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T E B E B  =H1 05 Sk A5 SE R, HAT R 35 - OHL - OR™® VS . -NHR™ 1/ 5N
(R™) HHH— sl Z AR I 1L
HHR™ & T HJ2C, - C, B B S i 5
R%JEH. FJE . £ 5 -C=CH. -CH=CH, -CH,-R*"-OH. -CH, -R*-COOH. -CH,- (R*") , ,-NH, -
CH, ﬁ“am%gva{R%Wi/xﬁifﬁ%ﬁtdﬂZﬁﬁ*JEc% «-NH- S‘i()f#EL L
RO L5670 R, HErh0-3/ A N SN/ SO TR, 1 ELAE R M 4
SR REE B AL SR/ B 2210 - 3N SRR
RE*“ER*RY, HrpR™ L B 5EC, - C ML . C, - C I BE R C, - C I3, R S -N
(Wxgmm3ﬁ$iAWﬁiﬂmHjﬁ%ﬁi%qg%%;
R*J&-C (0) NH,~~C(0) ~OH. -CH,~C (0) NH,~ ~CH,-C(0) -OH -R*-R* & -R"- [#3K] -R" ; }

O
¢W%%M®Wwﬁﬂﬁﬁfj)waﬂmwgﬁ%%i%CCIF 5L RP SRR i
RQd RBB

A VAR B 5 55 VIS L - SH. -OH. -NH-C (0) -CH,» -S-C (0) -CH,+-0-C (0) -CH,-NH-C
(0) - GFAR) +-5-C(0) - CGEAL) -0-C(0) - (BEE) «-NH-CH, -N(CH,) ,~-S-CH, . -0-CH, B AL,
JEHR™ S ek -oH;

RYIEC, -CylEbTAE s

RUCATFAEEUE - (K] R s
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URMOATEAE, TR

FLHEC, -C Ltk C, - CM AL C, - CHEE  JLHIC, - C ek R BB EE Fh R0 - 2 kAt
WMk 2 NS/ EROZR 1A, ATt ggeade AT - 200 F AL MU : - SH - O
Sk REL ML L -NH-C (0) -CH,~-S-C (0) ~CH,~-0-C (0) ~CH,~ -NH-C (0) - CGE3E) .-S-C(0) -
(K3E) -0-C(0) - CEHE) -NH- (CH,) |_,~~NH,~-CH,~-N(CH,) , ,~-S-CH,B-0-CH,;

SCEC, - C Btk A EIEL , HACy-C PR 0 - 3B AR i — ek 22N SR/ 50
R ERG B

RYRMS, AR R B REC, -C b, € AT R i, M BT EEAT: e AN L SER 02451
AR, HARYE

BEk6TTITIRIR , HH — N 2 RS AT RN S/ B0 14X, O HAT L
PO H A IR BRI AL SR/ B 2 i — R B U R

PG ROAEA G =007 5, Hrh— A e ARt 7 M geN SN/ sz it 14X,
I FLAE S T 6 1 54 3 L -OH.L - OR™M L 55 L -NHRM 1/ kN RM) ft)— Mk AN SEATHR
R, H AR AR ARY ST M C - C, B el S kT B

éRAlOE' Hﬁ(j]*] R Hj. )HIJRAlaE'RAIeRAlf HEF!

“EE%CCHﬁﬁu:cl%ﬁicC]ﬁ%&ﬁﬁCC]jiil%ﬁiI&ﬁ
HAFR0 - 2 RS BN SR/ 023 S 154K

RME-NH-C(0) -+ -C(0) -+ -0~ -C(0)NH-~C(0) -N(CH,) -+ -NHC(S) -+ ~C(S)NH--N(CH,)
C(8) -+-C(0)N(CH,) -+ -N(CH,) C(0) -+ ~C(S)N(CH,) - -NHC (S) NH- . -NHC (0) NH-.-S-.-S
(0) -+-S(0) -0-.-5(0) ,-+-5(0) ,-0-.-S(0) ,-NH-.-S(0) -NH--Se--Se (0) --Se (0) ,-
Nmmm%—ummw-ﬂmmmdw—%%@—ﬁﬂﬁﬁ&ﬂ&«&@ﬁi%sx

,isjifo o=gj[ N ;Q\JN% i“%i RO TR

ke B L XL L e LKL XL

oy o]

lx D =1 _ CH - 0#
X' &% U i - CH, - 1734‘ (11 25 ((|3H2)1 5
(CHo)1s I Ly
é.” . RZ N éz

L' 7 H 2 -NH- . ~C (0) -+ ~-NHC (0) -+ ~C (0) NH- ~N (CH,) € (0) -k ~C (0) N (CH,) -3

R T b AR IR IR R R 5 JF EL

R*% F o U2 (R 45 7

T 1T 20 152,

FARYE AR A ST IBTT I SOhRC  BU AR ICEE AT SRR BB MR L i)
-z

HrP0- 3N A B e s
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N—N

l{u‘% 5—:«’\1’3‘ R BRI AR

,\FP0‘3/fﬂKEE£L@%E§ﬁ§N‘Eﬁ%%ih;}?fi

H AR AT AL«

86 QAR R 1l 85 T L 5, Horh i S50 A 20A - TV g Al H 36 sl s 771l
.

N RA7a

RA‘lU

Ala 3a 5a

R H O R H O R H 0] H "
HNJ\W \HLN)\W %HJ\W W)LH <

0 R2a Rls-' 0 R4a 0 R6a 0 RB8a

[ K
A-TV];

Horr

FA-TVHI -NH-CH (R*) ~C (0) -JE Ty Phefi Ak (4-NO,) -Phesk3E. (4-NH,) -Phe
FREE hTyrskdE. (3-1) TyrFhdt .Gluskit .Glnk EskD-TyrkdE;

A= TVHI-NH-CH(R™) -C (0) -JE D - Arg FRAEBkD-hArg F AL ;

AA-TVH)-NH-CH(R™) -C(0) -JE2- (Ant) AlaFkdt . 2-Nal FRIE Trpskdt. (4-NH,) Phe
FREE I Tyr B ALk Tyr A ;

FA- VAP -NH-CH (R™) -C (0) ~JE kit s AL \D-HisFkAE \D-Gluskdt D-G1lngk St D-Ala
FR L D-Phefb it \D-Serskdk . D-Dab#%tL \D-Dapsk i ;

R3aE‘c -C bk

ﬁjzR?’eR“,ﬁthR%Eﬁm ~CoMipedE, PR 2 -N R, Hrh AR R g7 it

- H&Efﬁi%ﬁc -CyhidE;

RSaE‘RSbRSC,ﬁEIﬂR%EEch ~Col BT S C,-Cl ke, - C BRI, HErhR™ 2 -N
R™) , ,BE, ﬁtlﬂt/\R&%ﬂ&m Hik LR CHEC, -C ik

R*J&-C (0)NH,+ ~C(0) -OH- ~CH,~C (0) NH,~ -CH,-C (0) -OH&-R™- [£:3K] -R" ;

%E‘ -C (0)NH-;

RA?aE]C -C ]]:)\,—»

RMOAR ﬁf e - [&%J R

HRMORLELERS , MR R BBEC, - Cohi AR b 11 DA B & T B U R BE U -
SH. -OH. 24 3% R EE L L -NH-C (0) -CH,~-S-C(0) -CH,+-0-C(0) -CH,~-NH-C(0) - CK3E) . -S-
C(0) - CK3E) +-0-C(0) - KAL) -NH- (CH,) | ,~-NH,-CH,+-N (CH,) , ,+-S-CH,-0-CH,uk 35k
Cl-ka%%\k%ﬁEikk%,

éRAlOE] [Tﬁ?’“] R E‘J‘ )HIJRAIaERAleRAIf,;E\:EP;

RYCIEELEC, -C m%\c ~CAlERALERC, - CORIE  HLHRC, - COE Ik AR RE sl B
HIFR0 - 2/t ﬂ@%ﬁN SFH/EROZRI 14K
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RMJZ-NH-C(0) -+-C(0) ~+~0-+~C(0)NH-+~C(0) -N(CH,) -+ -NHC(S) -+ ~C (S)NH--N(CH,)
C(8) -+ -C(0)N(CH,) -+ -N(CH,) C(0) -+ ~C (S)N(CH,) - -NHC (S) NH- . -NHC (0) NH-.-S-.-S
(0) -+-S(0) ~0-+-S(0) ,-~-S(0) ,-0-+-S(0) ,-NH-~-S(0) -NH--Se-+~Se (0) -~Se (0) ,~~
NHNHC (0) -+ -C (0) NHNH- . -OP (0) (0°) O~ - Rihi - - BuAmEIR iR - - - S- DU AL -S -

%SIFO 0=KI>\ Ja\’N_} ?{N/}—}ri R

i Bx L U L e XL X LY

e e

Ui e - CEL - (CHy) :<

X455 FOT e -CH, -6 i (GHa)15
(?H2)1-5 I|' ',-1
RM . RZ Bl RZ

L' 7 2 -NH- . ~C (0) -+ -NHC (0) -+ ~C (0) NH- N (CH,) C (0) - ,-C (0) N (CH,) -

R4 [ Hb S R TR R iR T 1L

R4 Fo e AR B 4 T

T HE0 152,

ARV A A ST IBTT I SOARC  BU AR ICEE AT B RE MBS MR L)
2z

HrP0- 34N A R e pe

N—N

‘%\’H §—N/\I)‘ DRER BRI AL

HrHo- 3/\51(5%@5!&}3&%&1\1‘ 3L F HL

H AR AT e AL«

87 . U SR 855 86 T R 1ML 54, ForhsA- TT Tk :0A- TV -NH-CH R*') -C (0) -J&
AiPhefb it . 1-Nal kIt . 2-Nal 5 ik . Tyrde it . Trpsk it . Lyssk it (hLys#k It . Lys (Ac) Fedt .
Dap#kdt . Dabsk I uk 0rnyk it .

88 . UKL FI B R 85 - 87 H T — TR T iRk b A1y, FEA RV ER™ R LR E EifEC, -C ke
B HARE-N R, Forh R sy R - ek B ek sz ke, -C bt

89 . YA A R 88 TR L & H , JHR™ 2 FEE,

H
c
90.?[1&%%*8589¢{£—Iﬁﬁﬁiﬁﬁ’\]%é\%,ﬁqﬂﬁﬁﬁﬁ%ﬁéxlﬁ;XI%‘_(Qth.s It
R11 .

HLYE-NH-5-NHC (0) -+
91 YRR R 85 - 90 Hh T — IR Al iR [ f b 4, HE PR G (-SO,H) .
92 QAR Rk 1 - 89— TR Itk S, Horh
R™Z-C(0)NH,~-C(0) -OH. -R*-R*E-R™- [k -R" ;3FH.
%E‘ -C(0)NH-.
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93. QAR R 1 - 92— TR I S, FHE A AN = R 2 A

94 . QAR 33K 1 - 93 A —TAT R I &1, Horh— AN R BB AN - FH LA b

95. YA B3R 1-19.21-82F184 - 93 T— I TR (1L 54, T B/ MK 3= BN -
HELA L.

96 . QAR ZR 1-95 T —TAT iR L 9, HorhatA  3RA- T sizRA- TT 5CA-TTT . 5KA -
Vel H R sk id U i At e 5 G L N

-NH-CH (R*) -C (0) - JE Rk TyrFk 5t

1) -NH-CH(R™) -C(0) -JEKiLys (iPr) Fkit;

-NH-CH (R"™) -C (0) -FEJkD-Arghk L

-NH-CH (R™) -C (0) - JE§2-Nal Bk L ;

-NH-CH (R*) -C (0) - JEJ&D-Ala;

-NH-CH (R"™) -C (0) - BeDEA BRI AL , H AR C -C ket I HL

-NH-CH (R*) - 553k FAR™[#]-C (0) -—2 B K Lys (iPr) 7L,

-NH-CH (R*) -C (0) - JE Rk TyrFk it

2) -NCH, -CH (R™) -C(0) -JEpiLys (iPr) B

-NH-CH (R"™) -C (0) - FEkD-ArgFk L

-NH-CH (R™) -C (0) - JE§2-Nal Bk L ;

-NH-CH (R™) -C(0) -JEkD-Ala;

-NH-CH (R"™) -C (0) - BeDEA BRI AL , HARY 2 C -C ket s T HL

-NH-CH (R*) - 553k FAR™[1]-C (0) -—2 B Lys (iPr) FIE;

-NH-CH (R*) -C (0) - JE Rk TyrFk Kt

3) -NH-CH(R™) -C(0) -JELys (iPr) FHE;

-NH-CH (R™) -C (0) -FEJkD-ArgFk L

-NH-CH(R™) -C (=NH) -, AR -CH, (2-Z53%) ;

-NH-CH (R™) -C(0) -JEkD-Ala;

-NH-CH (R"™) -C (0) - BeDEA BRI AL , H AR 2 C -C ket T HL

-NH-CH (R*) - 553k FAR™[#]-C (0) -—2JE K Lys (iPr) 7L,

-NH-CH (R*) -C (0) - JE Rk TyrFk 5t

4) -NH-CH (R™) -C(0) -JEJiiLys (iPr) FRIE;

-NH-CH (R™) -C (=NH) -, H-FpR"™ j - (CH,) ,NHC (=NH) NH, ;

-NH-CH (R™) -C (0) - JE§2-Nal Bk 5L ;

-NH-CH (R*) -C (0) -JEJkD-Ala;

-NH-CH (R"™) -C (0) - BeDEA BRI AL , H AR 2 C - C ket I HL

-NH-CH (R*) - 553k FAR™[#]-C (0) -—2JE K Lys (iPr) 7L,

-NH-CH (R*) -C (0) - JE Rk TyrFk 5t

5) -NH-CH (R™) ~C (=NH) -, HHR™ 2 - (CH,) NH (iPr) 5

-NH-CH (R™) -C (0) - FEJkD-Arghk L

-NH-CH (R™) -C (0) - JE§2-Nal Bk L ;

-NH-CH (R™) -C(0) -JEkD-Ala;
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~NH-CH (R'™®) ~C (0) ~JE piDaA R 7k 3, R EC, -C e bt F L

-NH-CH (R*) - 5% FAR™1-C (0) - iLys (iPr) FkHE; 5k

-NH-CH (R*) -C (0) - JE Rk TyrFk 5t

6) -NH-CH (R™) -C(0) - JE & D-Arghk sk,

-NH-CH (R™) -C (0) - JE§2-Nal Bk L ;

-NH-CH (R*) -C (0) - JE/&D-Ala;

~NH-CH (R'™®) ~C (0) ~JE piDaA ek 7k 3 , R EC, -C, et F L

-NH-CH (R™) - 53k FAR™[11-C (0) -—& I i Lys (iPr) B F H.

HARY 2 - (CHy) ,-NH- (iPr) ,JF HR*™ 2 -CH,

97 . QAR K 1 5 66 A193 22 95 T —Ti AT ik oAb 5, Horh s Bl L b s s AL i)
ATk b S RGN N A

-NH-CH (R*) -C (0) - JE Rk TyrFk 5,

-NH-CH (R*) -C (0) -JEJkLys (iPr) FkAE;

-NH-CH (R"™) -C (0) -FEJkD-ArgFk L

-NH-CH (R*) -C (0) - JE12-Nal Bk 5L ; IF .

-NH-CH(R™) -C(0) - JE/%D-Ala.

98. QAR Bk 1 5 66 A193 22 95 T —Ti AT ik oAb 5, b sl L b B A )
ATk b SR EG L N A

-NH-CH (R™) -C (0) - JE Rk TyrFk 5

-NH-CH (R*) -C (0) -JEJkLys (iPr) FkAE;

-NH-CH (R™) -C (0) - FEJkD-ArgFk L

-NH-CH(R™) -C(0) - FE i2-Nal Bk 5 I H.

-NH-CH(R™) -C(0) - JE/%D-Ala.

99. WA E 3R 1 98 T — T Fir ik AL A8 , Hrh ik 5 D — AR U PEFR T SE
SR REE A U bR O FE A o

100 QAR Bk 1 5 99H T — T TR AL &7 , Horh AR BE S 9 S PR R E O 2L T gk
ST H AT S U G SR U R R A S I R S I 4 SRS ) B =
Fth (BF,) MAAMAE s sl S A - 6 - 2 A 43 IS Al kAl S i 22

101 . GRCR) R 100FT R b &, b Tl G SR 2 5 A S U R R4

102. QBRI 22K 1008k 10 1 ATk AL 54, Forh Tk 4 J8 25 71 JR S B R iR 25
SiilP

103 QAR 222K 100 101 AT b 54 , Forh it 4 Je 55 711 )& DOTA \MACROPA B H AT
LEL/IR

104 QRCR) 2k 1008k L0 LT I &, Horp Tk 4 JB B 5 7k 1133

105 AR R 100 iR 1 b A8, Ferh i ik & 47 BF 22 -R VR VBF,, FLrpR 2 -

A O
(CH,) | 5~ FL-R"BF 2t |1 %5 &6 waﬁ‘?gis FEAR AR T FIANR Ok S
R .
R FLHEC, -C bk
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//]\é

NH, ;

Ao
106 . AR R 105 R AL 274, Forh-RUBE & ANTNG
R15 ||Q16 BF3
107 . AR R 106 AR L &4, HHPRPHIR ' 1 J& L
108 WIALHZEK100F1105-107 AR — T AR (I 59, FOH Tk & A BRI & &

AR,

a

109 . 4R BER 1 - 108HUT—IAr Rk &8, b &= D—ARYEIBI TS -

110 QAR BoR 1 - 1090 E—IAn R 0k &8, b &= D—ARYEZDEFRIC.

1. —FibE s, Bk UL N &I — el 2

A [Lys-Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-Tyr-NMe-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-NH,-Tyr-NMe-Lys (iPr) -D-Arg-2Nal -D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys (ivDde) -Tyr-NMe-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;
Pi[Lys-Tyr- N-53P92E T -1-%) -D-Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;
FA[Lys-NH,-Tyr- (N- SN2 | -1-J1%) -D-Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -

IA[Lys (ivDde) -Tyr- N-SFNE T -1-%) -D-Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys

(iPr) -NH, ;

NH, ;

0

(Ttn) [B-Ala(iPr) -Tyr-Lys (iPr) -D-Arg-2NaI-D-Ala-Cys]Lys (iPr) -NHy;

0

(Ttn) [D-B-Ala(iPr) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-Cys]Lys (iPr) -NH,;
FhlLys-Tyr- N-5P92E T -1-%) -Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;
FA[Lys-NH,-Tyr- N- 5PN 5E T -1-%) -Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;
Fi[Lys (ivDde) -Tyr- (N- A 3E | -1-%) -Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -

0

[Lys-Tyr-Lys (iPr) -D-Arg-2Nal- ¥ -D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-NH,-Tyr-Lys (iPr) -D-Arg-2Nal- ¥ -D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys (ivDde) -Tyr-Lys (iPr) -D-Arg-2Nal- ¥ -D-Ala-D-Glu]Lys (iPr) -NH,;
0

[Lys-Tyr-Lys (iPr) -D-Arg- ¥ -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-NH,-Tyr-Lys (iPr) -D-Arg- ¥ -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;
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0

[Lys (ivDde) -Tyr-Lys (iPr) -D-Arg- ¥ -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-Tyr-Lys (iPr) - ¥ -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

0

[Lys-NH,-Tyr-Lys (iPr) - ¥ -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

i

0

[Lys (ivDde) -Tyr-Lys (iPr) - ¥ -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,;

sl HEh s ATI YD ;

Hrhprd e S Wttt o — A sk 2SS ST bR 2R AT RRE AR I
PRI/ s A R P A G 45

112 4ACR R L LR A A0, Forh ik 323k % E sy o2 1- 10 X LRI/
kX' (L) e S, Horh

R A Bl 0 P SRR/ SRR, €, AL C,-C, EKESLC, -C, R, Bk
0- 6/ SRS HIBEN SN/ 502 i 15X, I ELA ARy 0 B S 3 Bt b 32 VIR VR
PR R N AR/ Sl Bl Hh P — Fhiale 41 511 0 - 3B TR O HL

FFANLIST L -NH-C(0) -+ -NH--C(0) -+ -0~ ~C(0)NH--C(0) -N(CH,) -+ -NHC(S) -, -C
(S)NH- ,-N(CH,) C(S) - ~C(0) N (CH,) - ~N (CH,) C (0) - .~C (S)N(CH,) - ,-NHC ($) NH- , ~NHC (0)
NH-.-5-.-5(0) -.-S(0) -0-.-S(0) ,-+-5(0) ,-0-.-S(0) ,-NH-.-S(0) -NH-.-Se-+-Se (0) -+~
Se (0) =+ ~NHNHC (0) -+ ~C (0) NHNH--0P (0) (0°) O~ - B - - - fp fOAAIR il - - S- PUSRK

e ASDO oﬁ\isx %\’N% ?i'm%z .

