3BP-3692 78 93.0 93.3
Mn-3BP-3767 74 04.6 92.9

[1545] K17 7E A A IS S0 RFIEE6.K , Mt HPLC oA Lubric i & 7E & 47 100mg/
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mLETHA I AR F5me/mL. - L- PR 2R A B U b O U A 7 2

[1546] HPLC{R BRI 1] [min] | 850K MHPLCIIA % | 456 R HPLCIIAH %
"Lu-3BP-3407 |7.5 95.7 94.0
"Lu-3BP-3554 |7.6 97.2 95.6

(15471 SIZhE(I36 : R ANLEY AT

[1548]  TACPERRIC IO ST DLl sG55 @ SPECTANPETAG I o b A/ , 1 1 1X 284,

ARGRAFI R AT LA o B T 3 T O s e A & I S0 shdn b il 5 1 2%
s BT B TR PSR A o AL, AT DA E A3 B S S PR R e A S ) Ao A (3%
A BB D) o XA SR A R IR S s i T IR 2 W s A5 A
T AR Lo A

(15491 JirA3 Sh¥ S5 15 5 TElE S PR 977k K AHEMESCID beige (642814, Charles
River,Sulzfeld,Germany) £F—{l & 2352 Rh5 X 10°/NHEK - FAPANE Gk 3L 8 TR AR5k
B KSERAPHY ARG B 29320 ) o 24 fifed s 210> 150mm” ) /N, /N 252 1 R ke ik
P eI Z030MBa ) Tn-FRICHIASL BA{L A4 (FHPBSHEREZ 100uL) - fENanoSPECT/CT A%
(Mediso Medical Imaging Systems,Budapest,Hunger) F3R15EIG, 16 VLT UK REE
FHEESEL (R18)

[1550]  £518:NanoSPECT/CT {4 KL MR HE5 5k
KHZH SPECT
R NanoSPECT/CT ™
4= 5, 3-IR5(bed holder) (/)N Bl J& 4k (mouse
I hotel))
i ] /45 5 60s
LR, $HER FLAE#2, 1,5 mm
HASH
i HiSPECT (Scivis), %fCHE 7
RRL 35%
(15511 [ B
NN 0.15mmx 0.15 mm x 0.15 mm
FESH CT
R4 NanoSPECT/CT ™
ESE PN 25, 3-IRZBECNRIEL)
FAHE AL 1] 7 Sré
EHE 45 kVp
g S [R] 500 ms
B 240
[1552] Rt A7 D ICOM A4 Vi voQuant " (Invicro, Boston, USA) #4745

T o 5 R B R AT I AR I B 53 (% 1D/ ) T Ao AT, A0 S e 247 N
B8/ INI T 1 SUHEI AL SE s , SR ) s IR AN R 2 B ANZH S U AR, il y - THEAE
BUR T BN TR PR B 85 R o se HAUE R 0 EE (% 1D/g) -
[1583]  Pirib e SR UGN AR 0 A e S R AE RIS - 14 R HE
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[1554]  SCHEH37 : Dbt 57 -HEK-FAP

(15551 MU PERRIC I S 9P TR FI2 W 25 M , Jo H @ IRIE « ARSI 51 2 B A
KA AP BAA S 6T IR bUs s 1 .

[1556]  Fir {3 shn S8 T S aE shn R 400k o EE SRR B (T8 1%, Charles River
Laboratories,France) 7E—/NJf& ##ERH5 X 10°4NHEK -FAPZHG , 24 Jed 15 1 124 s (A 7
160 %= 44mm’ I 25 THETT o B/ NS AN ARIFI 4L, BE4H 10 S0/ 4 - 55 1AL, Aot AL ; 252
4, LS Lu- 3BP- 35544 ; 55341, 30MBq ' Lu-3BP- 35544 (7R ; FIER44H , 60MBg
YTLu-FAP-355441 () < fEEE0 R IHIT PA4mL/kg (100uL//INER) e ikt 5 B e ik b4 176
IY o AEEE 0K (Bt U P /R A 85— 00 I et R AR R, SR P56 — IR ELEIWT 7T
[1557] (e ANA 254 3 /N ARl o SPECT ik e i 3 1 " Lubii 9 3BP - 3554 1 /N il Ak
WIZRERF 5 A B, £ESPECT 2 Ji , dEATCTHI VAR IR 35 B o AR 7G93 3/ NI L 24718
I L 487N 1120780, 45 FHINanoSPECT/CT %24 (Mediso Medical Imaging Systems,
Budapest,Hungary) YA TR5: , s BIPERIE DL R REEFEES A (GR19) .

[1558]  3:19:NanoSPECT/CTH 411 KA H -S4k

KHEZH SPECT

R4 NanoSPECT/CT ™
e 25, 3-RBRCPRIEL)
18] /455 60 FPEk 120
LR, HilERE FLAZ#2, 1,5mm

HESH
Tk HiSPECT (Scivis), i%fCHE A
e 35%

[1559]  [H&AK 9
(LN 0.15mmx 0.15 mmx 0.15 mm
KESHCT

R4 NanoSPECT/CT ™
F4E i 25, 3-FRECNREL)
I FF S 1] 7 43%h
EHE 45 kVp
BRI [R] 500 ms
Er'e 2 240

[1560] A KIE AT FyDICOMSE I8 FiVi voQuant ™ E (Tnvicro, Boston, USA) 474>
BT o G5 SR F R R e L S IR E 0L (% 1D/g) -

[1561]  FARFIS L 59" Lu-3BP- 355440 FE /NG PP ) IsRE £ 55 14 K45 Bl ik 511338 =
670mm’ 11392 + 420mm’ [ F- 2 IR (A (MTV) (BI15A) o 7F PRANIGST 40/ N E 0 22 21 .
A G (PO 01) HIBTIE T M . S5 8uAIG T 7 4L, B 5 30k 60MBaf ' Lu- 3BP-
3554V TT 1)/ INERULE £ 14K JRg A KA (TGT) 43 BH111 % F1113% o FH' Lu- 3BP- 355474
F7 IR A /INUTIOMTVAE 55 14 KPR ZE <70mm’ . E 45420 (PR FHFFTEETR H) Wi fvee i f A
FAB I, FH305k60MBaffy' "Lu-3BP- 35547477 [1)/NEL 43 BI4T 3/ 1019/ 10/ /N ISR (<
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10mm®) , B IX AN A7 A A IO A SR o £E BN AT R A IS 81 5 7 7 AR O 1 4k B
T2 (B15B) o R 2 RSB AT A LR AR T F3-5% Ji, ShPF R S s TR A

[1562]  WiRh T LubRiCIATT 4111003 2t SPECT /CT % 7 R AE AT A 25 6 ] 65, G i
(p.1i.)3-120/Nmp) BRI 7R HE JIRE 5 e e AT B B o R 1) 13k 1 207N 1D i e £ A I
I o Fe s (A A SRR O 75 B 2 U, £ 303k 60MBa 1) "L u- 3BP355474 77 (/N FAE T E
J 3hit IR - B b 243 1 8. 6 0. 6118 0= 1. 6.0 1k 6L 2R 25 I (] o HE RS T 89 b, 76 7130
sk60MBaff)' "Lu-3BP35547A4 T I/ , #5120/ N 1k B 5 i i, IR 5 B (0 B 233 B kg 40
=T 9MI32 7.4 AE N = AR S /INR S —ZH R FISPECT /CTIE 5 = T EI16A,, I 7E A
FIRZII/INGR L — 41~ BISPECT /CTIE % 7= T &I16B.

(15631 SCJHEA38 : AGAIF 7T - IRIJREPDX AR

[1564]  H4RaE PR IR 2k FAP , 0F DU FHAS [ 1) RIS R 2 SR ) S PR AEL (PDX) iR R
P TAZ DA PEAE 3BP- 3554105 HY . Sarc4183 . Sarc4605. Sarc48091Sarc12616 PDXf7H45- ik
EURESUILIE B PTRE AR U IR AR 0 (U 2 JEE R JE (Experimental Pharmacology&
Oncology Berlin-Buch,Germany) o BB RE T 2 N AZAE RIS FIWANMRT nu/nu/Mi, (Janvier
Labs,France) [ ZAAMAEHS - B A3 2040 5286 7 & PEE sh P PR 377 AR R 47K (Sarc4183
Sarc4809) 546K (Sarc4605.Sarc12616) , {& F /K e kit 41 30MBq ' In-3BP- 35547 3/)\
SRR E2 - 3 U/ IR TG « AN ST B 36 Tl b A T 1%

(15651 "' In-3BP-3554 % 545 Fom A 5T 5 Shik e JRivRE BRI RS 52 ST EL
REEERISPECT/CTEMGAE I 1 TAFRZR HY o 43 B #EHTPDXIY 9 A (Sarc4605.Sarc12616) ok —
H (Sarc4183.Sarc4809) /N P sk EdE A Tk, W % ID/gffi 4.9+ 1.7 (Sarc4183) «
5.2+0.8(Sarc4605) \4.40.7 (Sarc4809) F116.1£0.6 (Sarc12616) , Y1 1 7B/ . iX Bo 4k
SLFHT Tn- 3BP- 35544 T A 4 R PSR B r O 5L o iR - B LB 34 7 1. 2 (Sarc4183)
3.2+0.4(Sarc4605) <4.1%0.7 (Sarc4809) A14.3+1.2(Sarc12616)

[1566]  SZJE45139 « TR 9T - NJRE Sarc4809 PDX A

(15671 ¥ A PAREPDX iEE At Sarc 4809 5T 71" Lu-3BP- 35541 B35 - X FhA > 1L AR
R R Tn-3BP- 355445 B (S ht5138) , I st o 4H AU 7 i 7Rk FAP.,

[1568]  Fir A3 2h 3556 Y75 & E sh W PR 977 « K Sar c 4809 MR AR F K T AEAE 2118 o] s
NMRT nu/nu/NR (Janvier Labs,France) [ 4= MIIEES . A G 23 KT 407RTT , ~F IR AR
M187.084 123 . 8mm” o /NERAE S5 VU ZE , FR2H 10 B« 85 L4, afAon T4 s 5524, b &
)™ Lu-FAP- 355441 ; 55341, 30MBq '""Lu-3BP-355441 ; #5441 ,60MBq '""Lu-FAP-35544 . 4F
S0 RGH T PA4mL / kg (100pL//INFR) B ikqE B 2 R kb TR - AR 0K (BRI FH AU 147
ERFIAEE—R) B e IR AR R, AR 8 =R B BT 52

(15691  FEd&/ANRHFT IO RE 1y I TR], BT s e a2 E K, B3 S5 42 o 2R 41 R Lu- 3BP-
3554747 I9/INER ORH ) R R A 25 31 K45 11k 51894 = 610mm” F111225 == 775mm’ [EIMTYV
(e R — K, B D AT50 % (/NGB AERE) o FH 377 5 305k 60MBafty " Lu- 3BP- 3554747
(17 INFRMHEE £ 85 31 K45 Bk 511635 + 46281723 + 39 1mm” (B 18A) o £E I ANIATT 41K/ N HE 35
MZEE) A o275 X (P<O. 05) FIHTMMRT G 14 - 5 3G 77 4UAHLEE , 5 Y 308k 60MBg
(13 Lu-3BP-3554747 T I/INGRUAE 55 3 LRI HRE A5 KA (TGL) 23 B k61 9% 173 % o 2E AT
G R B S B S5 IET T RSO R E R (BWL) o AT 7 S5 JUI1R] , i 2B A B 24
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(K18B) .