PR, P iR S P ek S BRI Bk (Xaa) |, FEF RN Xaaiar Mgk F 4 115U 5A
FERRFR L sl AR (1 R s BRI 5 s I HL H h N Xaah O S ST 0 M FH LA

113 QAR EESR 1L Lk L1 2R ok A8, Herb ik B o2 X L X LY L e X L XL
Hr AN AR AR, BN R s 2o

BEAN ST M S BB  SOBERI/ SRIRC, -C T C,-C MR RC, -C THSE, i
0- 6Nt N SN/ 028 i AR, I HL by 328 19 S8 AR R AR I 2 VI R
P2 BRI TR A/ R 1) — bl 2 75190 - 3/ SR AT AR 5 9 L

FEANL T M -NH-C (0) -+ -C (0) -+ -0-+-C (0) NH--C (0) -N(CH,) - - -NHC (S) - ~C (S)
NH-.-N(CH,) C(S) -~-C(0) N(CH,) - -N(CH,) C(0) -+-C(S) N (CH,) - -NHC (S) NH- . -NHC (0)
NH--8-1-S(0) --S(0) -0-.-S(0) ,-+~S(0) ,-0--S(0) ,-NH-.-S (0) -NH--Se--Se (0) -+ -
Se (0) ,~~~NHNHC (0) -+ -C (0) NHNH- . -0P (0) (0) O- - - ML - - B ACREER —Fi- . -S- DU K

N’N

C e T M Ay

ué@ﬂﬂ%kuﬁmw%L%mQ%”ﬂWhﬁymﬁTxiWﬁﬁﬁhiWU,
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Horp g AN R AR, I BN AR R ;5 B

H
C

XL (CHahis FEAVERAR' My /R e B I B L
RN ,

H
C
115 JBURI R 1128k LI3FrR I &1 ﬁﬁl:/l\xlx%!_«::kl_j) Hr AR oy b2
R
TR TR VAT ke AR

116 AN R T L2k A &1, Hoh ek B 5K 08 Bk el Sk IR Sk (Xaa) |, Horh
F/b—Xaadk J AN IR Glu Aspik2- 23 LR (2-Aad) 3 I HIL AR Xaarh 1%
SAT e AL .

LL7 AN EOR L L2k O 59, He b ik e Sk ade I i 9 2R G lu Aspik 2- 5
FEO TR (2-Aad) BB S SRR SR EE s I HLH Tl B A S SRR IR SR v i) 2 S AT e g HH
£,

LIS AN R L L2k I 1, Hoh Tk B2 5K 0 B kel Sk IR Sk (Xaa) |, Horh
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BL34L1 11 RFRESPECT/CTIE 4 o L5 RS 54372 1D/ 8 %

[0070] 3 /~H T4 1h 4h.24h.72hF1120h (p.1i.) B Z138% R/ N g [ Lul Lu-
BL34L201 AR ESPECT/CTIE 4 - L5 RUFI 54372 1D/ 8 %

[0071] &4/~ H T #E1h4h.24h.72hF1120h (p.i.) I Z138 PR /N i [ Lu] Lu- 7
(crown) -BL34[{JRFNMESPECT /CTIRIG:  LE IR T 547 M ID /g % o

[0072] &5 R T AELh (p.i.) I Z138fRE/ NG 9 [*°Gal Ga- BL34N 1[I 4R 4 MEPET/CTIA]
15 LE BRI A7 51D/ g% o

[0073]  [El6/<H T AELhAN3h (p.i.) IN 21387/ NPT [*%Ga] Ga-BL34T1 (A #EPET/CT
B LB BRI A 1D/ 8 % o

[0074] 7 xH T #E4h.24h.72hF1120h (p.i.) B Z138fHEE /NE 9 [T Lu] Lu-BL34T 1)
RIMESPECT/CTIEG:  LE IR 52 1D/ g % o
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[0075] (&8 RHY T #F4h.24h.72hF1120h (p.i.) I Z138mHE /N g [ Lu] Lu-BL34L20S
A FESPECT/CTIRE LU R 1D/ g %

BRI R

[0076]  ASCHIRTA HRRYD & AL R H A (G ST B ARNRE 5% HT-Prl HIPA 4
S SIEN R Bt G ™ R R 7 Rk 2 R FR S B B sl B SRt e 1)
A RS H DA TR H LA eSS TR SO A A]A]

[0077]  EX

[0078]  GrASCRT Al I, ARG “E 7 HAT BRSO MBS AOR BTN
TR, I HAHEER S ANOARSNZE T 22/ 807 P RS B b -4
RAEASOHh A5 FEak oy ka6, WERoR AT DA S ANK T R AN/ k5 20 3R,
B IX e NS ST F Wi FIT 728 (R A5 T3 i g e R T 5 5 AR “H -4
B WARAEA SO S G i a7 RS ST, WIHERR S AN e 2280/ 505 1P B A
b o AE R BE ST Ty ZE R, AT I B A R Se B R AN/ B P BRI A5 s g sk 7 vt m)
PAFEA | AR Ee B2 30/ P SR A Rk, I HLAE H B ity S vp AR Ee B 30/ P IR A L
TCICIX LI T ST 15 FAAE S o A B0 Sty e b, AT 1) G s B B 2R/ kP
BRI 85wl 5 2t AT DA A B b B 55 2R/ el B TR A A, H HLAF H B 500t 7y 2 rh ph it
FLEM/BOP R, TCie X et /5 552 1 A M.

[0079]  sE AN E R A IR MR AR A2 T DRI ReME FRAE R
IR SR AAAE R TP — > HAN 25 BRAE N A B A AU, 45 I 08 LA
(@) 7\ “—Fh (an) " F“Frik” G HG G HERAIE . MEA SR 5K TE “B4% (comprising) ” 454
5 I, 8 A (a) 7 5 “—Fh (an) 7 (A AT DUECHR “—A>/—Ff (one) 7, R 2 HIL 5 “—
DEZ A/ — Pk Z 7 (one or more)” | “FE/b—A~/Z/b—Fh (at least one)” DL “—>
T —A/—FEkZ T —F (one or more than one)” {7 X —.

[0080]  [RARIAA I, 75 ] “FREL S 1 57 BRI 5 AT 5 DA A
ARIEAL B BB 5 AT R AT H e S 7 S sk ity S 45 SRR 2 506 77 & 10
FERHIE, JC1e 215 B sk Al 5 T B 99 )5 58, T HJCIe FraR Rk sl S 7 22 7 72
FEJT 20 s S S S B SCh iR i

[0081] QA SZREd Y, AR5 “V8TT (treat/treatment/therapeutic) ” Z AU FEEREIR
DRI RS GE TS DA D 2 8 (BN, I DIERIE R &) -

[0082]  GUACSCRT il I, AKGE “SCWsfl” (o2 “Bedgm)” IRt , “UWrisu e s f 4k
TG B G IR, WU R R 287 B4 1 T g A B S R [ 7 25 o A2 B
il IZ W IR A R B Al S BRI 2 D —Fha CERA FI/ Bk 2 D — Bl S P [ 7 2%
&Y.

[0083]  Rif “S2 il e frsht (B AL AR AL ah) « & TP AR AR
KRB o 2R E P LS LI =M AL B (B, /N KRB e B SR o 2l T LR
sl (BN, B 45 5 BRI ) B (BN, RIS oAE—SE a0 K,
N

[0084]  ASCRT AT E Wik v VARG FE B Shok 255 Bl e 3k R E )
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AU, 75 WA R PR PR RA I S Y e BRI A AN R S AT By
WA RS &, TR B T AR B R .
[0085] AT AT E PR DL s S B — A sk iy iR, AT DA s ANy i
(BB 110) RS N BA TR g 3E AT, sl T DA s AN HE 8 E UL AT « AR TSR A
GURFPA R, A A PN I SR L AT (B EANFR T, FRIR IR IR TR 55) [ FL IR
JEHEHGR T 1Z 5L AR pKa A 5 ) pH o (91 AN E AR, FRI 3L AT (BICOOH) il 7 2o by
HRPE pHATR 2 B PR HIE. [ 52 25 B OF B DA |, BRAEBT IR AR ARE 1 o [7]
T, BRI T I AR B AT R B AT 0 3 F R AN AR B pHIE. B2 K OF By 01
i)
[00861  GUASCIT il FHIIY , AGE “ER™ A1 “YAFFI” fE b2 v B Ll i 1 2 S A, 44k
G BRI, S G NP 2 145 o QT A8 SR sl As bl B - AR AR AU
SEARHT R o 1, b 28R vT DL ot (X e S i S B L S AT I A
fisk (BIAEAPE T Na  Ca Mg alkK S A Y kIR £ IR S 3 55) SN sl o i i 2o 48 5 1)
W IRIE 2 S A TR S R SN SR 1l 6 o I IS S N 288 A 7K Bl AT MR 7 sl P 1 TR
FEAT BN, AT LA i B A AR (- A3 i) SO iy 2 - i ARl
VA 1 A5 O AT AT 5 15 688 0 anamad A0 S s il A A 770 (9 4n , 7K sl HAth s
F) B HIAN/ sk SRARR AR R E RS, S AT A PR B 1 SR A A
iy - # S TIUIN .
[0087] £ KLuusj jy s, shak B+ AT LU 2527 b aTdesz i), e 50k . 3
— I BRASC T AT BT 25 40 S 5, Sk MR 70 (R R PR B 540 . B AT A 5
SR ES LM I i< Vach il N T 2 £ty -1 G b IRV R 7S 70 NV B VS b /I 5 o 51| R T
FUNEUSAE 750 B 63 7 25 591 5 5 70 2 T 1791 1 77 FE R MRS Canlitl 2 7D sk
THE RN R G . 2 WA AIBerge ¥ A1977. (J.Pharm Sci.66:1-19) 5k
Remington-The Science and Practice of Pharmacy, 2821k (GennaroZF \ 4w#E
.Lippincott Williams&Wilkins Philadelphia) , HHi&—ks kL5 1ty 0%
No
[0088] QAT Y, ik “Cy-Cz” , Horpry Mz 2 B4 (B, €, -C ;- C,-C55) , 2 faibdy
P R-FE P s ARIE Fh RSO, sl 48 21— E BUR MR BB E DB 2l R (et
B I BB 2R S R o 2l AT LA S AT A s — 2B sl BT A T BRI 28 I - I, £
— BB 7 S, 2R 8 FINLOLS JPAISe o AE— B8 5T 7 S H P, 24 52k AN SN0 B 5
AL, 73 2R T SR AR AR o 24 2 - AR, Y BRAR , R A FE AR
SUBEARN G5 BT REE AR B, B AfHERR - 0-0- B . Kk “C,-Cy oo+ L HRC, - C,
HR I — 88 2 B AT a2t M A ST HOEN L SN/ 502 Il - AR DA S AU A B AR F5 2 C ik
(B, i SR BRI 25—k, TR B4 S A S WSl o B 5 ) AN AR 23k
IR 5 A B A AR 2R - (B0, N SEk0.2 —) s AR ZE b 114l & (914n, NV SHL/ 50
P E AL 2 ) B MR AR Ak
[00891  ERIAESIEWIRMULIT, A3 A “bid” (udll B S HHEAT S A &2 (1) Bk
BE; Q) IEIAREIAR, 5 B AT AUREZ IR SR 2RISR 45 5 DA (3) ARHX
R A2 A “Ui i AL B DL SRR b RS, “Ue i N PR 21l
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AT o QAT FI , RE “EAE” W] LA AR AR QIS AR D i BR A A B3 T, 9 HLaiE
TR R e RN R, T B 2R e R A R E T S . LA
FLNOAERR SIVE S A0S AL L OB CIE PN FEANIE T 358 o QASSCAIT A FI , RS “ S5 T L an
AR AR DU AR R A, I HLaE i 2 48 A R B 2Rl T B A - S, Plr i
Ink F ey SN 2 T — NS B AR B 2 T ) TR T LS B R
(PRI B AT AT o SRR IO A ERR IR S B0 2 T M e 2

[0090]  R3E “NEHT A" B FRIE I 1 M S o A5 AR NI e 2 N Bl ™ AR S
{VE 5% N T Ml NV as s IR 7 87 S RS -y P ab SN 1§ e S

[0091] QAR Y, 248 S SR, AR “HO R m] DA A A R D1 i B
AR DA T, I HAi 2 3R O FE B s i 52 54, HL T DA 25 L S SCBRERT/ SR IR
FLP HUANC, - C K B RO AEBR Al M S50 P DAL FREE L e VIE N B VR P B IE T
B TR TR RUT BB A R R R RO I EC R RO, 2- T
AL 2-CHEN A 1-F3E-2- O RN 1 - -2-FRE O 2 1, 1, 2- = R g 21, 1, 2- =
CHENFE L, 1- AT 32, 2- THISL T 3L 2- 23 T 31, 3- TS T 2- H3E R
3-FASL R AL O e B B L IE L 7 ek B RUPERE L 1E e L o g e R
R IR N e e SN (I £5 - O B SN Tae- o SN 57 AN (157 BN 6257 B 7 NVA P~ S 7 NI BB~ 9 7
JREE IACEL AP AL A 5L AR RSB SE JBRAR DI A U, A3 TIC, - C, AT 3L A L
s AR T F AN BRGSO BT M 2 .

[0092]  GUASSCIT il IV, Fa i a0 “C, - CoOMBE B I B sl IR E” B R Dby 4R C, - Cll
BEdE . Cy- COMEEk C, - C T ARIL , I HLARAR B W1 “C - CO e 3 I Bk sl 0 FE” W gy
EHRC, -C AL . C, - COl A 5k C, - C L AU, AnAST Tl I , 2k i 4 “C,. - C bt
BL AL R R R B HRC, - Co bttt (G - Co M3k 5k C, - C, UL H AR B 1 “C - C bt
B AL NN EHEC, - C, Bk C, - Co ik 5kC, - C, HLE

[0093] AR Y, M8 S b2 SR, AR “ANEAT” A DL I3 B RN D i
PEARI A T, Hal i 2 45 E4E 2 /0 — Al = S 3k, O HoAT DA 5 Bk
SCEERN/ SRR EET - C, - C MR AERR F M S AT A 2 LI 3 R N 3 e N 3 1-
Mi-2-25 - Th-1- 28 1- Th-2- 26 1- T -3- 26 2- TG - 138, 2- Tl -2- it 28
y B S ZNINP iR ST N W B A7 VBB~ S N (B SN -5 1 S Ny 8- A7 N B B S 7 S
T BRAEST AW, 73 WIC - C.y I I 35 PR L o 5 (B AP T B ST HH ks B 1 P A A 2
W C, - Co BRI EBR A1 12 S AT LA 0 7 BRI  PBRIE L TR R L U | Bt |
SERREE L AR ISP SRR AT UEIH , 15 WIC, - Cop I REE A P I G5 AH AN T 1= SCAI HA
BT — 259,

[0094]  MIRElESL B VL NI EIE DA 3 R BE A b O 1A sl 22 A b gl 2
BB AR ARG ARN GV AR nT LU AN A 2% i -0 & A o AR A e 2 AR T
ENEIE il e RSt PN TR~ SN RS2 NI e SN /57 N W 728~ SN 4129 728 - Sy 1 o N U
B WRIE L IR R IR L i s e B CIDR s A R L SO FRIE NI i B L BRI i 3 PR AR e
8 SN B SN S 7 N I €78 - SN 50 782 AN 75 7 N B e B o7 Y - et 12 SN L 8 SN = 7152
JREER ST o FeR “ELRE  SCREM /B IRR - BEE M FE B T R S R B AR S M
W, 3 ) O 3" BEPH QA B A I5 IR PR LA S 5 2 /D — A I5 IR B 5 BR - C,y - C, 5 R ERR
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HIPE SRR RS (Ph) TR K 452 (pentalenyl) B3 ZERANBE (azulenyl) o B AT
— B RRIIBRIC, - C, 5 TR EBIR 1 14 5451 i g IR 356 | i e
FE ML JE AR e L LR SE (pirazinyl) ESRRIL | SRrEEmRIL | 1Y e S S[R3 | SR
ek ETETEE (indolizinyl) FEERSJE M SL W5 s L | Pk SL 2R L | s IR L | s I R
FL AL | e L TERE 3 Wy L TR JURIEEL (perimidinyl) PRI IE I FIIH
SRR N B AN ) o T N SR 1 RN L N v 2 M G | A
(phosphindolyl) WM KL 1L | Spmaimp FLAE o [RIASE S0 “ BB SC R/ SRR - 0
SR IE ORI SRR b ST SR ELRE  SCHERN/ BOAIRGEIE 3L sl L i — AN
FA, B FER RS IR D 5

[0095]  GrASCRTE I, ARGE “HURHY” An R SHsk R D i B AR A L 9 FLE 2
ML B R L AR S el A S B E S A B, 7 U Y
Fid R Hh— A A AR % A g AR AU R b . l an, SRS BUR Y
B SERARPR HE S5, 55 EL R B 3L 5001 o S O3 BRI B 3E R 3 — ANk
PRI S5, B EL AR b BRI SR 5281« AR A I L 75 WU A & ek L T (451
W, ek RSSO L5 FTRABON AR GU B AN TR S AT AT b~ 3 TR - 451 4
(EANRRT, Stkek 26 (B, N) B 02T AR X 6P (140, F 1 .BrCL) Bl A
R il GRED) IR (iR JBRIRRER IR  SO,H (I ffIR) +SOH (k) it |
75 FE R (carboxaldehyde) FRFR FRIENZ i IISE  FR s AR SE . — g RO = 1%
RHEEER.

[0096]  GrASCRITE FI , AGE “IRAE” S Hi 2L P —NHC (= NH) NH,5{—NHC (= NR)NR,, H i 4F
ANRAEST M EHE G .

(00971 QAR FHR , ARTE “AHURD” nA s SR Sl i R AR 8 « A BRI
B RE N ARBR IR S0 & 3L L 236 U T 356 T REESE 3k T IRy 5 3k AR R
s IR AT E A fifi

[0098]  FEASCHHEHERILE AT, AT DA R H ek AT DA R R & FE — B85 7 56, & Ot
SR R a2 ) AT ST BIH) o (EIPH) 6 AP 4 o T 6 B PHAS b T T
ARSI T A o R TR AT AS e, TS I S A A7 A A B R TR A I 2 R AR
B R AT EATATHEA T o TR Bk <5 a8 f A 750 PO 458 FH 22 [Pl B A v P AR
PEA ] A U TR Re e, 3 5 25 T T IR 3 e

[0099]  ASCHTA TR EYH NGILTR , Bl anfF o ke (B Bk 3059 rhi st/ ik
B AR IO SAFRE IR - S LR L AT S L FRIRIL M 5, Forh—F s B T LA T
SRR o ZEBT R B S PR E AR I, SN/ sk R IRIE A T LA AL N B ek H At 45
F 5 514N 24 5 58 — SR UL BES I, 88— SR IRIR AL P L (L W el (1914, K4
PRI, SA LR TR LT L AT R -N (R R°C(0) -, FLHIR IR SR E T o R 35 Jat Sk FP R o JIK )
RILRIRIL PT DA S SR AR (B 8, H EL AT DASE— 2D B B e 7 B 115 58 — P Sk ik
(R B ok = B R A 2 TRIT B o (91, IR — A S R AL (B AnAspGLu ) ol FH R
i i LSRRI 55— AN AR FR AL (Bl dnDap \Dab .\ Orn. Lys) [ « T SCHeflk 12t
— RN ARE G L RE R A U RN E AR A I R R - AR A I S SRR R
HE S R LR IS DEUSETR (BFE AR T DA N &SR A EMDIE ) SR
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(Orn) 3- (1-Z538) PSR (Nal) 3- (2-Z538) AR (2-Nal) vo- 55 T R IF40GUR  IE 5%
SR (NLe) RIESC2iR B (1,2,3- =M -4-50) -L- &R 1,2, 4- = M- 3- I &R \Phe (4-
F) \Phe (4-C1) \Phe (4-Br) \Phe (4-T) \Phe (4-NH,) \Phe (4-NO,) \N°\N°\N°- = FILEL- 15418 155
FiaR (hArg) \2- Sk -4- KL TR (Agb) 2- 5 5L -3- LI AZ (Agp) « B -PNER 4- &k T
2\ 5- S L KR V6 - B R CURR V7~ S L PRI 8- B L 7 R L 9- S TR V10~ S 28R 2 - 5 AL
R 2- 23k -3- (-2-25) TR 2- 2 3E-3- (-9~ 21) IR\ 2- 2 JE-3- (TE-1-35) IR \Trp
(5-Br) \Trp (5-0CH,) \Trp (6-F) \Trp (5-0H) sk Trp (CHO) \2- 2L Jik (2-Aad) \3- 53
TR (3-Aad) VHEPNEE HER (Pra) «my R H &R (Hpg) By 2 H &R (Bpg) 2,3~
TS EENIR (Dap) £2,4- 5 TR (Dab) & EUMIZUR (Lys (N,)) &R %R (Orn(N,) ) < 2-
53 -4- 5% T FeDab (N,) \Dap (N,) \2- (5" - SEUKEL) WEIR.2- (6° - SHE D) WA 4-
- 1- BRI -IRIE (Pip) v4- (2-23E L HD) -1- R HIE-WRIE (Acp) FIAUHIERER - an iR A HR
JE ML -ED- 2R , I R R S B IR PR L - 2 PR