[1570]  SCJEf5140 : 252D 10 5%

(15711 FE/NUMIR B H A T e S5 R 2580 Tk R AL S 25 Eh ) 1 R
T E (AN TR L S I o3 A TR DA M R 5 T VAT RN T i

[1572]  £FPBSHASE B AN 7] 1 A0 51 o K5 B 1 W 2 e ok PN e P 1 /N BRUER 770 5t
4nmol/kg40nmol/kgA1400nmol/kg, Jii T B0 & M 2nmol/kg 20nmo1/kgF1200nmo1/
kg (3BP-3554) 5k 40nmol/kgA1400mo1/kg (3BP-3623) o {515 MBI /NG ik 1K 1) et At
[X-f- (allometric translation factor) Jy12.3, M A ZEIJFR T S B Fr = 40 R 1~
6.2 (Nair AB,Jacob S.Journal of Basic and Clinical Pharmacy,2016,7(2) :27-31),
e AR AFREYEE 0. 325nmol /kg 232 5nmol /kg.

[1573]1 A AN[AITA] (545 153 8. 3043 B s 1/ NI L 2/ INIF L 47)NEF L 670N L 87)N) MR ek
CRERD BRIRER T CINERD SREEIMAF .

(15741 frimad B ORI 4 S5 I o0 B I , AT 8 1 ST DUDE AR 7, 0 A1 28 A R A
(LA b T s DN 150u] BB T8 % 1110 . IMBREREEAIN22 % LIRS IR B IIE ) o 4F 21,
I B 3023 B, i B0 B DUTEYD « AR S W0 & A I B HIDOTAHS 3, [ 100p ] _F i
HINTOu1 1 % HER , AR AE60 C it — 00 B 105 BHUA SE BEEF B S IR TE o

(15751 fr5jAgilent 6470 —fPUMAFURURTIIMAgilent 1290UHPLC R % b HAAE TR 15
AR P I FE 2 B . 7EPhenomenex BioZen Peptide XB-C18 HPLCH: (50X 2mm, 1. 7um
Frf2) AR 40 CREEEGE AT (i oy 25, VR NP B AR AE /K0 . 1 % FRERANVE e Bt
TRBIM ST S (85 % B FE BRI 10081, SRS LA4 3 BN %543 9% HIBI 2 R EE , 5000
/5781 .

[1576] A IDAIE 2 ESTA i 1 25 SO Wl (MRM) B4 T, A I B 20 an = 20l ik
[1577]1 220 FUE o Al =5

et (Fﬁf&i} Wk | e | R
3BP-4343 190 V iR 767.0 683.2 24V
[1578] 5E P #%(Qualifier) 767.0 542.9 8V
3BP-3623 1oV TR 791.8 777.6 21V
SE PR 791.8 708.2 19V

[15791 T H 1 i A2 il HAgi Tent MassHunter 8 PRERE o Hr AR 5E skt « —
R AEE L/ <P DA 124 T

[1580] 5440 N 45 AN IR A TR S Z 53 M (NCA) AL S RIAAIR I (C) S
AV ) ERDA A V) EAEZT (4, ) TEERR (CL) MAMEZ 55 KIih 2~
IR (AUC, ) - 3BP- 3554 (INCAS M FE A1 21 FP S/ NI 2 1 3BP - 3654 2 B, #4221
FFU R BRI 2% FH 3BP- 3554 S B, 3BP - 36 2 3[\NCAS SUREFE 71 7% 2 3 Hh ) /N FR 1ff 2% 1 3BP -
3623 I, 724 ERN KB IE Fh3BP- 3623 £ 3 .

[1581] 221 ./NElifl 2% H13BP- 35541 NCAS FUiE A

(15821  [prsyy 4nmol /kg 40nmol/kg 400nmo1/kg
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Co 25.6nM 177nM 4970nM
V., 0.21L/kg 0.32L/kg 0.10L/kg
v 0.26L/kg 1.02L/kg 0.21L/kg
AUC, . 8.3nM h 56nM h 961nM h
/0 23min 59min 40min
CL 0.482L/kg h 0.711L/kg h 0.482L/kg h
[1583] 222 KR 3% P 3BP- 3554 K INCAZ KM :
[1584] PKZZ{ 2nmol/kg 20nmol/kg 200nmol/kg
C, 10.3nM 111nM 1480nM
V., 0.28L/kg 0.30L/kg 0.17L/kg
v 0.32L/kg 0.35L/kg 0.42L/kg
AUC, . 8.1nM h 69nM h 726nM h
0 54min 50min 63min
CL 0.248L/kg h 0.291L/kg h 0.275L/kg h
(15851 23 /]Nlif 2 H13BP - 3623 FINCAZ Ul A
[1586] PKSHL 4nmol/kg 40nmol/kg 400nmol/kg
C, 17.6nM 228nM 2134nM
V., 0.36L/kg 0.31L/kg 0.20L/kg
v, 0.44L/kg 0.53L/kg 0.64L/kg
AUC, . 7.70M h 55nM h 532nM h
t 35min 30min 3bmin
CL 0.518L/kg h 0.722L/kg h 0.752L/kg h
(15871 24 KIslifl 2 H13BP - 3623 NCAZ KUl
[1588] PKZEL 40nmol/kg 400nmo1/kg
C, 127nM 1408nM
V., 0.48L/kg 0.32L/kg
v 0.58L/kg 0.93L/kg
AUC, . 74nM h 738nM h
ty 45min Tlmin
CL 0.541L/kg h 0.542L/kg h
(15891 S5 FRERWT, 431 32 BLE AT MRS , IR MR B o e /N Bl R 2 40

SEAE2353 PRI 73 P TA], AE B AEA5 23 PIANT 143 Ph 2 [F] o Qi ik AUCHH R () 2k S5 7
TR JLP- S ARMEATOC , T B A A S SRR Fhost i 7 B e AR AR 1 o 1X 28
SARRW BN A A T O B FR G B THE R 25 S WA AR

[1590]

EEA ARSI R IIA I I

[1591]
[1592]

1. 2253k
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[0001]  FAIEk

[0002]  <110> 3BHIZ5AEFL L T]