[0100]  3R1. AR R A BRI A RBR AV S 5141 3%

&AL D AR 10-RFHEZE R
5% 8% (Orn) -F IR
3-(1-Z54L) HE 1’ (Nal) -G H-3- (E-2-3L) AR
3- (2-Z83L) A E B (2-Nal) 2@ Jk-3- (E-9-3%) TN R
a —ZIET R 2-FI-3- (H-1-3L) TH R
E4RE R Trp(5-Br)
IESEZA R (Nle) Trp(5-OCHs)
s ESE 2 R Trp(6-F)
B-(1,2,3-=mM-4-3%) -L-H & 1 Trp(5-OH)

[0101] 1,2, 4-=M-3-TH 2 [} Trp(CHO)
Phe (4-F) 8¢ (4-F) Phe 2-F I B (2-Aad)
Phe (4-C1) B¢ (4-C1) Phe 3-FIHC B (3-Aad)
Phe (4-Br) 8% (4-Br) Phe M AL H 2 MR (Pra)
Phe (4-1) B (4-1) Phe R A 2 H 2 1 (Hpg)
Phe (4-NH,) BY, (4-NH,) Phe B~k A 2 H &8 (Bpg)
Phe (4-N0,) 8 (4-N0.) Phe 2, 3- N (Dap)
(3-1) Tyr 2, 4- &L T & (Dab)
AAE &R (hArg) il &R (CysAcid)
B AR (hTyr) Ne— 5 R - i 2 2 (Lys (iPr))
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3-(2-3E3k) -L-H &R (2- (Ant) Ala) Arg (Me)
3-(9-FEHE) -L-N & (9- (Ant) Ala) Arg(Me), (XFRELAXSFK)
4= (2-@H 2. 5E) -1 - FF HEWREE (Acp) B mE M (Lys (N)
25" E_EU(.%)W%L% SBRIGER (0rn(N,))
2-(6' -BECHE) HAMR W H-1-FE T HeDab (N;)
2- ﬁ%—g 4-JIE "] 1 (Agb) AP

[0102] 2 Ha-3- L A 2 (Agp) 4-Z@Hk-1-7R B HLWRIE (Pip)
B-HAM NH2(CHz2)20(CH2)2C(O )OH
4-@HET IR NH2(CHz2)2[O(CH2)2]2C(O)
bRk K R NH2(CH2)2[O(CH2)2]30(O)OH
62 ik L NH2(CHz2)2[O(CHz2)2]4C(O)OH
TS H PR NH2(CH2)2[0(CH2)2]5C(O)OH
8-S M IR NH2(CH2)2[O(CH2)2]6C(O)OH
9 H TR Ne— 2 P - R (Lys (Ac))

[0103]  rACSCRT B FHFA , “BK 3= M 2 FE A - T A-TT\A-TTTA-TTT.A-TV.BEECIIZ5HY
H RO (-C (0) -NH-) , B4, A0 4% 5R™ R* R™ R R RM (RP T RIR 4 5 (1 i 5 -
Z R B  BRAEASCA A HE , 75 W —A~8 2K i AT DA RS N - FH 3 b .
BN, SR* R RM R R R RPRIRT B AR5 TR TG e s T DA A (-C
(0) -NCH,")

[0104] L7 (AR i SCL ) P R BRI IR AR wmn 7T 5 15 1E T MU
IRZE—FIREEHT, T AR B IR R 55— M S5 A8 10 8 Mo M RIEATBES AL A2 E 21
10 E (a0, X R E SO I, IR ZR N BRI - 5 7 R BRI A (R E ) o PR A 74
SRR 2 MR FAE Y T REEMTRIAE S o MR ERIMA B R I, 5o T AR R IR £
{EAEZ T A BE (B, -C (0) NH-55) Btk P, A2 38 PN N A A 182, PERC 5L BT
Kty B (B, TR -R-RE- B A -C (0) NH-FIR A -R?-C (0) NH-R°-1ffj
AHE-RT-NHC(0) -R®-) »

[0105]1 k&

[0106]  ZE&AITH , A T —FitA SABeatCal 2t S BE I sk sl (L A
Py

(0]

W RA?EI
RA‘IU
Ala 3a Sa
[0107] R H O R H O R H 0] H
N N N N__R%
HN N N N Y
0 R2a RlV 0 R4a H 0 REa H 0 RBa

[ A
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RB1a HB1-7 RBT&
RSE RSa H
N_ _R®
i) wﬂ“*m'wﬂ‘*w’wﬂ‘ !
o R [z BJ;
[0108] RCta RC7a

PESEIERIV RS

[0109]  Hoir RELPH T NPT E X
[0110]  HrhO-3/ MK I BEME T Ml

[ Cl;s

N=N,

[0111] \%-\u/“'g ;LN;?N% \H*@Eﬁﬁ@f‘iﬂi?’%ﬁ;

[o112]  THLrhO- 3K ESEI N - FHEEAE 5 HL

[o113]  HrhCRm T e e e 1t -

[0114]  fE—2L5i )y S, (L B AT AR A58 o A2 — 28 50l 5 b A 12 30ARY
o BB 5 S AL B R AR -

[o115]  fF — Mo 5l 5 i, (kW B A XA &4 i al & slom Al e .

O\\ RATa
RA10
Ala 3a 5a
RM2 o R® . O R® 0 N S,
N N N N__R™ T
HN N N N Y
e} R2a R|3" o) R4a H 0 R6a H e} R8a

[ AT,
[0116] ™2~ (CHy) - (R™) - CREE) ,HHR™AAFAE S -CHy = -NH--S -k -0-  H i i
JLAT e -NH, « -NO,~ -OH. -OR” - SH. -SR**\ -N, ~CNak -0- k34 - Uk, Hrh R ST 1
i <) ZREk-0H 3~ B, HFh FrR ATttt o 3k -OH 5- B, Hor T - 0- KRBT
S -NH,  -NO,,» ~OH. ~OR ~SH- -N,+ ~CNEk - SR* 4~ HUAR, Frfififr ik -0- RSB T et 1
Fok-OH 3-HUR, Hrb ik -0- BT Bt 30 Kk -OH 5- B, e rpdg AR Jhr
C,-C, Ll S L
[0117]  R™JEC,-C hedkkR™ R, FL AR ELHEC, - C, ek . C, - C M B C, - C, BB
ﬁﬁhcz—cwéﬁo 2R A — AN 2N S/ 50247 %**ﬁ,/\EPR“E' N(R“) Jok
WAL, b MRty L - ik Bk S C, -C e g5
[0118]  R¥ER"R', H AR & FLHEC, -C i dE  C, - C M Lk C, - C M et Frpic, -
130~ 24N ssh T g — A sk 2NN s%u/jzozaf %Wﬁ,,\ﬂlﬂR‘“E‘ N(R“)2 Sﬂzﬁm%,liﬁht
ARV R - HiEk R S BEC, -C e
[0119]  R™Z- (CHy | ,-R™, Hrf1- (CH,) , - FPE TN ERAT L N SER 024 5T 154K, HLrR™

=
A

[0120]  (Tfehtipe DA &I — Rl 4 5 RIS «
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[0121]  §-NH,+ -NO, -OH. -OR™\ ~SH. -SR™\ ~N, » ~CNu, -0~ 2 k4 - AR s e 5 2k -0H 3~
R/ i F - O 5-HUR; Hr Tk - 0- SR BB T 3 - NH, » -NO, - OH,, -OR*° - SH. -
SR*\ N,k -CN 4-HUR, Hrh ik - 0- SRIEPM Tt i 11 Kk -0H 3-HUR, Hrh ik -0- 3k
T et ) ZR k-0 5- U

(01221 i BRI = A 05 BB 05 208, & (AR ZEHh A 50 32 - OH L -OR™ VA3 -
NHR™F1/ 5N (R™) g —Ffiak 22 R 5

(01231 HHEEANR M HZC, -C, Bk S b

[0124]  R™JEH.FI3L, L3k, -C=CH.-CH=CH,, -C=C- (CH,) , ,-OH, -C=C- (CH,) , ,~SH, -C
=C- (CH), ,-NH,, -C=C- (CH,), ,~COOH,-C=C- (CH,) , ,~CONH,, -C=C- (CH,)), ,R™R", -
CH=CH- (CH,) , ,-OH, -CH=CH- (CH,) , ,-SH, -CH=CH- (CH,), ,-NH,, -CH=CH- (CH,), ,-
COOH, -CH=CH- (CH,) , ,~CONH,, -CH=CH~ (CH,) , ,R*R*, -CH,-R*"-OH, -CH,-R*"~COOH, -CH, -
(R™) | ,~NH, ~CH,-R*"-CONH, &, - CH, -R*°R* , Fe A MRSl M A7 41, S -CH, -+ -NH- - S-
5-0-, JF HHAPR™ 2

[0125]  5ER67C A IR, Hh— N A BT H AN SFI/ k02 50X, OF FLAE
BEHIAAT 6 1 SRR L S L SR B R — A AN SR

o]
0 0 H
‘ . .. H H N 2
[0126] &NHCH(RG)C(O)NH%EZYN%J\H}\ \<N: ,J\H}\ “{ékﬁ

(o]
H
\(Nd“ﬁA‘ AL HNA%&R;

. MO ﬁO/&O

(01271 RM*ZEIHEC, -CMbedk, Hrhic,-C rhit0- 2Nty g — k24NN SR/ 02
TG

[0128]  R™ZR™R™, HAR™ZEIHEC, - C KT C, - CMA L C, - C T FErhC, - C 1
PE AR FE B RSP 190 - 24Ny b — e 2 AN ST/ B0 25T AR, AR S -
NR™) , mRINEE , FErh AR AR g vy 2L - Hask P ek S - C et

[0129]  R™JZ-C(0)NH,+~C(0) ~OH, -CH,~C (0) NH,, -CH,~C (0) ~OH, -CH,-NH,, ~CH,-OH, - CH,-
CH,-NH,, -R™-R™ 5 -R*- [4K1-R", | Hrh:

[0130]  R*JZ-CH,-NH-C (0) -, -CH,~C (0) -, ~CH,-0-,-C (0) NH~, ~C (0) -N (CH,) -, -CH,~NHC
(S) -, -C(S)NH-, -CH,-N(CH,) C(S) -, -C(0)N(CH,) -, -CH,-N(CH,) C(0) -, -C(S)N(CH,) -, -CH,"
NHC (S) NH-, -CH,-NHC (0) NH-, -CH,-S-, -CH,-S (0) -, -CH,-S (0) ,-, -CH,-S (0) ,-NH-, -CH,-S
(0) -NH-, -CH,-Se~, -CH,-Se (0) -, -CH,-Se (0) ,-, -CH,-NHNHC (0) -, -C (0) NHNH- , -CH,-OP (0)
(0 )0--CH,- M- -CH, - B fURERR — -+ -CH,-S- U@ K E-S-

0 e ’_\ o) N"N\
N

\(\SIN)= © O:KNiS}\ ng

(01311 R™ 2 AU Bk S HERT/ BRIRC, - C o bidik AL, Horhc, -C, Hit0 - 64
SN SR/ BROZR 1A, I HLohar e [ S IR B L I 3R IS IR TR I

OOV Ao
N =N
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TR/ Bl B2 H R — Ml 4H S0 0 - 3 BEHTHUR

[0132]  RYAFEAESUE- [BK] R

[0133]  MRMOATEAEM, MR

[0134]  BHEC, -C ik C,-CMERRLC, - C oAk, o C, - C e Bk VAR b EE R 110 - 2 il
ST AN SR/ B0 28 I AR AR e i % 1 DA % U B U C- UK : -
SH. -OH. 24 3% R 5L UL L -NH-C (0) -CH,+ -S-C(0) -CH,~ -0-C(0) -CH,~-NH-C(0) - C£JE) | -S-
C(0) - CK&L) +-0-C(0) - CKIL) +-NH- (CH,) | o~ -NH,~CH,~-N(CH,) , +~S-CH,5¢-0-CH,;

[0135]  SC%#C,-C, ki kk. k%ﬁdzk)@%,,ﬁﬁhc CIOEPEI’JO BAEmzﬂui&%)i‘%/\ﬂz N SHI/
B 028 i 1R B

[0136]  RMPRMC, HLHRY S EREC, -C, M btk , ForhC, T bk sk, T b A T N Sk 02
JRF AR, FRY 2

[0137]  5Ek6 T IR, Hrh— ek 2 AT 2 b HgN SN/ sk 02 i 754K, - HLAT:
Ve T 18 1 AU R BB MR SR/ o Rk 2 BRI B

[0138] S BRI & =307 5, o — a2 kAR s A 7 RN SR/ sl 023 it -
B, HAT e e 7306 1 5 25 - OHL -ORM LU - NHRY R /5N (RM) i — ek 24 3t
PRI, b AR b MU C - C BB S Bl AL 5

(01391 YRMOZ- [Hzk]-RY, I, JURMERY R HARY 2 B 4EC, - CMbE L L C, - C AT
LBl C,-ClPLEE, Hope,-C ]IFEE M T BRFE TR0 - 2/ A 37 AN Sﬁ]/jzo*}—
AR, I HRM R -NH- c(o) ,~C(0) -,-0-,-C(0)NH-,-C(0) -N(CH,) -, -NHC (S) -, -C(S)
NH-, -N(CH,) C(S) -, -C(0)N(CH,) -, -N(CH,) C(0) -,-C(S)N(CH,) -, -NHC (S) NH-, -NHC (0)
NH-,-S-,-S(0) -,-S(0) -0-,-S(0) ,-,-S(0) ,-0~,-S(0) ,-NH-, -S(0) -NH-, -Se~, -Se (0) -, -
Se (0) ,-, -NHNHC (0) -, -C (0) NHNH-, -OP (0) (0°) O- - Bl - « - e fRA R — i - + - S- DU GK

/{sj;)co Odsx }g\/N_z_ ?:N/%YHRZJ I

[0140]  RVZZLR™ R, HHR™ BT HEC, -ColbEdE , PR -N(R™) , , HAp ARy
2 - HEl Pk SCREC - Cobid s

[0141] P nidns Hii20.18k2;

[0142]  HERYE R A LSS IATT Y VS CARMC U bR LS A s B AU AR
IENE-IR

[0143]  FLrR0- 3K = e s e

n=N,

[0144] ‘#\/”_z QLN/W}‘ Hﬂéjzﬁmﬁﬁf‘tﬂzz B

[0145]  JLHHO- 3/1\Bit£f@5‘ﬁﬂﬂﬁN- AL I HL

[0146]  FHrRCRuETEHIBE LI -

[0147]  {ERARMEL AW —2E S5y b LAY R BA DL R LA -NH-CHR™) -C(0) - B
JTyrFRAE ; -NH-CH (R™) -C (0) -JERD- ArgFRIE ; -NH-CH (R™) -C (0) - h2-Nal FRIE; 3 HR™
eHo

[0148]  FEsCAMIL G —1Esl)iE /5 &,
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[o149]  RMRE-[#K] R 5
[0150]  Frbizde B L UL el LI L XL

0151 Xl D EI‘H‘\ (CH). 0=<
[0151] X' H s biE-CH, ng y 21s (GHa)1.s
(CHz)15 I|' Ly
R . RZ Bl R? 3
[0152] L1444 3 S -NH- . ~C (0) - ~NHC (0) - ~C (0) NH- ~N (CH,) C (0) -5 -C ()N

(CH,) -5

[0153]  R'% [ thy M2 IR R U AR Bk iR s 7 HL

[0154]  RP& iy b2 1126 14547,

[0155]  ZERARIML A5 )y 0 RV 2R R S

[0156]  ZERAMIL AN —EL ST 2 AL & A E A A O A

[0157]  {¥—2Lsji Jy S, AL A A B S5 4 o /5 — S8 5 5 b b A W2 5B
A R, LAY BT

[0158]  fF — ¥ 52 7 b, b & W B A R B A5 Mk L 2R S A F e W

R RB1-7 RB7a
RmoJa\W \.)L )Rin/ j)L ’l\n’ Q‘\ J\WﬂYnsa s,

rR% [ B],
[0159]  R*Z- (CH,) - R™) - CEL) , R RA74E, & -CH,- «-NH- . -S-8k-0- , sk ok
JLAT e -NH, « -NO,~ -OH. -OR” - SH. -SR**\ -N, ~CNak -0- k34 - Uk, Hrh ik ST 1k
M 1 Kk -0H 3~ IR, AR T SR AT e e o Rk -0 5- B, A ik -0 - SR BEEFAAT:
S -NH,  -NO,,» ~OH. ~OR, ~SH. -SR*\ N,k -CN 4~ HUAR, Fhrfififr ik -0- SR T et
Fok-OH 3-HU, Horh ek - 0- SR BL T et 11 20 -0H 5-HUAR, Hrh AR R g 2
C,-C,H ol S b AL
[0160]  R™JEC, -C kbR R™ , FrhR™ 2 PL4KC, -C 4L C, - C I BERC, - C AL,
ﬁﬂﬂCz-CSEPEfJO 2N AT A — Bk 22 NL SR/ 02 5 %**K,JPR%E‘ N(R“) LK
A, b AR it sy R - Hil B ek S C, -C i gt s
[0161]  R™ER™R", H AR BL4EC, -C ki KL C,-C AR Bk C, - C e, e, -¢,
(10 - 2y Mgk — A Z AN S*D/jz()*}— %Wﬁ,,\ﬂlﬂR“E‘ -N (R“d>2 szﬂm%,ﬁﬂht
AR M -Hul B el S -C b s
[0162]  R™JE- (CHy | ,-R™, FLr1- (CH,) , .- FPFT/NERAT LE BN L Sk 0445 154K, FLrhR™

=
A

[0163] (Lt A I I rh 0 — Pl 5 IR R -

[0164]  §-NH,-NO,-OH. -OR™\ ~SH. -SR™\ -, ~CNu, -0~ k4 - AR s iy 5 2k -0H 3~
R/ S pd -0 5- LR ; H A AT -0- SRR et -NH,  -NO, « -OH. -OR™ . - SH. -
SR\ -Nyk-CN 4-HUR, Hrh ik - 0- FRIEPMT et i 1 Kk -0H 3-HUR, Horh ik -0- 3k
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PME et ) ZR k-0 5- U

(01651 i BRI = A 05 BB 05 208, & [ AR 2R Hh A 50 32 - - OH L -OR™ VA3 -
NHR™F1/ 5N (R™) ity —Fhak 22 R 5

(01661 HARAR MR 7 M2 C - C, B S S b 5

[0167] R6aE‘H 3k, 23, -C=CH.-CH=CH,, -C=C- (CH,) , ,-OH,-C=C- (CH,) , ,-SH, -C
=C- (CH,) , ,-NH,, -C=C-(CH,), ,~COOH,-C=C- (CH,) . ONH -C=C- (CH,) , ,R™R™,
CH=CH- (CH,) , ,-OH, -CH=CH- (CHZ)I,S—SH, cl=cir- (CH2>1,3 NH,, -CH=CH- (CH,), ,-
COOH, -CH=CH- (CH,) , ,~CONH,, -CH=CH~ (CH,) , ,RR**, ~CH,-R**-OH, ~CH,-R""~COOH, -CH,-
(Rﬁb)I,B—NHQ,—CHZ—R%—CONH@‘@—CHZ—R“’R“,,\El:i/\R%zm 4%7@?, J&-CH,~+-NH--S-
5-0-, JF HHAPR™ 2

[0168]  5uk6ITISRFR, Hoh— ANk 2Rk T HEBEN S/ B0 24X, O FLAE
BEHIAAT 6 1 SRR L S AL SO i R — A AN U

o
0 o H
‘ . . H H
[0169] &—NH—CH(REB)—C(O)-NH-%&YN)%\H}\ \’NJ ,JLH;\ YNéLH}\

T~ HN)\
Yé A A
A O

[0170] RBaE'RSbR&,ﬁtPRBbEEw ~ColEBERE C, - C OB L EC, - C BRI, Horhic,-C i
PE AR FE B RSP 190 - 24Ny b — e 2 AN ST/ 025t AR, R S -
NR™) , BB, FrR ARy b - Ml B s S, - C hedE

[0171]  R™JZ-C(0)NH,+ -C(0) ~OH. -CH,~C (0) NH, - CH,~C (0) ~OH. -CH,-NH, ~CH,-OH. - CH,-
CH,-NH,-R™-R™ 5 -R*- [43K1-R", | Hrh:

[01721  R™J&-CH,-NH-C (0) -, -CH,-C (0) -, -CH,-0-, -C (0) NH-, -C (0) -N (CH,) -, -CH,-NHC
(S)-,-C(S)NH—,-CH2 N(CH,)C(S) - ,-C(O)N(CHB) ,~CH,-N(CH,) C(0) - ,-C(S)N(CHB)-,-CH
NHC (S) NH-, -CH,-NHC (0) NH- , -CH,-S-, -CH,-S (0) -, -CH,-S (0) ,-, -CH,-S (0) ,-NH-, -CH,-S
(0) -NH-, -CH,-Se~, -CH,-Se (0) -, -CH,-Se (0) ,-, -CH,-NHNHC (0) -, -C (0) NHNH- . -CH,-OP (0)

<0’>0—\—CHZ—@E@H;‘?—\—CHZ—@‘?MHZ%E T WE--CH,-S- DU AEE-S-
N N i/ ZJ E’FH
Y\SI):O d)\ )%\J N;}’% RO

[0173]  R™JEAUE Eikk fzfﬁn/izfﬂkc ~Cyy! %\k%ﬁw{%,liﬂhc ~C,,HP0-6/ Mk
ST HOBEN SN/ BROZ4 I X, IF HLghar e B SRR A 1 31 NI R iR I
TR M/ Bl P ) — il 20 519 0 - 3N S TR

(01741 RM™Z Bk SRR/ BERRC, -C, ki3 .C,-C LBk C, -C AL, Horhe,-C
e e AL AR FEH I — Ak AN AT e M7 N ST/ sk 045 4K
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[0175] RB”%l_g%; Ha f? G PSZN

SOz SOz S(OJOZ—HZI—S(O)M
SEISIEER & 5T b -F . -Br, -C1, - T,-0H, -0-R*" ™, -C0-, -COOH, - CONH,, -CN+ -0- J5 3, -
NH,~ -NHR®" ™ N, -NO, -NH., ~CHOR/1/ 5 -R™ "rf ) — ik 2 FHUA, 1 Hofr R TR
SEC, -C ek C, - C R C, - C LI
[0176] RB“E'E%C ~C ke, i, -C e S 1 0 - 2N B M i — el 25N S
1/ EROZR 44K 5
(01771 R™*JEJ. -NH- (CH,)
IR HARMPR
[0178]  -NH-C(0) -,-C(0) -, -0-, -C(0)NH-, -C(0) -N(CH,) -, -NHC(S) -, -C ($)NH- , -N(CH,) C
(S)-,-C(O)N(CHB)-,—N(CH)C(O)- -C(S)N(CH,) -, -NHC (S)NH-, -NHC (0) NH-, -S-, =S (0) -, -
S(0) -0-,-S(0),-,-S(0) ,-0-,-5S(0) ,-NH-, -S(0) -NH-, -Se-, -Se (0) -, -Se (0) ,-, -NHNHC
(0) -,-C(0) NHNH— —op(o) (o )0—\—%@?@& V- IRARBERR e - - S- DU g 3_;@%@ S-.

e T M O hae

[0179] Rl 20.15k2;

[0180]  FERYE FAEE AL & 1 TATT MY ~ DEERRIT B bR IO L A 5 e g e e b
CMZEHAT s

[0181]  JHLrh0- 3RS BT o p

-N(CH,) , ,+-NH-C(0) ~CH,-NH-C (0) - ) m-R™ - [

1-2> 2-3°

n=N,

[0182] ﬁ%\/”_i f—N/\I}‘ H*jzﬁmﬁﬁf‘ﬁﬂzz B

[0183] /\EPO-B/I\HiEfﬁESEHﬂﬁN-Eﬁ%@c;%ﬁa

[0184]  FLHCRuG(T e MBI -

[0185] {1 —2L50 5 b (L AW R AT SO S50 £ — 28 56 05 S (e A e ey
Eh AL (LS I .

[0186]  Yr—LE5hE 5 &k, (A A SO gl sl HL R B e -

RC1a nC?a
R3a R5a
[0187] \Hl\ \I)L \I)L Hor
RC10a

RSa J—:t C]
[o188]  R™f- (CH2>—(R2‘°)-($J@E> ,/\EPR%W?T /E, J2-CH,~ +-NH- - S-5k -0~ , HHi ik
JLAT e -NH, « -NO,~ -OH. -OR” - SH. -SR**\ -N, ~CNak -0- k34 - Uk, Hrh ik STk
Mol Rk -0 3-HUA, FErh A SR B s Ml o 22k -0 5- B, L Hp ikt - 0- I
S -NH,  -NO,,» ~OH. ~OR, ~SH. -SR*\ -N,ik -CN 4~ HUAR, Fhrfififr ik -0- BT et 1
Fe-OH 3-HUR, H ATk - 0- SR BT ety 5 F - O 5- UK, Horp g AR sy 2

55



N 119325480 A W OB P 19/120 7

C,-C, Ak a i ik

[0189]  R™JEC,-C kmﬁwaR%R“,,th%ngﬁc -C e A C, - Bk C, - C L
ﬁﬁhcz—cwéﬁo 2N M — AN AN s%n/jaozm%**ﬁ,hm“a N(R“) Lok
K, b AR it sy R - Hik B ek S C, -C i Bt

[0190]  R™ER™R", HAPR™ 2 BL4EC, -C M KEHE C,-C R Bk C, - C e, e, -¢,
100-2 M T MR AN S SO 5T TR, FLR R N R') | szﬂm%,liﬂhﬂ:
AR L - Hl FL S REC, - C be s

(01911 R™Z- (CHy | ,~R™, Hrfi- (CHL,) ., FPIR L/ NRAT SE N SR 0445 154K, HrhR™

=
A

[0192] Ll A I T rh 0 — Pl 5 IR R

[0193]  §-NH,+ -NO, -OH. -OR™\ - SH. -SR™\ ~N,» ~CNu, -0~ k4 - AR s iy 5 2k -0H 3~
AR/ i b Z - O 5-HUR; H Tk - 0- SR BB T 3 My - NH, » -NO, - OH,, -OR* - SH., -
SR\ -Nyk-CN 4-HUR, Hrh ik - 0- SR PM Tt g 1 Kk -0H 3-HUR, Horh ik -0- 3k
PMT e 0 2k -0 5- UG B

(01941 B BRI = A 05 ZEB 05 208, & [ AR LM A 50 32 - - OH L -OR™ VA3 -
NHR™ /5N (R™) g —Ffak 22 R 5

(01951 HARAR RO M2 C - C, B3 S b 5t

[0196] R6aE‘H %L £ % -C=CH.-CH=CH,, -C=C- (CH,) , ,-OH,-C=C- (CH,) , ,~SH, -C
=C- (CH), ,-NH,, -C=C- (CH,), ,~COOH,-C=C- (CH,), ,-CONH,, -C=C- (CH,), ,R"R",
CH=CH- (CH,) , ,-OH, -CH=CH- (CH,) , ,-SH, -CH=CH- (CH,), ,-NH,, -CH=CH- (CH,), ,-
COOH, -CH=CH- (CH,) , ,~CONH, , -CH=CH~ (CH,) , ,RR*, ~CH,-R**-OH, ~CH,-R""~COOH, -CH,-
(Rﬁb)I,B—NHQ,—CHZ—R%—CONH@‘@—CHZ—R“’R“,,\El:i/\R%zm 4%7@?, J&-CH,~+-NH--S-
5-0-, JF HHAPR™ 2

[0197)  5ER6IC A IR, Hoh— N 2B H AN ST/ k028 504X, OF FLAE
BEHIAAT 6 1 SRR L S AL SN B R — A AN U

0]
o) 0 H
. a N H H
[0198] BZ-NH-CH(RES)-C(O)-NH—%EZ\{NXLHX \{N: ,J\H)\ YNéLH)\

=i HN’\

AR

\/ )\ "T"HN"t

O

N 11
(01991 R™EELHEC, -ColERE, FLHIC,-C 0 - 2By s — el 2N S/ 02
R
[0200]  R™ZER™R™, FHR™ L EIEC, -C e 5L C, - C AR AL ERC, -C B AE , Horhic,-C, T
BeE NI LR 10 - 2/\Ef)zzmﬂiﬂ%)§z~/\j€%/l\N SFI/E0Z: 1, qﬂRSC -
N(R™) B, H AR ARy M - Hil BB s S i - C i B
[0201]  R™JZ-C(0)NH,+~C(0) ~OH, -CH,~C (0) NH,, -CH,~C (0) ~OH, -CH,-NH, , ~CH,-OH, - CH,-
CH,-NH,, -R™-R™ 5 -R*- [4K1-R", | Hrh:
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[0202]  R*J&-CH,-NH-C (0) -+ ~CH,~C (0) -, ~CH,-0-,-C (0) NH~,-C (0) -N (CH,) -, -CH,-NHC
(S) -,-C(S)NH-, -CH, - N(CHS)C(S) -,-C(0)N(CH,) -, -CH,-N(CH,) C(0) -, -C(S)N(CH,) -, -CH,-
NHC (S) NH-, -CH,-NHC (0) NH-, -CH,-S-, -CH,-S (0) -, -CH,-S (0) ,-, -CH,-S (0) ,-NH-, -CH,-S
(0) -NH-, -CH,-Se~, -CH,~Se (0) -, -CH,-Se (0) ,-, -CH,-NHNHC (0) -, -C (0) NHNH- , -CH,-OP (0)
(0 )O0--CH, - BBt --CH, - fRABEMR —Bi--CH,-S- DU KE-S-

‘7\,
Y\:IN):O Qi)\ ;;/‘N% ‘(\N\ I I

[0203] R"Caﬁiaa fzfﬁn/izfﬂkc ~Cyy’ %\k%ﬁi&%,,ﬁtﬂhc ~C, HIT0- 6/ A
ST HIAIN L SHI/ 02 i -2, I ELB AT 228 S R B 3R I TR R I
TR AT/ el R ) — il A0 50 0 - 3SR ATHU 5

[0204] RO H\“/*NM N\(\NM \{N\H/\F\_[
0] N=N . N::N' .

\
\(N H§3—’ FLOIIS] W S5 081 R =R 45 5 FE -

Nsy ”_I -S02 1 I—S(O)M

F\-Br,-Cl,—I,-OH,-O-RCIb,-CO-,-COOH -CONH,, -CN,, -0~ F5 3%, -NH,, -NHR“'", N, , -NO,,
NH,—CHo%u/az—R“bﬂhE@#@%ﬁlﬂm,,\tht/\RC“’ngﬂ%ﬁc OB, C A
2 C,-CREE;

[0205]  R*JEEHEC, -CMBE R, Hoh T e, C,-C b3 rh 0 - 2Ry sy — ok %
AN SFI/BROZR 51K

[0206] RClOaElRCIOb_ CIOC_ET}%%] _RX jZRClOd,;E\:EF‘

[0207]  RYEEIHEC, -C kAL C, cj[;%ﬁgjzc MM, FEHC, - C T3 T M T
HELFR10- 24T LN ST/ BROZRJS 154K 5

[0208]  R'%JE-NH-C(0) -.-C(0) -, -0-,-C(0)NH-,-C(0) -N(CH,) -, -NHC(S) -, -C(S)NH-, -N
(CH,)C(S) -, -C(0)N(CH,) -, -N(CH,)C(0) -, -C (S)N(CH,) -, -NHC (S) NH- , -NHC (0) NH- , -S- , -$
(0) -, -S(0) -0-,-5(0) ,~,-S(0) ,-0-,-S(0) ,-NH-,-S(0) -NH-, -Se~, -Se (0) -, -Se (0) ,, -
NHNHC (0) -, ~C (0) NHNH-, ~OP (0) (0°) 0~ -~ - « - BRAR AR - . -S-PUSRIAIEL-S-

KSI)“:’ Odsk J{LJ”% ?’iN/\;}Hzﬁz mIE

[0209] Rc10d%:

[0210]  FIHEC, -C etk C,-C M2k, -C Ik, FHC, -Cobedt R LR IE ) 0 -2 il
ST HBBIN SN/ ORI 14X, ATt g ade 1 DA T 25 01 BRURIEC- U : -SH - O B
FRIELIE L -NH-C (0) -CH,~-S-C (0) ~CH,+-0-C (0) ~CH,~ -NH-C (0) - CK3E) .-S-C(0) - CF
3£ .-0-C(0) - GKE) +-NH- (CH,) _,~ -NH,~CH,+-N(CH,) , ~ -S-CH, 1k -0-CH,;

1-2°
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[0211]  3HEC,-C hidk C,-C JidkakC, - C, JEE, HHaC, - C itk Ak sl I rh g0 - 34>
TS HIAEN ST/ BROZR I 154K 5 Bk
[0212]  RYOR™T HARO S FIGEC, -C ek, HhC e s C e BT BN Sk 044 IR 1
B, H AR
[0213]  5ER6ICHT R, FEA—A Nk 22N AT e sk e N ST/ BRO 2 S 14K, 5 HLAT:
BEHbO T %6 AR R R R AN BRI B R — e AN R AR5
[0214]  FAGAEREA G = AT 3, FHorh— sl AN AT Se A HUgeN  SH/ 202 i -
AR, I ELAT et sy 26 1115 2% - OH., -OR“™%% VA L -NHR® 4711/ kN (RV'%) Jffg— ANk 24
SERTHUR, FARY SR C - C Pk S e 5
[0215]  FF/nifdns Hii20.18k2;
[0216]  FEARYE R LSS TATT IS~ DEERRIT B R IO L P 5 e g e e b
PaEadziR
(02171 FHrR0- 3RS BT o w

N=N,

[0218] "‘HWN_; }N;:%‘H*B‘Z@ﬁﬁ%‘tﬂi?ﬁﬁ;

[0219]  TLrhO- 3K ESEM N - FHEEAE 5 HL

[0220]  HrhCAm T e e e 1t -

[0221]  fE:CA BRI/ BCHIL SR — 2S5y S AL W 8 A A ATl

(02221 5 RA BRI/ BRCIHI AP — B 56 75 5 R™ER™ - (3K IR | 77 A BRI/ Bk C
LA I — 285 1 S rh  RUEC, - C itk o 8 3A BRI/ BRCIOL B i) — 2 5t 5 %
ZD— MK E BN B o A A B/ B CIO L S — 25wy 5, 2/ — IR
TR

[0223]  fEUA BRI/ ERCHUML & W A9 — 28 S U7 S, 1A IR 32 B e i ¢

N=N,

Y@% 5‘”@)‘ ek P B o 2E— e 9207 2 T, AR B B

TE—B8 St )5 e, = ANIK Bl oA  AE— S8 56 5 22, AR W el 24K
[0224]  {EXA BRI/ B CHIL S —2Ee 5006 5 Sk, 2 /D — MK L REgENH SE (L o 7 — 2
SHE S S, — AN K L BEBE N - FH LA o FE — 2B 50 5 S v, AN IR A B e N - HH 3
Y AE—B0 52 77 b, ZANIK - SRR N - L o AE— 205 7 2 vp , ANk - e i
HN- AL .

[0225]  {EXA BRI/ BCHIME SR —Le 500 77 S, 2/ D — AR BB e 2 AR 72—
Vet S, — IR S BRI R o A — RS S, BANIK FR BRI & 1 Bk
R AL T 2R, = /MK BEIE L 5 A SRR o A —Be St 7 ZEvh , AR
JHe#s EIBE IR AR

[0226]  fE—¥65ji 7 2, REFIR™ s RM IR s SR FIR™ > IR IK S BB L i Il 2 (- cH
(R*™) -C (=N) -NH-CH (R**) -, -CH (R*™®) -C (=N) -NH-CH (R*®) -5k - CH (R"*) -C (=N) -NH-CH
(R™) -) B o A — RS0 5 5 R¥“FIR™ 2 IR S R B I 52 3 ((-CH(R™) -C (=N) -
NH-CH (R™) -) Bt o fF— 2855205 5 28 P RYMIR™ 22 TR R - R B T 2 2 (-CH(R™) -C (=
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N) -NH-CH (R™) -) B o fE—2e 520 5 S, R™RIR™ 2 AN I 3= BB g I 54 3 (-CH(R™) -C
(=N) -NH-CH (R*™) -) #1k.,

[0227] YA BRI/ S CHIML APt —2e Sy % R 2 - (CH) - R™) - GRER) |, HrpR™
RAFAE , J&-CH,- « -NH- S5k -0-, H 2R EL: -NH,, -NO, , -OH, ORZC -SH, -SR*, -N,,, -CNik -
0-ZEFE4- IR, FL PSR T e Ml o Kk -0 3- WA, FE A SR T e gl 22 -00 5- 1)
R, Herb-0-ZRIEEMT e b - NI, « -NO, , -OH, -OR™, -SH, -SR*, -N, ik -CN 4-Huft, Hirh-0-2%
FEEMT e Mg ) 20k -0H 3- 1A, Hidh-0- 283681 Ej_ﬂﬁ%)i‘zi%jz OH 5-HU, Hhd R
ST HEC - C B S BRI

[0228]  YEaXA BRI/ B CHIML A I — e St 5 56 RPN o AE— 28 5 5 567, R
& -CH, - o FE—EE S0 /7 S RP I -NH - o /E— B8 S 77 S R™ 2 - S - fE— 285t Jy 56
R*E-0-,

(02291 YEsA BRI/ CHIML APt —2e Sy S R 2 - (CH) - R - GRER) |, HrpR™
A -CH, -, F 2R 3L -NH, . -NO,,+ -OH, -OR*, -SH, -SR*®, -N,, -CNak -0- K34 - HUfR
{E By S, R -NH, 4- B AE— SR 3007 28 b, R -NO, 4- U o 7E—28 5T
Tt T3 ZEFR, RE -0 4- B o A — S8 St Ty ZErp R - SH 4 - U A — 28 5t 7 &
IRE - 0- IR B4 - U A — 200 75 5, REL 23, 5- AR AU o £ — BB S 7 S rh , R
JE3- BRI o AE— 255 22, R ELE5 - BRI o fE— L8 55 /5 S, 2R A2 3, 5- BRI
TE—2E 505 2, p ZEURIE 2. 3, 5- BUARIE AT DAARIR] sAS R (i, ARl R ) =)
ZHI-OHIR) -

[0230] YA BRI/ CHIML A —RE S0 15 5, -NH-CH R™) -C (0) - JE R LA SL R B
B AE— LS S, -NH-CH (R™) -C (0) - FE DA SRR IR o fF — 2L S 5 5, -NH - CH
(R™) -C (0) ~JE R Tyr BRIk  E—2E 5 5 5, -NH-CH (R™) -C (0) -JE i Phe &k o /F—2E 50
6 5 5, -NH-CH (R™) ~C (0) ~JE & (4-NO,) -Phe#k 3t  fF— o5 J 5¢ 1, -NH-CH R™) -C
(0) -JE Bk (4-NH,) -Phefk bk . fE—2E5j 5 %<, -NH-CH (R™) -C(0) -JEsRhTyrFk it . fr—12
S5 5, -NH-CH (R™) -C (0) - B (3-1) TyrBkEk . fF—8 527 %, -NH-CH R™) -C
(0) -TE R GLuBk L . 7F—20 526 5 2 11, -NH-CH (R™) -C (0) - JEBGInFR L o 77— 28 56 )y 5¢
1, -NH-CH (R*) -C(0) - JE & D- TyrFk Ak,

(02311 YEsRA BRI/ Bk CHUML APt — 2 S 5 g b R™J2C, -C e BBk R R, HhR™ L B
BEC, -C L A LBk I ARIE  FLrC, - C e IE AL B R SE 0 - 2R 7 b e
~4‘§2§4\N\S$WE/EO%@J§¥%F§MEPR“E' NR™), L, Fd AR M - HEk
LB HEC, -C i 5

[0232]  ERA BRI/ skCHML A — 2oy S RPERTR™  HHR™ S B C, -C Mk
B S| 7 1 | 518 S = L RO O 78~ S| 7 ) | o188 3B R (O R R 2 i e I W 2
N\sm/a/ﬁo%%%%%ﬁ,,ﬁlﬂl%gm -NR™), B, FA AR M - ek Pk ks
C,-C ik,

[0233] YA BN/ S CHUML A — 8 5 5 5 RP S BLBEC, - C O B3k G SRE sk
BREE (B, AT 2RI 1) A E—2E S0y S R, -C ]IF%JU%FW]IH%%EPE@E~/\
HAU S AN T (N SERO) o 7 — 2851 1 5, Rgb‘aﬁfﬁc -C I bidE.

[0234]  {r=CA BRI/ B CHIME A I — L8 5 7 56 v R3°E'HILU@E FE—BE STy S R

}

59



N 119325480 A W OB P 93/120 T

FENRY) o AE—E8 ST S RO JE-N R, H AR B ek S 4C, - C ik 7

— S s RPN R™) L, Hh R AL e — 2oy S R 2 - N<R3d>2,3,

ﬁqnﬁ\Rgdzmji&%—Hﬁﬁﬂﬁ FE—E 5] 5 S R - NH, B -NH, o

[0235] /£ XA BRI/ BCHIL S —EE 50 5 &, R3aE'C -C knﬁ {E—SE 55 S,

R FEL A — B85 )y 5 b RS OB A ~¢‘37LB&757,<EP' Rgaaﬁ\iﬁ {E—LEE SN 7 2

R T B Sy Srh  RP R R L

[0236]  {EARIML AP —EE 56 5 %, -NRY-CH (R™) -C (0) - B N Lo Sl ik it o fF— 1t

ST S, -NRY-CH R™) -C (0) - DA SL IR IR AL o £ — BB 5 5, -NRY-CH R™) -C

(0) -JEHLys (iPr) FedE A —He 5y 2, -NRY-CH(R™) -C (0) -FEpliArg (Me) , CRASHR) 7%

HEAE—BESE T 5, -NRY-CH (R™) -C(0) - FEJliArg (Me) FREE.