[0003]  <120> L& R AFAEANITE (& RO A M T &

[0004] <130> D 10025 PCT

[0005] <150> EP 19 000 325.1

[0006] <151> 2019-07-09

[0007]  <150> EP 19 198 810.4

[0008] <151> 2019-09-20

[0009] <160> 3

[0010]  <170> PatentIn version 3.5

[0011] <210> 1

[0012] <211> 760

[0013]  <212> PRT

[0014] <213> Homo sapiens

[0015]  <220>

[0016] <221> MISC FEATURE

[0017]  <223> Fibroblast activation protein (FAP)

[0018]  <400> 1

[0019] Met Lys Thr Trp Val Lys Ile Val Phe Gly Val Ala Thr Ser Ala Val
[0020] 1 5 10 15
[0021] Leu Ala Leu Leu Val Met Cys Ile Val Leu Arg Pro Ser Arg Val His
[0022] 20 25 30

[0023] Asn Ser Glu Glu Asn Thr Met Arg Ala Leu Thr Leu Lys Asp Ile Leu
[0024] 35 40 45

[0025] Asn Gly Thr Phe Ser Tyr Lys Thr Phe Phe Pro Asn Trp Ile Ser Gly
[0026] 50 5h 60

[0027]  Gln Glu Tyr Leu His Gln Ser Ala Asp Asn Asn Ile Val Leu Tyr Asn
[0028] 65 70 75 80
[0029] Tle Glu Thr Gly Gln Ser Tyr Thr Ile Leu Ser Asn Arg Thr Met Lys
[0030] 85 90 95
[0031]  Ser Val Asn Ala Ser Asn Tyr Gly Leu Ser Pro Asp Arg Gln Phe Val
[0032] 100 105 110

[0033] Tyr Leu Glu Ser Asp Tyr Ser Lys Leu Trp Arg Tyr Ser Tyr Thr Ala
[0034] 115 120 125

[0035] Thr Tyr Tyr Ile Tyr Asp Leu Ser Asn Gly Glu Phe Val Arg Gly Asn
[0036] 130 135 140

[0037]  Glu Leu Pro Arg Pro Ile Gln Tyr Leu Cys Trp Ser Pro Val Gly Ser
[0038] 145 150 155 160
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[0039] Lys Leu Ala Tyr Val Tyr Gln Asn Asn Ile Tyr Leu Lys Gln Arg Pro
[0040] 165 170 175
[0041]  Gly Asp Pro Pro Phe Gln Ile Thr Phe Asn Gly Arg Glu Asn Lys Ile
[0042] 180 185 190

[0043]  Phe Asn Gly Ile Pro Asp Trp Val Tyr Glu Glu Glu Met Leu Ala Thr
[0044] 195 200 205

[0045] Lys Tyr Ala Leu Trp Trp Ser Pro Asn Gly Lys Phe Leu Ala Tyr Ala
[0046] 210 215 220

[0047]  Glu Phe Asn Asp Thr Asp Ile Pro Val Ile Ala Tyr Ser Tyr Tyr Gly
[0048] 225 230 235 240
[0049] Asp Glu Gln Tyr Pro Arg Thr Ile Asn Ile Pro Tyr Pro Lys Ala Gly
[0050] 245 250 255
[0051] Ala Lys Asn Pro Val Val Arg Ile Phe Ile Ile Asp Thr Thr Tyr Pro
[0052] 260 265 270

[0053] Ala Tyr Val Gly Pro Gln Glu Val Pro Val Pro Ala Met Ile Ala Ser
[0054] 275 280 285

[0055] Ser Asp Tyr Tyr Phe Ser Trp Leu Thr Trp Val Thr Asp Glu Arg Val
[0056] 290 295 300

[0057] Cys Leu Gln Trp Leu Lys Arg Val Gln Asn Val Ser Val Leu Ser Ile
[0058] 305 310 315 320
[0059] Cys Asp Phe Arg Glu Asp Trp Gln Thr Trp Asp Cys Pro Lys Thr Gln
[0060] 325 330 335
[0061]  Glu His Ile Glu Glu Ser Arg Thr Gly Trp Ala Gly Gly Phe Phe Val
[0062] 340 345 350

[0063] Ser Thr Pro Val Phe Ser Tyr Asp Ala Ile Ser Tyr Tyr Lys Ile Phe
[0064] 355 360 365

[0065]  Ser Asp Lys Asp Gly Tyr Lys His Ile His Tyr Ile Lys Asp Thr Val
[0066] 370 375 380

[0067]  Glu Asn Ala Ile Gln Ile Thr Ser Gly Lys Trp Glu Ala Ile Asn Ile
[0068] 385 390 395 400
[0069] Phe Arg Val Thr Gln Asp Ser Leu Phe Tyr Ser Ser Asn Glu Phe Glu
[0070] 405 410 415
[0071]  Glu Tyr Pro Gly Arg Arg Asn Ile Tyr Arg Ile Ser Ile Gly Ser Tyr
[0072] 420 425 430

[0073]  Pro Pro Ser Lys Lys Cys Val Thr Cys His Leu Arg Lys Glu Arg Cys
[0074] 435 440 445

[0075]  Gln Tyr Tyr Thr Ala Ser Phe Ser Asp Tyr Ala Lys Tyr Tyr Ala Leu
[0076] 450 455 460

[0077]  Val Cys Tyr Gly Pro Gly Ile Pro Ile Ser Thr Leu His Asp Gly Arg
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[0078] 465 470 475 480
[0079]  Thr Asp Gln Glu Ile Lys Ile Leu Glu Glu Asn Lys Glu Leu Glu Asn
[0080] 485 490 495
[0081] Ala Leu Lys Asn Ile Gln Leu Pro Lys Glu Glu Ile Lys Lys Leu Glu
[0082] 500 505 510

[0083] Val Asp Glu Ile Thr Leu Trp Tyr Lys Met Ile Leu Pro Pro Gln Phe
[0084] 515 520 525

[0085] Asp Arg Ser Lys Lys Tyr Pro Leu Leu Ile Gln Val Tyr Gly Gly Pro
[0086] 530 535 540