[0237]  AERAII AP0 — e 577 2 H , NRY -CH (R™) -C (0) - J&-NH-CH(R™) -C(0) - o f£—

BB 17 5, -NH-CH (R™) -C (0) - I Lad LR Ik Bk o fF — B85 /7 5, -NH-CH (R™) -C

(0) - Tk DA LA AR AL o £ — 265t /5 2, -NH-CH (R*) -C (0) - JE K Lys (iPr) Fe L. fr 2t

ST ST, -NH-CH R™) -C (0) - fiArg (Me) , R ) k5 o A — e 52 )y 5, -NH-CH

R™) -C(0) -FEnkArg (Me) FEHE.

[0238]  FEsRAMIIL AT —RE 50 /7 €1, NRY -CH (R™) ~C (0) ~J&-NCH,~CH (R™) -C(0) - . 7F

— e %, -NCH,-CH (R*) -C (0) - LA SLBR PR AL . 15— S8 526 /7 % , -NCH, - CH

(R™) -C (0) - T ADEL IR IR AL - /E—2E 5] J5 5 11, -NCH,-CH (R™) -C (0) - JE & Lys (iPr) 5%
B AE—2E S T S, -NCH,-CH (R™) -C(0) -JE piAre (Me) o INFR) B2 o A — B85 )y 4

EP, NCH,-CH (R™) -C(0) ﬂﬁEArg(Me) FREL,

[0239]  EsRARI—RE 50ty S, RV 2. C -C ik R R, iR S BiEC, - C, e ik

HAPRE-NRY) , , Hrh R 1 - Hdzéifﬁdz%ﬁc -C itk

[0240] 7 XARY—2E 07T S, RV S o AF AR — B 507 )7 S RTEC - C btk o A —

BE Sty S RV HSE

[0241]  FEsRAM—2E 5y S, RVER R, LR L Bk C, - C e 3t , HrPR 2 -N

(R*®) o, FerPAEANRE S M2 - ol P kS EC, - C ek AE— SR 91 58 P, RV 2 (€, 00

Jf;‘%%) -NH(C, ,Fedb) o fF—1205050 /5 € RV (CIEE D) -NH (R 2D .

[0242]  YEXBRI/ B CHIL AWl — e 52577 S, -NH-CH (R™) -C (0) - T kLS BEFR IR I

FE—Be S )5 56, -NH-CH (R™) -C (0) -JE ik DA FEFR Bk 5k o /F — M8 56 )5 5 , -NH-CH

R™) -C(0) -FEMLys (iPr) eIk . A —E8 505 %, -NH-CH (R™) -C(0) - JE fiArg (Me) , CFX

FR) Bk  AF— 650 75 26, -NH-CH (R™) -C (0) - JEpkArg (Me) FREE.

[0243]  YE3A BRI/ Bk CHUML APt — 2 5 5 e rh  R™ER R, R B 5EC, -C b

B gL sl L LR C, - CH 0 - 2N g — A ek 22 ANL S/ B0 It 1A,

HIR™S2-NRY) . 3daﬂm%,;iﬂhnz/\l%4dzmﬂﬁm Hik Bk Sz kC, -C bk,

[0244] 7 A BRI/ BRCHUML SR — S 5 5 &, R‘“’E‘E%C -COM e 3k A B I

ML (B AT 2R ) o AE—28 520 5 g R™FEC, - C T — AN A & AN 4T (NS

5k0) o AE—EE S S, R B EC, -C e Ak

[0245] YA BRI/ s CHfb St — %%B&ﬁmqﬂ RN . A — 25ty v R

FENRY) o AE—E8S0 T S R JE-NRY) , L, H AR B ek S 4C, - C ik 7
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— BBy S RN RY) L AR P Ay L RO N RY)
H P ARy M - His B o A — 2B S 5 S, R 2 -NH, K -NH, o

[0246]  FEZRABAI/ SKCHOML A Wi — e 50 5 %, -NH-CH R™) -C (0) - JE DA Sk ik
B S T S, -NH-CH (R™) -C (0) ~JE LA R IR L . A — 285 /7 %, -NH-CH
R™) -C(0) JE)kD-Arghht . fE—LE 5t 5 5, -NH-CH(R™) -C(0) -JEkD-hArgft.

[0247]  {ETRABHI/ s CH—EE S0 )5 5, -NH-CH (R™) -C (0) - (i Tl s R R DA TE
Ji%-NH-CH (R") -C (=NH) - o £ — L8525 5 %, -NH-CH (R™) -C (=NH) - JE )l DA ek 5k o A
— St 7y, -NH-CH (R™) -C (=NH) T LA LR AL BE o /5 — 28577 5 5¢ 1, -NH-CH
R™) -C(0) - FEHD-ArghkHt  fF—2e 5t 5 %, -NH-CH(R™) -C (=NH) -JEZ D -hArgikHt.
[0248]  FECA BRI/ SO S —LE 50 5 % R - (CHy) | ,-R™, Hrh- (CHy , .-t
) LN TN SEROZL B 1A%, FE RS2

[0249] R DL N & Wi — ﬁlﬁjzéﬁ{:\ﬂlﬁﬁﬁz*ﬁ%:%ﬂz-NHz\—NOQ,—0H,—0R5C -SH, -
SR, -N,, ~CNu -0~ Z k4 - R iz K -OH 3~ HUAR s /e o 22k -1 5- AR ; Hrbr-0-
SRREEMTLE 7 -NH, -NO,,, -OH, -OR™, -SH, -SR, -N, ik -CN 4~ HfX, Forf1-0- R 3L Tkt
B ZKak-0H 3-HU, Hor-0- 2R 528 Ejjﬂ%ﬂzi%i OH 5-HUf; =k

[0250] & BRI & =305 5, B — Ak 2N IRAE e iy BN L ST/ sk 0 2% it -
B, Bt M T s b 25 - O -OR™ BBk« -NHR 1/ BN (R™) i —Fvil 4 45 Y
s

[0251] R MRS R C, -C, Pk S ki dik .

[0252]  FESRABAI/ SRCAOML A M — e 5ty % rh  R*E -CH, - R o £E — 28 5T j Jy &
R™E - CH,-CH,-R™ o fE—$6 55 /5 56 1, R™ & - CH, - CH, - CH,-R™,

[0253] ﬁfﬁA\B$D/Ezcﬁﬁ1{%#ﬁlﬁ@~£b7kﬁmﬁ 7l<':¥:' R5b‘5'fij_i&%ﬁu?%1ﬁﬂlﬂﬁﬁ — Pk
AT U 2RI 4 -NH,« -NO,, -OH, -OR®, -SH,, ~SR®, N, ~CNik - 0- 2 k4 - iU s e 1) Sk -
OH 3-HUFR; /sl b el -OH 5-HUAR s HLr-0- 2RILFAE e s -NH, . -NO, , -OH, -OR™, -
SH, -SR*, -N,uk -ON 4~ HU, Horfr-0- R EEEM T Ml ) ok -1 3-HUR, Herpr-0- R L EMT
Vel 1 Z e -OH 5~ B fE— 285 5 S RS2 AT e AR 8351 b i) — e 45 B
FRIFIZREL : 3 -NH,+ -NO,,, -OH, - SH, -N,, -CNik -0- 2K 564 - U ; e <) 22k -OH 3 HUAR; A1/ sl
Zok-OH 5- B AF—2e 5ty S, DR RS A4 - AR BRI o 75— 285t 5 ZEvpr, R4 -
NH, 4- U A —20 500 75 26, DR AR -NO, 4- B - A — L850 /7 56, R 56wk - O 4- X
PR AE— RSt 5 S, R -OR™ A- IR o AE— 05y b, R34 - SH 4-HUR . AE—
OSSP, SR SR 4- AR AE— RS S SRR N, 4-EUR e ST
ZEHp RBEE -ON 4- U A1 — BB 5 )7 58, ARAER - 0- R dk4 - U  AE— 0 5206 07 5,
AR ST MR C, - Cy BB S e o A — 850y S b, R MR FE 7 — 28 5T
P, IRBLE 3 - AR o £ — LB S /7 S8, ARAEA D 213 - U o A — 28 55 7 S, Rk
Be-OH 3- BV o A28 5t 77 5, TRIE w10 325 - IR o A — 285056 75 v, R AL -OH 5- L
ALt )7 5, 1 FE il o AE— 2050 77 5, - 0- FREEER @ AU o« £F— L8506
T35, -0-FRILERIE4- BRI o AE— 285056 77 S, -0- REEPARE 3 - UK N o /1 — 28506 )y
g, -0- FRILEE5 - B o

[0254]  FERA BRI/ SCHIL A M — 2850 /7 5 rh RV E B BOAR &5 = 2F055E, Horh
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— AR ARSI RN S/ 02 5 AR, I ELAT et A g g 22 - OH . -
OR™ AL -NHR™F1/ N (R*) , FH P — s 4 U o /5 — B8 5t 7y 5 PP RN B b
C,-C, BL BB S R AL o A — U A 58P AR S FFE L A — B85 1 5P RO AL
PRSI & =105 L, Horh0- 3SR HUREN S/ B 02 5T -4 R, I ELARZE b bl 1
F - OHFI/ S AU 1 — Rl A A B o A — 285t )y S, R AR e b b 2K - OH
i1/ sl S 11— el A A BRI A A SRR & = PR3 56 AF— S Jy 5 PP R 2 ATk
by ARG 1 3 - O/ Bl B R 1 0 - 3 BE MU OB S SR Bl o = By Bt o A — 16
Sty S RS B A R B & = PR 3k S )y SR R AR - B B
ARSI 5 S B A BB & =207 B g N P S B A 4 5 E 6 N ERER , o
0- 3RS HEBEN L SR/ RO I 324X 25ty 5 vT LR IR BRI, 4 B Fir
JES

(02551 1A BRI/ SO AN —EE 526 /5 5, -NH-CH (R™) -C (0) - JE L ad S e 7k
H o AE— RO 5 J5 5, -NH-CH R™) -C (0) - DR R I . 75— 285t )5 5, -NH-CH
(R™) -C(0) -T2 (Ant) AlaFkBk. /1 —SE5 i /5 5EH , -NH-CH(R™) -C (0) -JEH2-Nal .
FE—E852) /5 5P, -NH-CH (R™) ~C (0) ~JE s Trp Bt o 4 — L5t Jy 5, -NH-CH R™®) -C
(0) -JE Bk, (4-NH,) Phe Rk . A —EE 5 5 5, -NH-CH (R™) -C(0) - hTyrfkdt . A —1es
.75 5 H , -NH-CH (R™) -C (0) - FER Tyr Pkt

[0256]  ETRA BRI/ BRI —EE St/ 51, -NH-CH (R™) ~C (0) - (Bt i S 3 AR LLIE
FC-NH-CH (R™) -C (=NH) - 73 A BRI/ SiCH—2e 5 i /5 5 HA , -NH-CH (R™) -C(0) - ({3
TR A AR AT B - NH - CH (R™®) -C (=NH) - o fE—28523tiJ5 %P, -NH-CH(R™) -C (0) - FE AR LA
FERRFRL I H A Wl DR AR o e — BB S 75 SR, -NH-CH (R™) -C (0) - TR DA SE MR 7k
I H R AR /7 — 2850005 52 R, -NH-CH (R™) -C (0) -JE 2~ (Ant) AlaFk3t,
O HL 3 SRR R AR A2 — e 50 5 S, -NH-CH(R™) ~C (0) -JE 2 -Nal sk, I H 4k
P R 1R E— R85 5 %, -NH-CH (R™®) ~C (0) ~FE R Trp k3, L A= MMl bk
AR AE—ESTJE 5 5, -NH-CH (R™) -C(0) -JEK (4-NH,) Phedk 5k, 3 H 5B kAR .
TE—SB5HEJ %R, -NH-CHR™) -C (0) - JE R Ty r k3, JF HL A EER R AR o A — 2850
5 5H, -NH-CH(R™) -C(0) -JERR TyrZt, J H S s AR

(02571 {ESCA B/ ECHIL B — 250 5 5,

[0258]  (a) R®ZH. FIJE, £ % -C=CH.-CH=CH,, -C=C- (CH,) , ,-OH,-C=C- (CH,) , ,-SH,
-C=C- (CH,) , ,~NH,, -C=C- (CH,), ,~COOH,-C=C- (CH,), ,-CONH,, -C=C- (CH,), ,R*R™,
-CH=CH- (CH,) , ,-OH, -CH=CH- (CH,) , ,-SH, -CH=CH- (CH,), ,-NH,, -CH=CH- (CH,), ,-
COOH, -CH=CH- (CH,) , ,~CONH,, -CH=CH- (CH,) , ,R*R*, -CH,-R*"-OH, -CH,-R*"~COOH, -CH, -
(R™) , ,~NH, , ~CH,~R"-CONH, - CH,-R*"R" , F{ AR M A7 47 , F-CH, - -NH- -5~
-0~ HHIR™ 2 :

(02591 5uk6 T A IR, Hh— N AR e HO AN SFI/ R0 50X, OF FLAE
VSO 06 SR R B AR SN/ b R — Ak 2 AN BRI 5,

0] o]
H H
f0260]  (b) -NH-CH (R®*) -C (0) - NH- & \’N%LH}\ YNZ&H}\
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& B M >“ 'T" A L-'*B/Ht;\*ém

[0261] EEEA\B%n/azCElﬁchA%Eﬁ~¢b%ﬁmﬁ L ROV H 7E— 285 /7 S R
BBy e RO LB AE— SRS T S R™ I - C=CH. /E— 2B 5t 7 5, R™
J2- CH=CH, o £ —1E 55 5 5 11, R™ & - CH, -R* - OH. £E— 852 it 5 56 1, R™ & - CH, -R**- COOH.,
FE—LE 9077 S rp ROYE-CH,- R™) |, -NH, o fE—BE I 1T % H1, RO J - CH,-R® - CONH, o £E—
giwﬁ%¢R%Ecczwwm0Hf LD TE S ¢Rmﬂcc<w>m6Hf~
B i 75 5P RUE-C=C- (CH,) | ,~NH, o fE— B85t /7 5€ 1, R™ /& -C=C~ (CH,) , ,-COOH. 7%
— BB 5T RO 2 -C=C- (CH,) | ,~CONH, . fE—28 50 7 S, R™ L -C= cmm
JRORY A —28 5t 7y S R -CH=CH~ (CH,) | ,-OH. {E—2E5j 5 5, R™ 2 -Cll= -
(CH,) |_,~SHo fE—2E50e 5 % R & -CH=CH~ (CH,) ,_,~NH, o fE—28 5 /5 51, R™ & -CH
=CH- (CH,) , ,~COOH . /£ —4E52 ] 5 %, R™ & - CH=CH- (CH)IB CONH, o {E—EE S 1 56 17,
R™J&-CH=CH- (CH,) | ,R*R* o AF MR I HAFFAE , S -CH, -« -NH- L -S- 5 -0- o 7 — 28501
ﬁ%¢£%ﬁﬂ1f~%*mﬁ%$ngw—

(02621 /£ A BRI/ SO AP —2e 5206 /5 5 b ROEH . FR 3L L £ 3k -C=CH., -CH=
CH,, -CH,-R*"-OH, -CH,-R*"~COOH, -CH,~- R*) | ,~NH,, -CH,-R""-CONH, 5 - CH,-R*R" . {—2E 51
%ﬁ%¢R%Eaiww“iAWﬁiﬁrﬁf@u%\NH\Sﬁo AE—EES i )
S RORAFAE AE—E S0 5 5P RO - CH, - o /E— 28 S0 5 5Ty, R™ Bk 6 075 kR,
Hr10- 34N Mo feN  SFN/ 02 512X, I AT o o afe F S AR IR B
F BRI/ B 20 - 3N IR ; AE— 2850ty S, B AR IR o A — 2B S0t Ty 56
Hh RO AT 7 328 11 SRR R (AR R BB/ B K 100 3ANBE TR K556
Ty B A — L85 Iy T, I B AR .

[0263] 7 2CA BRI/ B CIA AL A M) — 28 92t 77 577, -NH-CH (R°®) -C (0) -NH- 4

o]
H
H 0 H 0 H o A‘ \{N N}\j}g{i \o _‘Lﬁj,‘g—,\,@
O N Y& L TR

,\ T HN’\
75 2¢ih1, -NH-CH (R%) -C (0) -NH-?EZ(_T;E LN/\]/&O =
© &

[0264]  {¥30A BRI/ CHOML A — R 52 77 %, -NH-CH R™) -C (0) - JE DA KLk ik
HE A5 2, -NH-CH R™) -C (0) - JE L FEFR IR I o £E — L5 /5 % , -NH-CH
R™) -C (0) - JERHi sFRIE o AE—2E 555 5, -NH-CH (R™) -C (0) - pkD-Hi sFeIt . fF—18
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(R™) -C(0) ﬁ;ﬁizzgcs (ii?)a/;;%ﬁtﬁjglf&cf(ﬁ;h N ") -C(0) -JE Ty rFebt s -NH-CH
DA SRR :H:E'JRA7aE|Ci’ C(0) -FEAD- ArgZit; -NH-CH(RY™) - (0) -F¢
C M bEdE s FL-NH-CH R™) -C (0) - JEpliLys (iPr) F3E . 7 —
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XS5 S, -NH-CH (R™) -C (0) - JE Gy Bk o £F —BE3X B8 52t J5 %, - NH-CH
(R6a) -C (0) - T D-AlaFb it  fF— R8I BE 5 5 2, -NH-CH (R™) -C (0) - JE i 2-NalFk k.
HE—HeX B8 )i 5 2, -NH-CH (R™) -C (0) - JE Bk (4-NH,) PheBkFE o fF — 8 X BL 5 i /5 5
i, -NH-CH(R"®) -C(0) - fiPheFidk , 7 HRYORA7AE A — 205t )y S rh , RM OS2 - [423K] -
RY L RAMREISEC, -ClkEdE, 3 HRY 2 -NHC (0)

[0405]  ZE AR S Rg—2E 55 5 S b i e DA N S i — itk 22 00«

[0406] &) -NH-CH(R*™) -C(0) - JERL Tyrkdi;

[0407]  b) -NH-CH(R™) -C(0) - JEkLys (iPr) FEIL;

[0408] ) -NH-CH(R™) -C(0) -JERD- Arghb it ;

[04091  d) -NH-CH (R™) -C(0) -JEpk2-Nal Fk 5L ; A1/5k,

[0410]  ¢) -NH-CH(R™) -C(0) - JERKD-AlaFklt.

[0411]  ZERARIL SIS —2E 5 hE 5 &, -NH-CH (R*) -C (0) - JE R Tyr#k 3t ; -NH-CH
R™) -C(0) -FEkLys (iPr) 7kEE; -NH-CH (R"™) -C (0) - 1kD-ArgFi L -NH-CH(R™) -C (0) -1E

A 2-NalZ8 5L ; 3 H -NH-CH (R™) -C (0) -JEpD-AlaB it

[0412]  ZECARIIL ST —2E 50 hE 5 &, -NH-CH (R*) -C (0) - JE R TyrZk 3t ; -NH-CH
R™) -C(0) -JE i Lys (iPr) ZkEE; -NH-CH (R™) -C (0) -FEJkD-ArgFi L ; -NH-CH (R'™) -C (0) -1E

DA SRR L SE , HrhRY R C - C, ke 3 s 3 H.-NH-CH R™) - 5R™ [ -C (0) - —&IE K Lys
(iPr) FREE AF—LE5 5 )5 5, -NH-CH (R™) -C (0) -JEAG1y &AL .D-AlaZk L D-GlnFk bk

D-AsnFbEL A B S0 7T &, -NH-CH (RM®) -C (0) - JE i Phe ik L, I AR ASIEALE  AF— L

Sty gerf RYOR - (k] -RY RV ELBEC, -Cl ke s, IF HRY U -NH-C(0) -

(04131 FERARIL AP —LE 57 %« -NH-CH R*) -C (0) ﬁ/ﬁkTyr%%%,-NCHB-CH
R™) -C(0) -FEkLys (iPr) 7kEE; -NH-CH (R™) -C (0) -FE1&D-ArgFi L ; -NH-CH(R™) -C (0) - ¥

i 2-NalZEdL s -NH-CH (R®) -C (0) - FEiD-Ala; -NH-CH RM®) -C (0) -T2 kDA Shfia kL , b
RYEC, -C ke s H-NH-CH(R™) - 5R™[1J-C(0) -~k Lys (iPr) FRAk . /F— 285 5

Zr, -NH- CH(RSa) SR¥1-C(0) -—HJE R Lys (iPr) 5k, ZLys (iPr) BRILHmERAY  fr—

B %, -NH-CH (R™) - 5R™1-C(0) -—/ELys (iPr) -NH,.