[0087] Cys Ser Gln Ser Val Arg Ser Val Phe Ala Val Asn Trp Ile Ser Tyr
[0088] 545 550 555 560
[0089] Leu Ala Ser Lys Glu Gly Met Val Ile Ala Leu Val Asp Gly Arg Gly
[0090] 565 570 575
[0091]  Thr Ala Phe Gln Gly Asp Lys Leu Leu Tyr Ala Val Tyr Arg Lys Leu
[0092] 580 585 590

[0093] Gly Val Tyr Glu Val Glu Asp Gln Ile Thr Ala Val Arg Lys Phe Ile
[0094] 595 600 605

[0095] Glu Met Gly Phe Ile Asp Glu Lys Arg Ile Ala Ile Trp Gly Trp Ser
[0096] 610 615 620

[0097]  Tyr Gly Gly Tyr Val Ser Ser Leu Ala Leu Ala Ser Gly Thr Gly Leu
[0098] 625 630 635 640
[0099] Phe Lys Cys Gly Ile Ala Val Ala Pro Val Ser Ser Trp Glu Tyr Tyr
[0100] 645 650 655
[0101] Ala Ser Val Tyr Thr Glu Arg Phe Met Gly Leu Pro Thr Lys Asp Asp
[0102] 660 665 670

[0103] Asn Leu Glu His Tyr Lys Asn Ser Thr Val Met Ala Arg Ala Glu Tyr
[0104] 675 680 685

[0105] Phe Arg Asn Val Asp Tyr Leu Leu Ile His Gly Thr Ala Asp Asp Asn
[0106] 690 695 700

[0107]  Val His Phe Gln Asn Ser Ala Gln Ile Ala Lys Ala Leu Val Asn Ala
[0108] 705 710 715 720
[0109] Gln Val Asp Phe Gln Ala Met Trp Tyr Ser Asp Gln Asn His Gly Leu
[0110] 725 730 735
[0111]  Ser Gly Leu Ser Thr Asn His Leu Tyr Thr His Met Thr His Phe Leu
[0112] 740 745 750

[0113] Lys Gln Cys Phe Ser Leu Ser Asp

[0114] 755 760

[0115]  <210> 2

[0116]  <211> 766
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[0117]
[0118]
[0119]
[0120]
[0121]
[0122]
[0123]
[0124]
[0125]
[0126]
[0127]
[0128]
[0129]
[0130]
[0131]
[0132]
[0133]
[0134]
[0135]
[0136]
[0137]
[0138]
[0139]
[0140]
[0141]
[0142]
[0143]
[0144]
[0145]
[0146]
[0147]
[0148]
[0149]
[0150]
[0151]
[0152]
[0153]
[0154]
[0155]

<212> PRT
<213> Homo sapiens
220>
<221> MISC FEATURE
<223> Dipeptidyl peptidase 4 (DPP4)
<400> 2

Met
1
Leu
Asp
Leu
Asp
65
Ala
Glu
Phe
Thr
Glu
145
Gly
Glu
Ile
Ser
Tyr
225

Tyr

Pro

Lys
Val
Asp
Lys
50

His
Glu
Phe
Ile
Ala
130
Glu
His
Pro
Ile
Ala
210
Ala

Ser

Lys

Thr Pro Trp Lys Val Leu Leu

Thr
Ala
35

Asn

Glu

Gly
Leu
115
Ser
Arg
Lys
Asn
Tyr
195
Tyr
Gln

Asp

Ala

Ile
20

Thr
Thr
Tyr
Gly
His
100
Leu
Tyr
Ile
Leu
Leu
180
Asn
Ser
Phe

Glu

Gly

5
Ile

Ala

Tyr

Leu

Asn

85

Ser

Glu

Asp

Pro

Ala
165

Pro

Gly

Ala

Asn

Ser

245
Ala

Thr
Asp
Arg
Tyr
70

Ser
Ile
Tyr
Ile
Asn
150
Tyr
Ser
Ile
Leu
Asp
230

Leu

Val

Val
Ser
Leu
55

Lys
Ser
Asn
Asn
Tyr
135

Asn

Val

Asn

Pro
Arg
40

Lys
Gln
Val
Asp
Tyr
120

Asp

Thr

Arg
Asp
200
Trp
Glu

Tyr

Pro

Val
25

Lys
Leu
Glu
Phe
Tyr
105
Val
Leu
Gln
Asn
Ile
185
Trp
Ser
Val

Pro

Thr

369

Gly
10

Val
Thr
Tyr
Asn
Leu
90

Ser
Lys
Asn
Trp
Asn
170
Thr
Val
Pro
Pro
Lys

250
Val

Leu

Leu

Ser
Asn
75

Glu

Ile

Gln

Tyr
Asn
Leu
235

Thr

Lys

Leu
Leu
Thr
Leu
60

Ile

Asn

Ser

Arg
140
Thr
Ile
Thr
Glu
Gly
220
Ile

Val

Phe

Gly

Asn

Leu

45

Arg

Leu

Ser

Pro

125

Gln

Trp

Tyr

Gly

Glu

205

Thr

Glu

Arg

Phe

Ala
Lys
30

Thr
Trp
Val
Thr
Asp
110
His
Leu
Ser
Val
Lys
190

Glu

Phe

Val

Val

Ala
15

Gly
Asp
Ile
Phe
Phe
95

Gly
Ser
Ile
Pro
Lys
175
Glu
Val
Leu
Ser
Pro

255
Val

Ala

Thr

Ser
Asn
80

Asp
Gln
Tyr
Thr
Val
160
Ile
Asp
Phe
Ala
Phe
240

Tyr

Asn
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[0156] 260 265 270

[0157]  Thr Asp Ser Leu Ser Ser Val Thr Asn Ala Thr Ser Ile Gln Ile Thr
[0158] 275 280 285

[0159] Ala Pro Ala Ser Met Leu Ile Gly Asp His Tyr Leu Cys Asp Val Thr
[0160] 290 295 300

[0161]  Trp Ala Thr Gln Glu Arg Ile Ser Leu Gln Trp Leu Arg Arg Ile Gln
[0162] 305 310 315 320
[0163]  Asn Tyr Ser Val Met Asp Ile Cys Asp Tyr Asp Glu Ser Ser Gly Arg
[0164] 325 330 335
[0165] Trp Asn Cys Leu Val Ala Arg Gln His Ile Glu Met Ser Thr Thr Gly
[0166] 340 345 350

[0167]  Trp Val Gly Arg Phe Arg Pro Ser Glu Pro His Phe Thr Leu Asp Gly
[0168] 355 360 365

[0169]  Asn Ser Phe Tyr Lys Ile Ile Ser Asn Glu Glu Gly Tyr Arg His Ile
[0170] 370 375 380

[0171]  Cys Tyr Phe Gln Ile Asp Lys Lys Asp Cys Thr Phe Ile Thr Lys Gly
[0172] 385 390 395 400
[0173]  Thr Trp Glu Val Ile Gly Ile Glu Ala Leu Thr Ser Asp Tyr Leu Tyr
[0174] 405 410 415
[0175]  Tyr Ile Ser Asn Glu Tyr Lys Gly Met Pro Gly Gly Arg Asn Leu Tyr
[0176] 420 425 430

[0177] Lys Ile Gln Leu Ser Asp Tyr Thr Lys Val Thr Cys Leu Ser Cys Glu
[0178] 435 440 445

[0179] Leu Asn Pro Glu Arg Cys Gln Tyr Tyr Ser Val Ser Phe Ser Lys Glu
[0180] 450 455 460

[0181] Ala Lys Tyr Tyr Gln Leu Arg Cys Ser Gly Pro Gly Leu Pro Leu Tyr
[0182] 465 470 475 480
[0183] Thr Leu His Ser Ser Val Asn Asp Lys Gly Leu Arg Val Leu Glu Asp
[0184] 485 490 495
[0185] Asn Ser Ala Leu Asp Lys Met Leu Gln Asn Val Gln Met Pro Ser Lys
[0186] 500 505 510

[0187] Lys Leu Asp Phe Ile Ile Leu Asn Glu Thr Lys Phe Trp Tyr Gln Met
[0188] 515 520 525

[0189] Tle Leu Pro Pro His Phe Asp Lys Ser Lys Lys Tyr Pro Leu Leu Leu
[0190] 530 535 540

[0191] Asp Val Tyr Ala Gly Pro Cys Ser Gln Lys Ala Asp Thr Val Phe Arg
[0192] 545 550 555 560
[0193] Leu Asn Trp Ala Thr Tyr Leu Ala Ser Thr Glu Asn Ile Ile Val Ala
[0194] 565 570 575
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[0195]  Ser Phe Asp Gly Arg Gly Ser Gly Tyr Gln Gly Asp Lys Ile Met His
[0196] 580 585 590

[0197] Ala Ile Asn Arg Arg Leu Gly Thr Phe Glu Val Glu Asp Gln Ile Glu
[0198] 595 600 605

[0199] Ala Ala Arg Gln Phe Ser Lys Met Gly Phe Val Asp Asn Lys Arg Ile
[0200] 610 615 620

[0201] Ala Ile Trp Gly Trp Ser Tyr Gly Gly Tyr Val Thr Ser Met Val Leu
[0202] 625 630 635 640
[0203] Gly Ser Gly Ser Gly Val Phe Lys Cys Gly Ile Ala Val Ala Pro Val
[0204] 645 650 655
[0205] Ser Arg Trp Glu Tyr Tyr Asp Ser Val Tyr Thr Glu Arg Tyr Met Gly
[0206] 660 665 670

[0207] Leu Pro Thr Pro Glu Asp Asn Leu Asp His Tyr Arg Asn Ser Thr Val
[0208] 675 680 685

[0209] Met Ser Arg Ala Glu Asn Phe Lys Gln Val Glu Tyr Leu Leu Ile His
[0210] 690 695 700

[0211]  Gly Thr Ala Asp Asp Asn Val His Phe Gln Gln Ser Ala Gln Ile Ser
[0212] 705 710 715 720
[0213] Lys Ala Leu Val Asp Val Gly Val Asp Phe Gln Ala Met Trp Tyr Thr
[0214] 725 730 735
[0215] Asp Glu Asp His Gly Ile Ala Ser Ser Thr Ala His Gln His Ile Tyr
[0216] 740 745 750

[0217]  Thr His Met Ser His Phe Ile Lys Gln Cys Phe Ser Leu Pro

[0218] 755 760 765

[0219]  <210> 3

[0220] <211> 710

[0221]  <212> PRT

[0222] <213> Homo sapiens

[0223] <220>

[0224]  <221> MISC FEATURE

[0225] <223> Prolyl endopeptidase (PREP)

[0226]  <400> 3

[0227] Met Leu Ser Leu Gln Tyr Pro Asp Val Tyr Arg Asp Glu Thr Ala Val
[0228] 1 5 10 15
[0229]  Gln Asp Tyr His Gly His Lys Ile Cys Asp Pro Tyr Ala Trp Leu Glu
[0230] 20 25 30

[0231] Asp Pro Asp Ser Glu Gln Thr Lys Ala Phe Val Glu Ala Gln Asn Lys
[0232] 35 40 45

[0233] Tle Thr Val Pro Phe Leu Glu Gln Cys Pro Ile Arg Gly Leu Tyr Lys
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[0234] 50 55 60

[0235]  Glu Arg Met Thr Glu Leu Tyr Asp Tyr Pro Lys Tyr Ser Cys His Phe
[0236] 65 70 75 80
[0237] Lys Lys Gly Lys Arg Tyr Phe Tyr Phe Tyr Asn Thr Gly Leu Gln Asn
[0238] 85 90 95
[0239]  Gln Arg Val Leu Tyr Val Gln Asp Ser Leu Glu Gly Glu Ala Arg Val
[0240] 100 105 110

[0241]  Phe Leu Asp Pro Asn Ile Leu Ser Asp Asp Gly Thr Val Ala Leu Arg
[0242] 115 120 125