[0414]  {E XA S — L8 5206 )5 56« -NH-CH (R®) -C (0) - JE & Tyr3& 3L ; -NH-CH
R™) -C(0) -FEHLys (iPr) FEEL; -NH-CH (R™) -C (0) - FEJKD-ArgFidt ; -NH-CH (R™) -C (=NH) -

FE Ak 2-Nal 3L ; -NH-CH (R™) -C (0) -JERED-Ala; -NH-CH (RM) -C (0) -JE piDaa Stk k3L, Horh
RYEC,-C ke dE s 3 HL-NH-CH(R™) - 5R™[J-C (0) -—HJEiLys (iPr) Zk3t . e AL A

Wi — %ﬂwﬁ H: -NH-CH (R*) -C (0) - JE Ak Tyr#k3L ; -NH-CH (R™) -C (0) - JE K Lys (iPr)

FEFL; -NH-CH(R™) -C (0) - JERED- Arghe3it ; -NH-CH (R™) -C(0) - JE k2 -Nal #e3EHf H A= e

W IRAEEAL s -NH-CH (R™) -C (0) -JEAkD-Ala; -NH-CH(RY™) -C (0) - JEpDsa kb sk It , HorprM 2

C,-C, ek s H H.-NH-CHR™) - 5R™1)-C (0) -k pkLys (iPr) FIE A RARIL AW —

B 77 S s -NH-CH R™) -C (0) - Tyr 3R ; -NH-CH R™) -C (0) -JEikLys (iPr) kL, -

NH-CH(R™) -C (0) -JERD - ArgFkAL; -NH-CH(R™) -C (=NH) -, H:rfR™ /& - CH, (2- Z538) ; -NH-CH
R™) -C (0) -JEHED-Alas -NH-CH R"™) -C (0) —ﬁ%}iDﬁ%@ﬁﬁ%,ﬁm”& (20, -C, ik IF

H.-NH-CH(R™) - 5R™[{J-C (0) -—i& & Lys (iPr) FREE . AF—L8520 )5 2, -NH- CH(R8a> 5

R™[KJ-C(0) -2 IRk Lys (iPr) &L, ZLys (iPr) BREEWIEIEAL o« 45— L5206 05 %, -NH-CH
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R™) - 5R™f-C(0) -— kB Lys (iPr) -NH,.

[0415] XA S ¥l — L 506 )5 56« -NH-CH (R®) -C (0) - JE & Tyr3& 3 ; -NH-CH
R™) -C(0) - Lys (iPr) FkFE; -NH-CH (R™) -C (=NH) - JEJ§D-ArgFkHE; -NH-CH (R™) -C(0) -
o 2-NalFk 5L ; -NH-CH (R™) -C (0) -JEJkD-Alas; -NH-CH (R'™) -C (0) - FE Il Da Sk it Horh
RYEC, -C I ek s JF HL-NH-CH (R™) - 5R™[K]-C(0) -— B ikLys (iPr) #k5E  AE AL A
Wit 8520 75 S s -NH-CH R™) -C (0) -JE A Tyr 5k ; -NH-CH (R™) -C (0) -JEjikLys (iPr)
FRIE; -NH-CH R™) -C (0) -JEhD- ArgFREET HL A= e e kA5 45 -NH-CH (R™) -C (0) -JE )ik
9-NalZ&EE; -NH-CH (R®) -C (0) -JE K D-Ala; -NH-CH (RV) -C (0) -JE D ELfg 7 L , HLrpRY
JEC,-C I3k s 3 H-NH-CH (R™) - 5R™[¥)-C(0) -—H B Lys (iPr) FkEE AE AL A P10
— BB 77 1 : -NH-CH (R*) -C (0) - JE Rk TyrFkdt ; -NH-CH R™) -C (0) - JE ik Lys (iPr) %%
L5 -NH-CH(R™) -C (=NH) -, HAR™ & - (CH,) ,NHC (=NH) NH, ; -NH-CH (R™) -C (0) -JEii2-Nal
BRI 5 -NH-CH (R®) -C (0) - JEAkD-Alas -NH-CH (R'™®) -C (0) - JE kDA e e ik, PR J2C -
C, e s I H-NH-CH R™) - 5R™[¥)-C (0) ~——i2 I kLys (iPr) FR3t e —2L5fe y &rh, -
NH-CH (R™) - 5R™[{-C(0) -— &Ik Lys (iPr) 3%3E, 1ZLys (iPr) ZRILHE el . 75— 506
J3 5 H, -NH-CH(R™) - 5R™1)-C (0) - —FZJEAiLys (iPr) -NH,.

[0416]  {ERAMIIL S ¥l — L8 506 )5 56« -NH-CH (R®) -C (0) - JE & Tyr3& 3L ; -NH-CH
R™) -C (=NH) - JELys (iPr) ZREE; -NH-CH (R™) -C(0) -JE kD~ ArghkEk; -NH-CH (R™) -C(0) -
T 2-NalFk 5L ; -NH-CH (R™) -C (0) -FEJkD-Alas; -NH-CH (R'™) -C (0) - FE Ik DE Sk i, o
RYEC, -C I ek s JF HL-NH-CH (R™) - 5R™[K)-C (0) -— B pkLys (iPr) #k5E . AE AL A
Wit —EE 520 75 S s -NH-CH R™) -C (0) -JE R Tyr 5k ; -NH-CH (R™) -C (0) -JEjkLys (iPr)
PRI HL SRR -NH-CH R™) -C (0) - JE A& D-ArghRdt ; -NH-CH R™) -C (0) - JE AL
9-NalZ&EE; -NH-CH (R®) -C (0) -JE K D-Ala; -NH-CH (RV) -C (0) -JE piDar ELi 7 L , HLrpRY
JEC,-C e 3k s 3 H-NH-CH (R™) - 5R*[#)-C(0) -—H M Lys (iPr) FkEE  AE AL A P10
— B85t 5 -NH-CH (R™) -C (0) - FE Il TyrFkEE; -NH-CH R™) -C (=NH) -, HrpR™ 2 -
(CH,) ,NH (iPr) ; -NH-CH (R™) -C (0) - FE %D - ArgFkE; -NH-CH R™) -C (0) - p2-Nal Fdt; -
NH-CH(R™) -C(0) - JEHD-Alas -NH-CH(R'™) -C (0) - JEsDEIERG L L, HorhRY )2 C -C, ik
35 I H-NH-CH R™) - 5R™[#)-C (0) -— &k Lys (iPr) Bk E: . fF—LE 5 /5 5, -NH-CH
R™) - HR™f1-C (0) -—&IE R Lys (iPr) BRIt %Lys (iPr) FRILBBENAY o £ — L8 520 )5 5
Hr, -NH-CH (R™) - 5R™J-C (0) -— & kLys (iPr) -NH,

[0417]  {ER B S ¥l — L8 5206 )5 56« -NH-CH (R®) -C (0) - JE & Tyr3& 3L ; -NH-CH
(R*) -C (0) -k Lys (iPr) FEE; -NH-CH R™) -C (0) -JE kD - ArgFkdE ; I HL-NH-CH R™) -C
(0) -FERkLys (iPr) FRAE . AE— LI BE S0 1 6, -NH-CH(R™) -C (0) - TGy Fk KL \D-Aladk
H.D-GInFEILEkD-AsnFEAt ; 7 HL-NH-CH(R™) -C(0) - JEA%2-Nal#8 3t (2-Ant) Alafkdink (4-
NH,) Phe#& 2

[0418] /e B SISt )y 5« -NH-CH (R*) -C (0) - JE R TyrFi 3L ; -NH-CH R™) -C
(0) -JEHLys (iPr) FRIE; -NH-CH(R™) -C(0) - FE D~ ArgFk; -NH-CH (R™) -C(0) -FEpk2-Nal
FEIL: I H -NH-CH (R®™) -C(0) -JEHD-Ala.

[04191  {ERCHIML S ¥l — L 520 )5 56« -NH-CH (R®) -C (0) - JE & Tyr3& 3L ; -NH-CH
R™) -C(0) -FEkLys (iPr) 7kEE; -NH-CH (R"™) -C(0) -1k D-ArgFi L -NH-CH(R™) -C (0) -1E
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i 2-NalFEE ; - H -NH-CH (R®) -C (0) -JEkD-Ala.
[0420]  ZERAMIL SR —2e 5055 b b S BA A - TR g5 sl L Eh oA I Y«

o\\ RAT&
RA10
[0421] A1a
H RQE
HN \I/a
R* [ A-T1]
[0422]  Hip,

[0423] ZaE' - (CH,) - R™) - CERL) , HAR™RAFAE & -CH, -« -NH- . -S- 5 -0~ , H k2%
SLAT 7 -NH,,  -NO,« -OH. -OR* - SH. - SR, -N, - -CNak - 0~ ZK k4 - AR, AT et gl g 2%
Bk -0H 3-HUR, b MR Jhsr R C, -C, Pk S ki ik

[0424]  R™ZRR™, FHR™ L EBEC, -C e AL C,-C A REERC, - C B , R 2 -N
R™) BRI, H A AR sy 2 - Hdﬁfﬁi%ﬁc -C btk

[0425]  R™ER"R', H AR 2 E4EC, -C AT EE C,- C M I ERC, -C M3k, FErR™ 2 -N
R™) BRI, g AR by 2 - Hjﬁ%ﬁjiiﬁcl C otk

[0426]  R™JE- (CH,) , ,-R”, HAR™ .

YN

[0427] EQ&%EMT%IWPE@ il 2 PR ZR2E - 92 -NH, -NO,, -OH, -SH,, -N,, -CN
Bk -0- 234 - UK 1 K- O 3- HAR 1/ sl gl k-0 5-HUAR

[0428] BRI =805 Bl 0y SEIR, HAT e pg K .- OH L -OR™ 5 BE L -NHR™
Fil/BN R*) ,Hi Py — Pl 20 LR OF L

(04291 HLHIR™ & [ HILZC, -C, B fiE ok S b

[0430] R6aE' I3, £ 3k -C=CH. -CH=CH,, -CH,-R*"-OH, -CH,-R*"-COOH, -CH, - R*) | ,-
NH, , -CH, -R®"~CONH, i - CH, R6bR6C,,\EP!:/\Rﬁbﬂ_Li{ﬁTﬁf,;E CH,-+-NH-.-S-i-0-;Jf
EﬁEPR&E'B%ﬂ:%B%H , 0 - 3SR H N L S/ k044 i/ %Wﬁ I HAR e e
N7 AU R R R SRR/ Bl 20 - 3BT

(04311 R™ZR™R™, HLAhR™ [T BIHEC, -C, M KE3E C, - Co B HC, - C MBI HE R LN
R™) , B INEE , AR ARty 2 - Hjafﬁja%ﬁcl Chidt;

[0432]  R*j&:-C(0)NH,~C(0) ~OH. ~CH,~C (0) NH,-CH,~C(0) -OH,-R™-R*uk -R™- [#3K] -

0
RY AR 2 -C(0)NH-; %HRQC%M\R‘” HrPRY 2 Bk S 5EC, - C e AR R SR
RQdRQE

R TR VTR R S 5 WIILEE | - SHL - OH . -NH-C (0) -CH,~ -S-C (0) ~CH,~ -0-C (0) ~CH+ -
NH-C(0) - CEEL) +-S-C(0) - CRAE) -0-C(0) - GRIE) +-NH-CH,» -N(CH,) ,+ - S-CH, -0-CH, 5K
B I HRY R A k-0l

[0433]  RYEC,-CMikedt;

[0434] RMORK ﬁf - (kTR

[0435]  MRMORAELER, RN
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[0436]  FLGEC, - Colidt AR EREL , FrhC, - C 0 - 2 B A il — e 2N SHL/
20z %**ﬁﬂ:_im&ﬁiﬁuT%ﬁiEﬁﬁﬂﬂﬁﬁc IR : - SH -OH B 5 R L | -

NH-C (0) ~CH,+~S-C(0) ~CH,+~-0-C(0) ~CH,+-NH-C(0) - GEZE) .-S-C(0) - CGEHE) .-0-C(0) - CE
£5) .-NH- (CH,) | _,~-NH,~CH,-N(CH,) ,_,-S-CH,k-0-CH,;

[0437]  SCHC, kamﬁé I%ﬁdz&%,ﬁﬁhc CIOEPEI’JO 3SR A — D E 2 NS/
B OZR I TG B

[0438]  RMRM*, HLARRM IR B EC, -C T, FoAC, WA B s M AT BT B M N S04
SRR, HARRY 2

[0439]  5Ek67CTT AR, HoH—al 22 N s g M geN SR/ 02 i1 B) 4K, I HLAT:
Vet e STk B RN BN/ R — DB R I

(04401 R BRI G = 3007 5, Hoh— e 2 AT et i s N SR/ B0 it 1
B, HAT e e 7306 1 5 25 - OHL -ORM LU - NHRY R /5N (RM) i — ek 24 3t
IR, PR ARY ST HURC - C B BB BT 5

[0441]  MRYSE-[ReK]-RY I, RN ERYRM HorhRM L cmm%\m%ﬁdaz
5&%,ﬁﬂlﬂCZ-CﬁﬂE@O-Z/Mﬁémﬁi&%ﬂms%ﬂ/aﬁ%%)?%*ﬂkJ%EHRA“ & -NH-C (0) -

(0) -,-0-,-C(0)NH-,-C(0) -N(CH,) -, -NHC(S) -, -C(S)NH-, -N(CH,) C(S) -, -C(O)N(CHB) -, N
(CH,) C(0) -, -C(S)N(CH,) -, -NHC (S)NH-, -NHC (0)NH-, -S-,-S(0) -, -S(0) -0-,-5(0) ,-,-S
(0),-0-,-S(0) ,-NH-,-S(0) -NH-, -Se-, -Se (0) -, -Se (0) ,-, -NHNHC (0) -, -C (0) NHNH- , -OP
(0) (o‘)o—\—aﬁﬁﬁtﬂ%- - AR BE R B - . -S- PO AER A -s -

2 j:/ko O,\j( %\,’“‘% Lar-

[0442] ?ﬁ%;EXL\XLXL\BZXLXLXL-

§7H _E E—:;;«:Hzn—ﬁ

! LY - (CHys ©
[0443] X' £ 3y Hb/E - CH, H:l: 4 ) 2/1-5 (I
(?H2)1-5 I|' ||'1
R . RZ Bl R? 3
[0444] 14 (1 3y {2 -NH-~C (0) = ~NHC (0) = ~C (0) NH- ~N (CH,) C (0) ~~C (0) N
(CH,) -3

[0445]  RY'A% sy B PR RIS I SR kR 5 - L

[0446]  R*& [ by b2 8 A 45407

[0447] Pl 20,1825

[0448]  FERYE FEE LS HTATT IS~ DEERRIT B R IO L A 5 e g e M b
ORI

(04491 TLrh0- 3/ MK F S Hd

[0450] ?\/”_g f‘N/\fE Hﬂdzb}m@f‘tﬂzz B
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[0451]  HrHO-3/ MK BEME AN - AL s H

[0452] L FRCORuEmfTEH B LA -

[0453]  {ECABRA- TR AW —e 5 5 56, -NH-CH(RM®) -C (0) - FE AL R IR I
[0454]  fERABA-TIL A I —2e 520 5 %, -NH-CH(RM®) -C(0) ~JE ikiPhesk S 1-Nal
FRIE 2-Nal etk \Tyrskdk . Trpskdt  Lystkdt .hLys#e i  Lys (Ac) #%JiL . Dap#edit . Dabsk ik
Ornfi AL . E A S — e 56 77 26, -NH-CH (RM?) -C (0) - JEBKL-Phefk AL \L-1-Nal
BRI L-2-Nal B L \L-TyrZR AL \L-Trps it \L-Lys# AL \L-hLys#3E . L-Lys (Ac) 7% . L-Dap
FRIEL L-DabZe i uk L-0rnfe ik,

[0455]  {E3CABRA- THIML A Wi —2e sty s, RY 2 - (83K -RY |, HR™Z-C (0)
NH, -C (0) -OH. -CH,-C (0) NH, =% -CH,-C (0) -OH.

[0456]  fr=CAL S —L8 500 5 b (b A R A A - TTE5 A el L #h s Al

0
A\ RA?a

RA1 1]

[0457] RA1a

HN)\rr W)L )\n/ W)L )\n/ W)L ,:'YR%

R [ A-11]
[0458]  Hifr,
(04591 SLA-TTFR[f-NH-CH (R™) -C (0) - JEM Ty r# 5k .PheFREE  (4-NO,) -PhefkEE. (4-
NH,) -PhefkAE hTyrFkAk, (3-1) TyrFkAL .Glufkdt GInFR AL ukD-Tyrik L,
(04601 XA-TTHI{J-NH-CH R™) -C (0) -JEfiLys (iPr) #3E Arg (Ve) , CRATH5) Sk skiArg
(Me) Fd ;
(04611 5CA-TTFPff)-NH-CH(R™) -C(0) -JERKD- ArgFkIEmiiD-hArgFhJE
[04621  SLA-TTHI#)-NH-CH (R™) -C (0) -JE%2- (Ant) AlaZkdt . 2-NalZk 5L . Trpskdt. (4-
NH,) Phe#k 5 \hTyrfk kol Tyr Sk 5 ;
[0463]  FA-TTHI[{)-NH-CH(R™) -C(0) -JEpkHisFkIE D-HisFkIL \D-GlukHE . D-Glnfkdk |
D-Ala%%dL . D-Phesk It . D-Sersk it \D-Dab%k it . D-Dapsk it ;
[0464]  R™JER™R™, FLHR™ L ELBEC, -C ML HE . C,-C AR REERC, - C B LR 2 -N
R™) I, Hrp g ARy Hb 2 - Hjafﬁja%ﬁcl Chidk
[0465]  R™J&-C(0)NH,+-C(0) -OH. -CH,-C (0) NH,+ -CH,-C(0) -OH= -R”"- [#K] -R* 5
[0466] %E' -C(0)NH-;
[0467] A7aE'cl C, W edE;
(04681 RMUALFAEEUE - (k] R 5
(04691 MRMORFELEIT, MR E BBEC, -C bk, AT et e 1 DA 45 T3 11 B B L EY
X -SH. - OH Uk 2 56 IIUEE L -NH-C (0) CHS\ S-C(0) -CH,+-0-C (0) -CH,~-NH-C (0) - CK
35 .-5-C(0) - CGF2E) .-0-C(0) - CGE2E) <-NH- (CH,) | ,~-NH,-CH,-N(CH,) , ,+-S-CH,.5k-0-
CH, Bl S BEC, cwk%%\k%ﬁj‘m%,
[0470]  RMOE-[HEK]-RY MRMERM R LA RM JE BBEC, -C i BE L C,-C I A
5k C,-C B, I HRM O -NH-C(0) -+ ~C(0) =+ ~0-+~C(0)NH-+~C(0) -N(CH,) -~ -NHC(S) -+~
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(S)NH--N(CH,) C(S) -.-C(0)N(CH,) -\-N(CHS)C(O) -+-C(S)N(CH,) - -NHC (S)NH- . -NHC (0)
NH-.-S-.-5(0) -.-S(0) -0-.-5(0) ,-~-S(0) ,-NH-.-S (0) -NH-,-NHNHC (0) - -C (0) NHNH- .

,(SI)=0 oﬂj\s;\ ;8\/N_§_ ?{N/}}"j@ O T s ek & HRS I 2 1 - 10

FASTHIXLIR/ X (L) BB,

(04711 AEANX Sl oy i J2 B A S T/ SRERARC, -C, MR C,-C, ML ERC, ~C TR,
HH0- 6t N ST/ B 028 It 1320 AX, S ELga v AR R BE VR 1 32 I
FLFRIR AR LA/ SR P ) — R AL 0 - 3 HEA UK

[0472] 45Uk M -NH-C (0) -, -NH-, -C (0) -, -0-, -C (0) NH-, -C (0) -N (CH,) -, -NHC
(S) -, -C(S)NH-, -N(CH,) C(S) -, -C(0)N(CH,) -, -N(CH,) C (0) -, -C(S)N(CH,) -, -NHC (S) NH-, -
NHC (0)NH-, -S-,-S(0) -, -S(0) -0-,-S(0) -, -S(0) ,-0-,-S(0) ,-NH-, -S (0) -NH-, -Se-, -Se
(0) -, -Se (0) ,-, ~NHNHC (0) -, -C (0) NHNH-, -0P (0) (0) O- . - At - . - e ARAhR —Ji- . -S- Y

TASES /(sI):O Odsk Jg\/N_E_ ?iN/»}(jZT‘Z‘ s

[0473] P 2xL XU e L L XLY

%C—Z g c (CH2)1—§

1 T = _ CH =<
[0474] X% 7 Mty -CH, l_g_! (|1 i (CH2)1.5
(CHa)rs T Ly
R11 . RZ 17 R? :
[0475] L' 4% 4 4y f 2 -NH- = (0) - ~NHC (0) = ~C (0) NH- ,~N (CH,) C (0) - ~C (0) N
(CH,) -3

[0476] R 4% [ gy L YRR s I AR i iR O 1L

[0477]  RE4% [ phy M (128 1 454 711

[0478] A nlfdE 20,1552,

[0479]  FANRYE IR G A F BT P ERRIC B AR O P ke e s A
1O REHT 5

[0480]  HLrf10- 3/ Mk A=A e vy bk

n=N,

[0481] \H\/N_; f-N/\l)‘ H?szﬁmﬁﬁf‘iﬂzz =EXAE

[0482] liEPO-B/I\EiE%ESEHﬂﬁN- FR3LAY 9 .
[0483]  HHC AT e B IR AL -
[0484]  YEXAMIML SN —LE50E 5 i, A S EAA A - TTTE5 A el HL AR sk AL i

83



N 119325480 A W OB P 47/120 T

W RA7a
RA1O
A‘la
H Rga
f0485] HNJ\W \)L )\m j)t )\m \)L »
Raa
[
A-T11];
[0486]  Hifr,
[0487] ZaE - (CH,) - R™) - CERD) , AR A7 AE 2 -CH, - -NH- L -S- 5 -0-, Herhifirik o

SLAE S 4 -NH,, « -NO, . -OH., ORZC ~SH. - SR\ -N, - CNE - 0- ZE5E4 - IR, s T e 1) 2%
5-0H 3- HMJ@AEIJ!:/\R%@J&;EC -C, BB AT AE 5

[0488]  R™JLC,-Cbidt;

[0489] R'Z ﬁdzR%R?’f,ﬁtl:R*EEfﬁc -Col L, HARTR-NRY) , , Horh Rl
b -Hl B s SCHEC, -C bEdt 5

[0490] R4aER4bR4°,ﬁﬂl:R4bEEch -ColEEESEC, - C AL BC, - C MEAREE , AR 2 -N
R™) , BISE , A AR ANR sy M A2 - HjZEijZSEfLCI C, ik

[0491]  R™JE- (CH) , ,-R™, HihR™ AL,

[0492] Eaﬁﬁ%‘i%?%\lﬁEIJECI—%EP@@%EPHMJQE@%% 4% -NH,+ -NO,~ -OH. - SH. -N, » -CN
k- 0- ZRFEA - IR 1 3R - O 3- UG R/ Bl 2= Bk - O 5- A

[0493] ¢ BUR A 5 =305 Bmli 205 SR, HAT B M 2K - OH L -OR™ L& Bk L -NHR™
/SN (R™) , FIR)— Pl 22 FEUAR ;O L

[0494]  FHLARR™& Pl MU C, -C, Bk ket

[0495] RGaE'H ik, 2.3k -C=CH. -CH=CH, -CH,-R*-OH. -CH, R""- COOH\-CHZ—(R%)I_B—
NH,~ - CH,-R"- CONH, & - CH, RGbRGC,,\EﬁtARGbﬁﬁiiﬂzTﬁT,E CH,--NH-.-S-5k-0-;)f
FLHCrR® 56 7T A5 TR Hoafi0- 34 HE N S/ 0 225 %Hﬁ #EE e M A
A7 SRR R VL SRR UL/ e R0 - 3T 5

[0496]  R*ZR™R™, HAPR™ 2 FHEC, -C ke C, - C B IE B C, -C P, HrhR* SN
R™) , BIEE , A AR ANR sy M f2 - HjZEijZSEfLCI C, ik

[0497]  R™JE~C (0) NH,~ ~C (0) ~OH. ~CH,~C (0) NH,~ ~CH,~C (0) -OH. -R**-R**uk -R**- [#3K] -

RY s HAPR™E-C (0)NH- 5 HR™ )& RY PR B ke R BEC, -C bk RS2 R
R9dR%e ,

R TR I AR IR S 56 V3L | - SHL - OH, -NH-C (0) -CH,, -S-C (0) -CH,, -0-C (0) -CH,, -

NH-C(0) - CGEFD) +-S-C(0) - CKEE) -0-C(0) - (BAE) «-NH-CH,~ -N(CH,) ,+ -S-CH, -0-CH, (7K

I AR RS-0

[0498]  R'JEC -C ki

[0499]  RMOAS X?T B - ek R s

84



N 119325480 A W OB P 48/120 T

[0500]  MRMOALEAEIT, RN

[0501]  FIHEC, -C etk C,-C M2k, -CoRIk , FHC, -Cobedt R LR IE ) 0 -2t
ALl 2N ST/ 028 it 1R AR, AR g e F AT & I B AR C - AUAK: -
SH. -OH 582 JREE ITEE L -NH-C (0) -CH,+ -S-C (0) -CH,+-0-C (0) -CH,-NH-C(0) - CKEH) -S-
C(0) - GRIL) -0-C(0) - CEED) <-NH- (CH,) | _,~-NH,-CH,+-N(CH,) , ,-S-CH, 5k -0-CH,;

[0502]  S¢HEC, -C, Btk B AL L, HLHC,-C  FR0 -3 M, M — A ek 2PN S/
BROZIE AR BRY PR, HLRYY I B EC, - C b AE , HornC ke B mic ke SEAT e b i
N\SEROZUE AR, PRS2

[0503]  5uk6sCTy A, El%/\ﬂz ANBRAELE AT HIBEN SN/ 02 iR, I ELAE:
VSR 0 [ R RS AR U AN/ e R — Dl 2RI

[0504]  FRE BRI & =375 2, Hoh— el 2 ATt s e N SN/ 0% I 1
BRI EAT e A b 1 1 10 K -OH -OR™M B3 L -NHRM R/ BN (RM) i —A ik A3k
IR, H AR S I C - C, Pk S e 5

[0505] élRAlOE[ [?ﬁ?’*] R HT ])_”JRAIaE[RAleRAIf,;E:EP

[0506]  RMCJLEL4C,-C ]Ikﬁﬁ C, - Coll i FE R C, - CM bR AL , H A, -COle R AR FE il
BREEHIRI0- 2/\5&5&1&% S%D/YO*V TG

[0507]  R™'JZ-NH-C(0) -, -C(0) -, -0-,-C(0)NH-, -C(0) -N(CH,) -, -NHC(S) -, -C(S)NH~, -N
(CH,) C(S) -,-C(0)N(CH,) -, N(CHS)C(O) -,-C(S)N(CH,) -, -NHC (S)NH-, -NHC (0)NH-, -S-, -S
(0) -,-S(0) -0-,-S(0) ,-,-5(0),-0-,-S(0) ,-NH-, -S(0) -NH-, -Se~, -Se (0) -, -Se (0) ,-, -
NHNHC (0) -, -C (0) NHNH-, -OP (0) (0') O- - - Bt/ - « - B AR i - < -S- DU R 5L -S -

ASLEO odsx %NQN% ARz

[0508] 3 XL X 'UIXIL e LY

i—c _; g—c (CH2)1—§

. LY - (CHz) =<
[0509] X' 4% [y Ml e - CH, l_$ - 12"5 (GHa)1s
(?H2)1-5 ||' L1
R RZ 5% R? ;
[0510) L4 [ J37 b -NH- ~C (0) = -NHC (0) - ~C (0) NH- -N (CH,) C (0) -5 -C ()N

(CH,) -3

(05111 RY'& sy i R R I s ok R 5 - L

[0512]  R*& [y b2 8 A 4547

[0513] A nlfdE 20,1552,

[0514]  FEARYE AR LSS H AT IS DEERRIT B R IO L A 5 e g e e b
RN SZi R

[0515]  HrHO-3/ MK BEmE T Hwl

85



N 119325480 A W OB P 49/120 T

N=N,

[0516] \{1\)‘_; }N/\rz‘ Hﬂfj@mﬁ@?ﬁﬂﬁ G

[0517] /\EIJO‘?)/I\HKE%@EHQWN‘Eﬁ%@c;ﬁﬁ

[0518]  HrCARuT LB LA -

[0519]  FERARL S —Ee 50 77 b AL S A A TVES M ek L b s 7l ik
@]

W RA7a
RA‘lU
RA‘la 0 0 RSa u 0 RSa ¥ 0 "
[0520] HN)\H/N\HLN)\WN\')I\NJ\H/N%N NYRQa
0] RZa Rls-' 0 Rda H 0 Rﬁa H 0] Rﬂa
[ K
A-1V];

[05211  Hrh.

[0522] A~ IVHIf{) -NH-CH (R*) -C (0) -JE il TyrZHE \Phesk L . (4-NO,) -Phef&t. (4-
NH,) -PheZ&Jt hTyrFk AL, (3-1) TyrZkdt .Cluskt (GInZkELakD- Tyr kAL

[0523]  z{A-TVHIK]-NH-CH (R™) -C(0) - JEJkD-ArghkiLakD-hArgFh Ik,

[0524]  3{A-TVAIR-NH-CH R™) -C (0) - JEJ2- (Ant) AlaZkKE 2-Nal ZJE Trpskdt. (4
NH,) PheZ& Ik (hTyr L sk Tyr kL ;

[0525]  {A-TVHAIf{-NH-CH (R™) -C(0) - JEhHi s7REE D-Hi sFREE \D-GluBkEE .D-G1nZREE
D-Ala%% st . D-Phesk It . D-Sersk 5L .D-Dab%k it . D-Dapsk it ;

[0526]  R™EC,-Cbidt;

[0527] R ﬁdzR%R?’f,ﬁtlnR*EEfﬁc -Col e, AR R -NRY) , , Horh MRl
Mt -Hil B i sl SCREC - C e 5k s

[0528] RSaE'RSbR&,ﬁEl:R%EEfLC ~CollE S C, - CMHE AL B C, - Cl L, H AR 2 -N
R™) , BIEE , A A ARty M 2 - HjZEijZSEfLCI C, ik

[0529]  R™J&-C(0)NH,~C(0) -OH. -CH,~C (0)NH,~ -CH,~C (0) -OH&-R™- [£:K]1 -R*

[0530]  R*J&-C(0)NH-;

[0531]  RYJEC,-C Mikidt;

[0532]  RMOA ﬁf sl - [R5

[0533]  WRMORLEAEMS, IR JE ELBEC, - C be sk, AT et o 19 DA T &% 35111 B AR L Y
2 -SH. -OH B L FRIE VUL L -NH-C (0) -CH,~ ~S-C (0) ~CH,~-0-C (0) ~CH,~-NH-C (0) - G
55 .-5-C(0) - GKAL) +-0-C(0) - CGRED) -NH- (CH,) | ,~-NH,-CH,.-N(CH,), ,-S-CH,.-0-CH,
B SCHEC, -C Btk iRl ;

[0534] %[RAIOE' [Tﬁ}] RHIEH. )HIJRAIaE'RAleRAIf,;E\EFI

[0535]  RMJLEIHEC, -Colli it C,-Coll M FEEC, -CMREE , ForhC, - Coll A I A S ki
PIEHTR0- 2Aﬁm5§ﬂﬂ%ﬂzN Sﬂl/jzozaﬁ¥*’%,

[0536]  R™'JE-NH-C(0) -+-C(0) -,-0-,-C(0)NH-,-C(0) -N(CH,) -, -NHC(S) -, ~C(S)NH~, -N

1-2° 2-3°

86



N 119325480 A W OB P 50/120 T

(CH,) C(S) -,-C(0)N(CH,) -, -N(CH,) C(0) -,-C(S)N(CH,) -, -NHC (S)NH-, -NHC (0)NH~- , - S~ , -S
(0) -,-5(0) -0-,-5(0) ,-,-S(0) ,-0-,-S(0) ,-NH-, -S(0) -NH-, -Se~-, -Se (0) -, -Se (0) -, -
NHNHC (0) -, -C (0) NHNH-, -OP (0) (0°) 0~ - Bl - - BuAMEIR iR - - - S- DU AL -S -

/LDO o=‘\i %\/NJ{ ?iN/%jz RO

[0537] ?ﬁ%IEXL\XLXL\BZXLXLXL-

gy e

1 R A= et (CH,)
[0538] X% [ Jday e -CH, - i_g_! ! e (?H2)1-5
(CHa)rs i L
R R RZ Bl R*
[0539] L' [ 432 N~ ~C (0) = ~NHC (0) - ~C (0) NH- . ~N (CH,) € (0) - ~C ()N
(CH,) -3

[0540]  RU% [ phy M SR FR IR TR U AR R R s 7 L

[0541]  R™& by M2 (8 A 45477

[0542]  FF/nigdny HiE0.18k2;

[0543]  FEARNE FIEE IG5 A A1 IGITE5Y R R R VR L sk R 8 wk BURH AT
IRAE-4Zi

[0544]  H.r10- 3K BB~

n=N,

[0545] a&)\/N_Z ;LN/\]/‘% Hﬂfji@nfi@?ﬁﬂﬁ( B

[0546]  JLHHO- BAHiGE#EESEHﬂﬁN‘ AL I HL

[0547]  FFRCORuETEHIBE LA -

[0548]  {¥3VAA-TTTERA- VAL A0 —Le 920 5 5« -NH-CH R™) -C (0) - JE M Tyr ¥k
B -NH-CH(R™) -C(0) - JEAKD-Arg#k3it ; -NH-CH(R™) -C(0) - JE % 2-NalFk3L; -NH-CH (R™) -C
(0) -JEAD-Ala; -NH-CH(RY) -C(0) -JEpkDEASEIR IR AL , FLrpRY ™2 C, -C ke ik s 7 H.-NH-CH
@%éﬂ%%£®%~@%&wsm%%%aﬁaﬁ$W%<m94m<mw#aﬁm

CHBa

[0549]  RSCRT G I AR & 5006 77 2t AT DA -5 CA-TVA-TTA- TTTHI/5RA- TV
wEw.

[0550]  {EsUALA-T A-TT1.A-TI1.A-IV.BekCHIfb- &Mt —Ee sy &, -NH-CH (R®) -C
(0) -TEGLyZRE \D-Alagk L . D-GInFR EL 5k D- Asnfk L

[0551]  fEs0AA-T.A-TT.A-TIT.A-IV.BERCIIL A It —Ee sy 2, -NH-CH RM?) -C
(0) -JERPhe Ak, H HRM O AE A —2E 5 /7 2 RYM O - Tk -RE | RM SR EBEC, -C,
Tk ke, 3 HRM & -NH-C(0) -

[0552] R “[42K17 F@E&% , HAT DR A 8k o AR AR SL I AR IR TR
[[EAISES2

87



N 119325480 A W OB P 51/120 T

[0553]  {EVAA-T A-TT.A-TTT.A-TV.BERCHIML AR —Ee sy %, RY . hfdE ol
AT R0 1882  AE—28 50 /5 2, B n L0 o AE— 2050 5 56, R Pl g 1o A — 28T
)T S B LR 2 AT — 285 7 SEH B I AR o A — 20 S0 7T R, B LA
[0554]  {EAA-TA-TTA-TTT.A-TV.BERCHML AP —Le 9ty b, AR 2 A H
5GBTS Bk U bR IC S P e AR A R S M E RGO L A o A — SR S T
e RS IBTT BB S EARC R AR T B P s AR O PRI O BE T

[0555] AN M—Fhek 2 e &5, HAudh st b 32 e S ek L slsfl e i 1
R SR I aE T B AT i S O b c SR P B U M E b O BE T sk A BE 1 45
G EMEE G A — AT o, AN TR S S — N 2 S SRS
FUR/ B 8 A G5 G GG AL DT P RN T G e tE L — A e 25
K5 REGRINAEASESES .

[0556]  ANTHAYS M—Muk Z A G, Hoade B 2k Kb sloia i ie s orh b S fE st
o B AR et S O PRI SR T | BRI U AR IC R R P Bk R A A A R A S
LE— S0 i, RN T ST i — ek 2Nk S 6 B S R/ e B A
HEE GRS AE— DI i, KA SRk — Dk 24 5 G E
GAMBAEAS GG

[0557]  ZR2. IS

88



CN 119325480 A i';ﬁ HH :F; 52/120 BT

¥ [Lys—Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

I [Lys—-Tyr-NMe-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

¥4 [Lys—NH,~Tyr-NMe-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

¥ [Lys (ivDde) -Tyr-NMe-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

78 [Lys-Tyr-(N- 5 ] B T -1-
fi%) -D-Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

7 [Lys—-NH,~Tyr— (N- 5 & It T -~
it) -D-Ala-D-Arg—2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

2N [Lys (ivDde) -Tyr— (N- = 2] # T -1-

i) -D-Ala-D-Arg—2Nal-D-Ala-D-Glu]Lys (iPr) -NH.
(Ttn) [ B -Ala(iPr) -Tyr-Lys (iPr) -D-Arg—2Nal-D-Ala—Cys]Lys (iPr) -NH,
3 (Ttn) [D- B -Ala (iPr) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala—Cys]Lys (iPr) -NH,
I [Lys-Tyr- (N- A 3£ T -1-f%) -Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

" [Lys-NH~Tyr- (N- 5t A 3t T =
[0558] fi2) -Ala-D-Arg—2Nal-D-Ala-D-Glu]Lys (iPr) —NH,
271 [Lys (ivDde) -Tyr— (N- = 7 H T > -

Bi) -Ala-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,
I [Lys-Tyr-Lys (iPr) -D-Arg—2Nal-W-D-Ala-D-Glu]Lys (i Pr) —NH,
£ [Lys—NH;-Tyr-Lys (iPr) -D-Arg-2Nal-W¥-D-Ala-D-Glu]Lys (iPr) -NH.
¥ [Lys (ivDde) -Tyr-Lys (iPr) -D-Arg-2Nal- W -D-Ala-D-Glu]Lys (iPr) -NH,
I [Lys-Tyr-Lys (iPr) -D-Arg- W -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,
¥ [Lys—NH,-Tyr-Lys (iPr) -D-Arg-W-2Nal-D-Ala-D-Glu] Lys (iPr) -NH,
¥ [Lys (ivDde) -Tyr-Lys (iPr) -D-Arg- W -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

¥ [Lys—Tyr-Lys (iPr) -W-D-Arg-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

I [Lys—NH,~Tyr-Lys (iPr) -W-D-Arg—-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

5 [Lys (ivDde) -Tyr-Lys (iPr) -W-D-Arg—2Nal-D-Ala-D-Glu]Lys (i Pr) —NH.
WFN [-C (2N) -NH-] 4514

ivDde = 1-(4, 4-—F#-2, 6~ ~F(CHE-1-WH)-3-FHTH

Ttn = IR FT EZ B

[0559]  ZEFCALA-T.A-TT.A-TTT.A-1V.BERCERZR 2101 & W — Lo st /5 26, n SR A74E
R, RN S U 1 - Lo/ B X L XL XL XL XL XL A X (LY I B ek
Bk, Horp

[0560] /X A Bt 1 S/ SPRRC, -C, I AR B, Hr0-6
RS M S ROZET T RER, LAy 1 PR R B 10 22 LA e
12 AR AN/ SR ) — PRl 20 10 0 - 3 BE TR 5

[0561] /]\LIZ'EfLi{ﬁ%—NH- ,-NH-C (0) -,-C(0) -,-0-,-C(0)NH-, -C(0) -N (CH3) -, -NHC
(S) -, -C(S)NH-,-N(CH,) C(S) -,-C(0)N(CH,) -, -N(CH,) C(0) -,-C(S)N(CH,) -, -NHC(S)NH-, -
NHC (0)NH-, -S-,-$(0) -, -S (0) -0-, -5 (0) ,-, -S (0) ,-0-,-S (0) ,-NH-, -S (0) -NH- , -Se-, -Se

89



N 119325480 A W R P 53/120 7
(0) -, -Se(0) ,~, -NHNHC (0) -, -C (0) NHNH-, -OP (0) (0) O~ - Bkefic - - B A XAk — g - -S- 14

N=N

SRS ,(SI%O . 53\ 7{.\)1% ?iN/\;jriz

[0562]  ZF—UesijE iy 2, AL s # 2 - S - -NHC (0) -, -C (0) NH-, -N(CH, C(0) -,-C
(0) N (CH,) -, -NHC (S) -, -C (S)NH-, -N(CH,) C (S) -, -C (S) N (CH,) - ,NHC (S) NH-, -S-,-0-,-S
(0) -,-S(0) ,~,-Se-,-Se (0) -, -Se (0) ,~, ~NHNHC (0) -, -C (0) NHNH-, -OP (0) (0") 0-, -OP (0)