[0243] Gly Tyr Ala Phe Ser Glu Asp Gly Glu Tyr Phe Ala Tyr Gly Leu Ser
[0244] 130 135 140

[0245] Ala Ser Gly Ser Asp Trp Val Thr Ile Lys Phe Met Lys Val Asp Gly
[0246] 145 150 155 160
[0247] Ala Lys Glu Leu Pro Asp Val Leu Glu Arg Val Lys Phe Ser Cys Met
[0248] 165 170 175
[0249] Ala Trp Thr His Asp Gly Lys Gly Met Phe Tyr Asn Ser Tyr Pro Gln
[0250] 180 185 190

[0251]  Gln Asp Gly Lys Ser Asp Gly Thr Glu Thr Ser Thr Asn Leu His Gln
[0252] 195 200 205

[0253] Lys Leu Tyr Tyr His Val Leu Gly Thr Asp Gln Ser Glu Asp Ile Leu
[0254] 210 215 220

[0255] Cys Ala Glu Phe Pro Asp Glu Pro Lys Trp Met Gly Gly Ala Glu Leu
[0256] 225 230 235 240
[0257] Ser Asp Asp Gly Arg Tyr Val Leu Leu Ser Ile Arg Glu Gly Cys Asp
[0258] 245 250 255
[0259]  Pro Val Asn Arg Leu Trp Tyr Cys Asp Leu Gln Gln Glu Ser Ser Gly
[0260] 260 265 270

[0261] Tle Ala Gly Ile Leu Lys Trp Val Lys Leu Ile Asp Asn Phe Glu Gly
[0262] 275 280 285

[0263]  Glu Tyr Asp Tyr Val Thr Asn Glu Gly Thr Val Phe Thr Phe Lys Thr
[0264] 290 295 300

[0265] Asn Arg Gln Ser Pro Asn Tyr Arg Val Ile Asn Ile Asp Phe Arg Asp
[0266] 305 310 315 320
[0267]  Pro Glu Glu Ser Lys Trp Lys Val Leu Val Pro Glu His Glu Lys Asp
[0268] 325 330 335
[0269] Val Leu Glu Trp Ile Ala Cys Val Arg Ser Asn Phe Leu Val Leu Cys
[0270] 340 345 350

[0271]  Tyr Leu His Asp Val Lys Asn Ile Leu Gln Leu His Asp Leu Thr Thr
[0272] 355 360 365
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[0273] Gly Ala Leu Leu Lys Thr Phe Pro Leu Asp Val Gly Ser Ile Val Gly
[0274] 370 375 380

[0275] Tyr Ser Gly Gln Lys Lys Asp Thr Glu Ile Phe Tyr Gln Phe Thr Ser
[0276] 385 390 395 400
[0277]  Phe Leu Ser Pro Gly Ile Ile Tyr His Cys Asp Leu Thr Lys Glu Glu
[0278] 405 410 415
[0279] Leu Glu Pro Arg Val Phe Arg Glu Val Thr Val Lys Gly Ile Asp Ala
[0280] 420 425 430

[0281] Ser Asp Tyr Gln Thr Val Gln Ile Phe Tyr Pro Ser Lys Asp Gly Thr
[0282] 435 440 445

[0283] Lys Ile Pro Met Phe Ile Val His Lys Lys Gly Ile Lys Leu Asp Gly
[0284] 450 455 460

[0285] Ser His Pro Ala Phe Leu Tyr Gly Tyr Gly Gly Phe Asn Ile Ser Ile
[0286] 465 470 475 480
[0287] Thr Pro Asn Tyr Ser Val Ser Arg Leu Ile Phe Val Arg His Met Gly
[0288] 485 490 495
[0289] Gly Ile Leu Ala Val Ala Asn Ile Arg Gly Gly Gly Glu Tyr Gly Glu
[0290] 500 505 510

[0291]  Thr Trp His Lys Gly Gly Ile Leu Ala Asn Lys Gln Asn Cys Phe Asp
[0292] 515 520 525

[0293] Asp Phe Gln Cys Ala Ala Glu Tyr Leu Ile Lys Glu Gly Tyr Thr Ser
[0294] 530 535 540

[0295] Pro Lys Arg Leu Thr Ile Asn Gly Gly Ser Asn Gly Gly Leu Leu Val
[0296] 545 550 555 560
[0297] Ala Ala Cys Ala Asn Gln Arg Pro Asp Leu Phe Gly Cys Val Ile Ala
[0298] 565 570 575
[0299] Gln Val Gly Val Met Asp Met Leu Lys Phe His Lys Tyr Thr Ile Gly
[0300] 580 585 590

[0301] His Ala Trp Thr Thr Asp Tyr Gly Cys Ser Asp Ser Lys Gln His Phe
[0302] 595 600 605

[0303] Glu Trp Leu Val Lys Tyr Ser Pro Leu His Asn Val Lys Leu Pro Glu
[0304] 610 615 620

[0305] Ala Asp Asp Ile Gln Tyr Pro Ser Met Leu Leu Leu Thr Ala Asp His
[0306] 625 630 635 640
[0307] Asp Asp Arg Val Val Pro Leu His Ser Leu Lys Phe Ile Ala Thr Leu
[0308] 645 650 655
[0309] Gln Tyr Ile Val Gly Arg Ser Arg Lys Gln Ser Asn Pro Leu Leu Ile
[0310] 660 665 670

[0311] His Val Asp Thr Lys Ala Gly His Gly Ala Gly Lys Pro Thr Ala Lys
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[0312] 675 680 685

[0313] Val Ile Glu Glu Val Ser Asp Met Phe Ala Phe Ile Ala Arg Cys Leu
[0314] 690 695 700

[0315] Asn Val Asp Trp Ile Pro

[0316] 705 710
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EHZF5ID10025 EP

RAFHEMAEEHR FAP), A2 (UniProtkB-Q12884 (SEPR_AZ) :

>sp|Q12884 | SEPR_HUMAN Prolyl endopeptidase FAP OS=Homo sapiens 0X=9606
GN=FAP PE=1 SV=5
MEKTWVKIVFGVATSAVLALLVMCIVLRPSRVHNSEENTMRALTLKDILNGTFSYKTFFFPN
WISGQEYLHQSADNNIVLYNIETGQSYTILSNRTMKSVNASNYGLSPDRQFVYLESDYSK
LWRYSYTATYYIYDLSNGEFVRGNELPRPIQYLCWSPVGSKLAYVYONNIYLKQRPGDPP
FOITFNGRENKIFNGIPDWVYEEEMLATKYALWWSPNGKFLAYAEFNDTDIPVIAYSYYG
DEQYPRTINIPYPKAGAKNPVVRIFIIDTTYPAYVGPQEVPVPAMIASSDYYFSWLTWVT
DERVCLOWLKRVQNVSVLSICDFREDWQTWDCPKTQEHIEESRTGWAGGFFVSTPVFSYD
AISYYKIFSDKDGYKHIHYIKDTVENAIQITSGKWEAINIFRVTQDSLFYSSNEFEEYPG
RRNIYRISIGSYPPSKKCVICHLRKERCQYYTASFSDYAKYYALVCYGPGIPISTLHDGR
TDOEIKILEENKELENALKNIQLPKEEIKKLEVDEITLWYKMILPPQFDRSKKYPLLIQV
YGGPCSQSVRSVFAVNWISYLASKEGMVIALVDGRGTAFQGDKLLYAVYRKLGVYEVEDQ
ITAVRKFIEMGFIDEKRIAIWGWSYGGYVSSLALASGTGLFKCGIAVAPVSSWEYYASVY
TERFMGLPTKDDNLEHYKNSTVMARAEYFRNVDYLLIHGTADDNVHFQNSAQIAKALVNA
QVDFQAMWY SDONHGLSGLSTNHLYTHMTHFLKQCFSLSD

—RKERAES4 (ODP4), A (UniProtkB-P27487 (DPP4_A ) :

>spIP27487|DPP4_HUMAN Dipeptidyl peptidase 4 OS=Homo sapiens 0X=9606
GN=DPP4 PE=1 5V=2
MKTPWKVLLGLLGAAALVTIITVPVVLLNEGTDDATADSRKTYTLTDYLENTYRLKLYSL
RWISDHEYLYKQENNILVFNAEYGNSSVFLENSTFDEFGHSINDYSISPDGQFILLEYNY
VEQWRHSYTASYDIYDLNKRQLITEERI PNNTOQWVITWSPVGHKLAYVWNNDIVVKIEPNL
PSYRITWTGKEDIIYNGITDWVYEEEVFSAYSALWWSPNGTFLAYAQFNDTEVPLIEYSF
YSDESLQYPKTVRVPYPKAGAVNPTVKFFVVNTDSLSSVINATSIQITAPASMLIGDHYL
CDVIWATQERISLOWLRRIQNYSVMDICDYDESSGRWNCLVARQHIEMSTTGWVGRFRPS
EPHFTLDGNSFYKIISNEEGYRHICYFQIDKKDCTFITKGTWEVIGIEALTSDYLYYISN
EYKGMPGGRNLYKIQLSDYTKVTCLSCELNPERCQYYSVSFSKEAKYYQLRCSGPGLPLY
TLHSSVNDKGLRVLEDNSALDKMLONVOMPSKKLDFIILNETKFWYQMILPPHFDKSKKY
PLLLDVYAGPCSQKADTVFRLNWATYLASTENI IVASFDGRGSGYQGDKIMHAINRRLGT
FEVEDQIEAARQFSKMGFVDNKRIATWGWSYGGYVTSMVLGSGSGVFKCGIAVAPVSRWE
YYDSVYTERYMGLPTPEDNLDHYRNSTVMSRAENFKQVEYLLIHGTADDNVHFQQSAQIS
KALVDVGVDFQAMWYTDEDHGIASSTRHQHIYTHMSHFIKQCFSLP

B S EE A KBS (PREP) , A2 (UniProtkB-P48147 (PPCE_A )

>Sp|P48147 | PPCE_HUMAN Prolyl endopeptidase OS=Homo sapiens 0X=9606 GN=PREP
PE=1 8V=2
MLSLQYPDVYRDETAVODYHGHKICDPYAWLEDPDSEQTKAFVEAQNKITVPFLEQCPIR
GLYKERMTELYDYPKYSCHFKKGKRYFYFYNTGLONQRVLYVQDSLEGEARVFLDPNILS
DDGTVALRGYAFSEDGEYFAYGLSASGSDWVTIKFMKVDGAKELPDVLERVKFSCMAWTH
DGKGMFYNSYPQQODGKSDGTETSTNLHQKLYYHVLGTDQSEDILCAEFPDEPKWMGGAEL
SDDGRYVLLSIREGCDPVNRLWYCDLOQESSGIAGILKWVKLIDNFEGEYDYVINEGTVF
TFKTNRQSPNYRVINIDFRDPEESKWKVLVPEHEKDVLEWIACVRSNFLVLCYLHDVENI
LOLHDLTTGALLKTFPLDVGSIVGYSGQKKDTEIFYQFTSFLSPGIIYHCDLTKEELEPR
VFREVIVKGIDASDYQTVQIFYPSKDGTKIPMFIVHKKGIKLDGSHPAFLYGYGGEFNIST
TPNYSVSRLIFVRHMGGILAVANIRGGGEYGETWHKGGILANKQNCFDDFQCAREYLIKE
GYTSPKRLTINGGSNGGLLVAACANQRPDLFGCVIAQVGVMDMLKFHKYTIGHAWTTDYG
CSDSKQHFEWLVKYSPLHNVKLPEADDIQYPSMLLLTADHDDRVVPLHSLKFIATLOYIV
GRSRKQOSNPLLIHVDTKAGHGAGKPTAKVIEEVSDMFAFIARCLNVDWIP

&(19
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