(S)0- /iSI)=O M;(S)\ ){l\,“% ‘?{N/}}(

[0563]  fF—BEsjis Jy 5, L ?@Liﬂjﬂz—s— +-NHC (0) -+-C (0) NH-.-N (CH,) C (0) - -C

CECEES j:/Eo . ’\j\sk ;%\/N-E- ?in’}ﬁr

(05641 YE—LB5je /7 S, A ANL s M2 -NH- L -C(0) - -NHC (0) - -C (0)NH- -N(CH,) C
(0) -=k-C(0O)N(CH,) -

[0865]  fr—BEsijis Jy g, 3% 02X LY, HrpX U - (CH) | -+ -CH(COOH) - (CH,) , -k -CH
(CONH,) - (CH,) ;=5 JF FLLJ&-NH- . ~C (0) -+ -NHC (0) -+ ~C (0) NH-.-N(CH,) C (0) -5¢-C (O)N
(CH,) --

[0526] FEIRAA-TA-TTA-TTT.A-TV.BekCuk 2/ v S —Le s Jy &b, £ /b —A
P8 /D —NRIR AR U MR ek iR , 7 HAE A EEpH N A & 0 FEL A o

[0567]  7FsVAA-T.A-T1.A-TTT.A-IV.BukCuk Rt Gt —Le sty 5, 2/ b—A>
B 2 D — e AEREpH N AT I E A B i AR el e

[0568]  7ExUALA-T.A-TT.A-TTT.A- TV BEkCE R 2 G —Le s )y S, 2 /D —A>
B -8AN BTN L AI0- 2 e X (LY AR

(05691 fr—¥L5fiia 5 gery, A ANX s M 2 Bk S/ EERIRC, -C Tl b Bt

‘-Hﬂl

(=]

H
e
[0570]  FE—REE )y SErh AN ML s -CH, -5 CHphs HL R AIOTHE R AIR
R11 ;
§ 8_cH h—%
H —C—(CHz
U o I
(CH2)1_5 L1 II- 21-5
e [ 1
L? N RZ P——E éz i

(05711 fE 2o sty Se i, B /NX B D 2 [ AR AL Sy b2 -NHC (0) -, -C (0) NH- N
(CH,) C (0) ~5-C (0) N (CH,) -, I HAFAERR AL sy 2 -S- . -NHC (0) - -C (0) NH- -N
(CH,) C(0) -+-C(0)N(CH,) -+

90



N 119325480 A W OB P 54/120 T

(o) e - 0 N’ ‘N
CCIS o SR G N + ?Nyo
[0573]  FERAA-T A-TT A-TTTA-TV\BekCuk R L Mig— e Sy 5, #2002
XXX L EX LUK Ferp AN AR AR R I BN AR A

’
[0574] E—&iwﬁ%mx%iéimsﬁ¢@4W@jm%ﬁ%ﬁ@@ﬂ%%ﬁ%
R11 s
s
B A — NI 2, X R a::uz) AR e T R I R R o
RM |
c
[0575] E—&imﬁ%¢xﬁz@T%5ﬁ¢%4Wﬂjﬁ%mgﬁg%ﬁe4@ma
R ’

H
C
GELIN G (c::Hz) AR s M T e A

R11 s
H

SR (CHa)1. :
los76] AR L XL T SRS AR L R AR A
7o

LS F5 26, L S -NH- L -NHC (0) - 5-C (0) NH-

%—NQH;(CHz)z—§

[0577] 7Nty Zerr, X © (CHa)rs AR AR BT & 1 2 145 77 AF
|

||-1
RZ s
— Lt /5 5, L2 -NH- L -NHC (0) -1 -C (0)NH-
H

C
[0578]  {r— AUy &b, B2 'L, xR (CH2)1-5 FE AR oy B R TR T
R‘|1 s
fi6 NI R ok T ; 7 FLL' 2 -NH- 1 -NHC (0) -«
8
[0579]  {F—ANSty 2, B Bx AL L o e <c::H2>1.5 AR AR ey b
R11 .

91



N 119325480 A W OB P 55/120 T

H
i i ;
(?H2)1-5
L1
|
RZ .

86 A 4575 7715 FLL ™ 2 -NH- 5 -NHC (0) - o 7 — 25105615 %, L & -NH-+ -NHC (0) -2 -C (0)

NH_ o
H

PR T R BRI 5 L™ 2 -NH- 5 -NHC (0) -5 X7 J2 Frh MR

R O R R I i 2
R
&
ML IR (125 2575 L A2 -NH- B -NHC (0) -5 X'/ CHars FEHIAG MR AR HREFRAR L 1
R1

TR A ORI 5 9 L2 -NH- 5 -NHC (0) - o AE—2E 5 15 5 v, L J&-NH- . -NHC (0) -k -C
(0)NH-»
H

C
[0581]  fF— /Ity &, He e X L X L, o (CHa):.s Hrp AR plor 2

R11 ,
H
b t—

e 1 \ CHy)1. ‘
T AR L RN M@ - T i
I
RZ

1

14K A5 B HL & -NH- . -NHC (0) - -C (0) NH- 5 HLL"J& -NH- 2, -NHC (0) -

H
g_?—(CHz)Z_g
NH
fose2) /NS Sl BRI S O ARG A R
2/1-5
|
L4
R? :
SR AR 45 A 9 HL 2 -NH- L -NHC (0) -8k~ C (0) NH- ;L' J2 -NH- 8 -NHC (0) -3 X'/

)

Chads Fort AR T MO G AR RSN I FLLYJ2 -NI-3-MHC (0) -
R11 5

92



N 119325480 A W OB P 56/120 T

Pt

N . ar la o 1o a (CHy)
[0583]  {F— Sy e, Bk Ex L L X oL Hohx .12‘6 H AR

L
|
R? .
S MR 2R 45 BRI FLL, 2 -NH- . -NHC (0) -5 -C (0) NH- 5 L' -NH- i, -NHC (0) - 5 X" -
¢
CH, - ; L' J&~NH- 5 -NHC (0) - ;X' J& (¢H2)1.5 Horh AR Uty M SR R IR R L A Rk
R11 :

M 5 3 HLL' J& -NH- 5§, -NHC (0) -«

.

0584] IR R B S T s
R

v M2 1R 145 & 7719 ELL & -NH- L -NHC (0) - 5 -C (0) NH- 5 L' /& -NH- i -NHC (0) - ; X" 12
e

<c::H2>1-5 R AR ey L R TR AR B R 5 L' -NH- B -NHC (0) -5 X'/ -

R11 ,
CH, - 5 F FLL' /2 -NH- Bk -NHC (0) -
[0585]  {EUAA-T.A-TT.A-TTT.A-TV.BERCEL F2rI ML AWt — e sy s, 2 L SR
— IR LA S SK (Xaa) |, Hoih R Xaa i ik FI 45 1 S AR Bk sk AR dE
JREAIERR IR L ;s H H I Hh A XaaH [ 2 AT St FHIEAE o 75— 500605 K7, BE P Xaa
M FAT e g NFH L L
[0586]  {EAA-T.A-TT.A-TTT.A-TV.BERCEL F2nI ML it — e sy s, 2 L SR
—EIE A Bk R (Kaa) |, HHE D —MXaaik FREEE A SR \Glu Aspak2- 2 5E
O R (2-Aad) ;I HILH & N Xaap i 2 AT e i il FH A o (F— AN 550 7 =P, B2~ Xaa
FR I s R T e N FR 34 b
[0587]  {EAA-T.A-TT.A-TTT.A-TV.BERCEL Fe2rI ML At — e sy s, 2 L SR
—IERE F RN SR G lu Aspik 2 - 5438 L R (2-Aad) BRI IRFRSE ; - H AL h
MXaa H 2 3T gl FH BEAE o AE— AN S00E 7 S, B Xaa Hi ) 24 SR S Mg N FH L
¥
[0588]  {EUAA-T.A-TT.A-TTT.A-TV.BERCEL F2rIfL At —Le sy s, 2 L SR
— IR B S Bk (Kaa) |, HFR % /D—/Xaaif F{Dap.Dab.Orn.ArghArg.Agb.
Agp+AcpPipukN®, N, N°- = FH3E - i iR ; - H H A Xaa b 10 2 3 Bt gl FHEE L  AE—
ST e, B Xaa P Y 2 BT e N FR LAY
[0589]  ZERAA-T A-TT A-TTT.A-TV.BERCER &2 &M —Le s gz, sk 5rRM!
—iEJE R FID-Arg L-Arg.D-hArg.L-hArgukPipfJ AN LR TR L s I H I hiXaa )%
STl FHEAY o A — 00T S5, TR XaaHH [ 2 AT e e N FH 24

93



N 119325480 A W OB P 57/120 T

[0590]  ZEZAA-T\A-TT.A-TTT.A- TV BkCal 20k S — 2o 5 )y v, 2 /b—A
Pk 20t AR 1 I S SR R BN/ s 3R 1 Fh A R A E A 1 I S SRR AR S ) S SE R B R BE 1 L
Bl S BRI

[0591]  ZERAA-TA-TT A-TTTA- TV BERCHIL S0 Se 5006 )5 5, H S R AN 3k
P 2 TR AN F AL sl ok R 1, I HLrR AN BRI L b7 J - S -« -NHC
(O)—\—C(O)NH—\—N(CH)C(O)—\—C(O)N(CH)-

,(SI/EO o’&I >{~\/N% ?iN/%

[0592]  {F—LB50)H )y ﬁﬁlﬂ,ﬁﬁ/\x %IZIEHE@/I\L pie N B S R e 3] 8

[0593]  /FsXAA-T.A-II.A-TIII.A-IV.BekCEkZ 2k &M —resj )y &, 8-KTE
A P e B R e I L P 2R A G 1u AspAMT/ 8k 2- 23 L 2 (2-Aad) 1) — ek 240 5111
T IN RISk A — 2050 7 S8 Hp, B il FI R PN 2R VG lu Aspili2- 2 2
TR (2-Aad) BN GASERR IR AL A — S0 S i S, B R A N AR AR

[0594]  fF — S50 77 K h, AN B BRI L ks 2 2 - NHC (0) -+ -C (0) NH-

N,
JWN%jZ?iNQj’ FE—S8 5 S, BEANERER AL Ly 2 -NHC (0) -5k -C (0)

NH_O
[0595]  ZEAA-T A-TT.A-TIT A-TV.BERCHOML S Ml —LtesljiE 5 &, K/|\~/1\RXE'
EALSEEH AT T, AE AL A A SEELL ES , B A E A g AR

/R12
(CH,) ,-CH,, Firfin2/£8-20; - (CH,) ,-C(0) OH, F:Ffin3/28- 20,j€l—(CH2)n4‘<\j/) Hrp

nd=1-43f HR'*Z1.Br.F.C1.H.0H.0CH,NH, N0, CH, .
[0596]  /E3AA-TA-TT.A-TTT ATV BERCIHIMEL A —2e 5 5 5 K/|\~/\R
EASGH, ABEASEH SN A P LA E AL AL - (CHy) ¢ ,0-CH,. -

— 12
YR

(CH,) g 5o~C(0) OHEk}—(CHs— ) HHR™ZT.BrJF.C1.H,0H.0CH, \NH,NO,=KCH,

— 12

RS SR, IR A A AL O ) AR ZI.Br F.C1.H.OH,

: — R12
OCH, \NH, NO,SCH, (£S89 5, TR A UL - OHa—_ ) HIlRJE

I.Br.C1.H.0CH,.NO,5kCH, .
(05971 413 RAA-T A-TT\A-TTTA- IV BERCHOL M — 2850 fie 5 56, LR 1 45 e

M@,OMB M/O/I
14 17 14

— =]

[0598]  fEZCAA-T A-TT A-TTT A- TV . BERCHL S — 285y 5, A E A S5 572

94



N 119325480 A W OB P 58/120 T

\H/O/CI \H/©/3r
H#r 1-4 EEEHF 14 o

(05991 /E3AA-TA-TT.A-TTTA-TV.BERCHOL A —2e 5t s, 2 b— ARV
SRR IC I P S BB A B SO AR I A SR T (00, 2 1 88 15 TS 1 <6 R S S PR i )
5L, wlam et [F A7 2R - TR R R 2R A IR

[0600]  £F5 XA A-T A-TTA-TTT.A-TV.BekCak &2 S —Le sty b (b 5t
B IR R C B kR A A U R R B S SR — Rk O F HadE P S 5 A&
IS GBS T 28 ek

[0601]  £F5 XA A-T A-TT A-TTT.A-TV.BekCak &2 S —Ee sty b (b 5t
B 5B U YRR B P B B — BRI R U MR W S P S 10 28—k Bt f
O 5558 U YRR B P 5 B AR B B MR C I R PSS T 58 Bk, i ik & T
Pedt— DU S PR R 5 — e NS kb — A B A B E A A S

[0602]  £F5CAVA-T A-TTA-TTT.A-TV.BekCak &2 S —Le 5t Jy b, A S5
B85 FBC AR IC BT/ sk BB A TR AR e R B T 20 B 1 - 2 BT B 5 ) ER A
Bk ekt — 2 5 pE A g a s S .

[0603]  £F5CAVA-T A-TTA-TTT.A-TV.BekCak &2/ S —LEe st Jy b, B REfE
BB AR IC A B S e B AT et S MU G SR B MU R A R A S B B LS 51
TR A S = IR Eh (BF,) IR s sle B A ik - 0 - SRS o3 s P ik sl gt P e ) e
A

[0604]  FERAA-T.A-TTA-TTT.A- TV BERCEk 2101k Al — e st 1y & rh , R AT
Yo S5 BURE 4R (B4, Gask ' Lu) Z4AE SIBUNTER A R4S 4R (N, A1) 2%
B R A AERAA-TA-TTLA-TTT.A- TV Bk CEk Fe2( L A Wi — e 5y 56 R
SEAT VR 5 U E G (B0, ©6ask TLu) LKA s S BUR R F A R A ISR (B,
AL ARG B A I DURIE & T SO S R e S U PR R A R a4 &
A BN S SIS EE S (B, BEIEHRERY) 2 5 m e G ile Al
I, langnPricefl0rvig, Chem. Soc.Rev. ,20144F,43,260- 2907 ffr ML4510 , FLPA 205 H
77 RIFN o Gt [ 25 A AERR A S e FE e F DA T & BT a2 [ B 25711«
DOTA M AT2EH) ; DOTAGA ; NOTA ; NODAGA ; NODASA ; CB-D0O2A ; 3p-C-DEPA ; TCMC ; DO3A ; DTPA A2 DTPA
JAWy , 3 Hb 6 1 CHX-A” -DTPARI1BAM-DTPA ; TETA; NOPO; Me -3, 2-HOPO; CB-TE1A1P; CB-
TE2P; MM-TE2A ; DM-TE2A ; sarcophagine M sarcophaginefiT2E#) , (L0 H SarAr . SarAr-
NCS.diamSar.AmBaSarfiiBaBaSar; TRAP; AAZTA ; DATA M DATARTAEW) s H, -macropa sk HAIT A=
Yj;H,dedpa H,octapa.H,py4pa.H,Pypa.H,azapa.H.decapa & HAMEIE R T A4 ; CP256 5
PCTA;C-NETA;C-NE3TA; HBED; SHBED ; BCPA;CP256; YM103 ; 24k % (DFO) AIDFOAT A4 5 A1
Hyphospa o £51 (112K 5 7T B8 B 5 V8 5 1 SLBURURPER A7 28 GRC P I 1Btk
B #51)  S A B3 o o AE R Sty e, RME S 19 E ek 263 rh sl g A e 2 5 711
(B E5 71, s A AT A 53 P 28 15 77 o AR TS AR B3 AT DA S — M & A A
AT AT 2551

[0605] 3. MR B A AN S S Bk 2 S A s IR 25 o

95



CN 119325480 A i';ﬁ HH :F; 59/120 5T

EaH R
Cu-64/67

HOgC—\ F /_002H Ga-67/68
N N In-111

[ ] Lu-177
N N Y-86/90
HO,C— \—/ “—CO,H Bi-203/212/213

DOTA, 1,4,7, 10-PUBEH+ 4 ﬁﬁﬁéﬁ

1, 4,7, 10-/4 ZE& Gd-159
Yb-175
Ho-166
As-211
Sc-44/47
Pm-149
Pr-142
Sn-117m
Sm-153
Th-149/161
Er-165
Ra-223/224
Th-227
Cu-64/67

/_\ /_COQH
aw
N N

HO,C—" \/

[0606]

CB-DO2A, 4, 10-X (FRFHE)-1,4,7, 10-
P9% 2% =3 [5. 5. 2]+ PU%E

H,NOC—, /—\ ,—CONH,
C )
N N
H,NOC—" \—/ “—CONH,

TCMC, 1,4, 7, 10— (2 7l ik B 3ik) -
1,4, 7, 10-PU &+ %

Pb-212

Bi-212/213

( ] N,— CO,H

N N \
HO,.C— \—/ - COH
NO,

3p—C-DEPA

96



" BB B

CN 119325480 A 60/120 1L
Cu-64/67
CO,H
O/_\N/— 2 ~ NH,
HO,C—" \/ “—CO,H
p—-NH.~Bn—4&4t-D0O3A
Cu-64/67
HO,C— [ ) —COH
C )
N N
HO,C— K/ \—CO,H
TETA, 1,4, 8, 11-P9% 23+ k-
1,4,8, 11-I] &
Cu-64/67
) —coH
N. N
[0607] [ \L j
N N
HO.C— K)
CB-TE2A, 4, 11-X-(CRAHL)-1,4,8, 11-JU% & ~ 5
[6.6. 2]-+ 7 H
Cu-64/67
. @H }
Diamsar
Cu-64/67
"'020 Ga-68
In-111
(\ ’> Sc-44/47
HO‘2C-../ \ / ‘\..-—COzH
NOTA, 1,4, T-=% W F5i-1,4, T-=2.1%

97



" BB B

CN 119325480 A 61/120 1L
Cu-64/67
Hozc\! Ga-68
) Lu-177
(‘ N '> o Y-86/90
N N N Bi-213
HOL—\ /' —""—coH Pb-212
NETA, {4-[2- (RURH LA L) -2.3E]-
T-RPE-[1,4, T =R EH T hE-1-%#) - 28
Au-198/199
/\li/\;ql(\
N/[SH Hsj\N
H H
HxTSE
Rh-105
Ph_ /\ _Ph
[0608] P P
P.N,Ph,
In-111
P o ¥ au VPN Sc-44/47
HO,C” N E N~ CO,H LuA77
HO,C CO,H "COH Y-86/90
Sn-117m
i Pd-109
DTPA, %= . %
In-111
Lu-177
Y-86/90
HO,C” N N N7 COH B2 12213
HO,C COEHI\CO,H
CHX-A00-DTPA, 2- (Xf FARi gl B 4tL) -
W W= O

98



" BB B

CN 119325480 A 62/120 71
Cu-64/67
NH HN
N, \
OH HO
0
H.dedpa, 1,2-[[6-(GRHE)-ntng-2-J&]-
RERIE] 5
Cu-64/67
N N =
SAASVN AR Y
\_JN N’_\
OH HO
H.azapa, N, N’ -[1-7&3E-1, 2, 3-=M—4-FL] A EE-
N, N’ -[6- GRE) Htme-2-F]-1, 2-— @ H L5
o In-111
>_, — _< Lu-177
[0609] OH Y-86/90
¥ \ Ac-225
OH HO
Hsoclapa
Ac-225
HO- P—\ /—\ /—P -OH
HO OH
N NN
OH HO
Hephospa
In-111
0 ’.,: ) 0 Ac-225
HO N N OH
— 7
N N =
OH HO
0 (0]
H4CHXoctapa

99



CN 119325480 A

[0610]

63/120 T
0 In-111
>—\ N N X Lu-177
OH Ac-225
OH N’ \
o
Hsdecapa
OzN In-111
Lu-177
Ac-225
0 0
HO: N N N t:;-r H
\_/N N
OH HO
o) 0
H4neunpa-p-Bn-NO,
In-111
Ga-68
HO.__O -
jf 03
Ofm
SHBED, N, N’ —X{ (2-#85k-5-Ti L% JE) -
LN N -
In-111

COOH
7\
=N
COOH

_/
N N
Hooc—/ HOOC/_ \—cooH

BPCA

100



N 119325480 A W OB P 64/120 T

Cu-64/67
[
A
/ ) CO,H
MO (' N~
2 (\'---T--)
HO,C
PCTA , 3,6,9,15- 0 %0 2 — ¥ [9.3.1]- + A #&
-1(15), 11, 13-=%-3,6,9, -= 7./
& 5 Ac-225
OH HO
TN ed BN %
\ <r_ _“> .
I
[0611] Q
H2-MACROPA (N, N* = X% [ (6-# FE—-2-npmg JL) B FL]-4, 13-
- 18-TH-6)
Bis-213
0 Lu-177
HkOH Ac-225
Tb-149/152/15
N
HO N(\ /\o 5/161
& [ j o Th-227
o) N
k»/wa) OH
Ho\n)
o)
ﬁ? 23 2, » 2, ’ ’ 2‘ - _(13 10_:§2—j—‘1:_4, ?s 13! lﬁ_p-q%éj%
b )\ ke-4, 7, 13, 16-P03%) 0 2. 1%

[0612]  AR&GUSEARN GUN  PRARE , <5 JB 25 15 77 G, A3 A1 R BB e <5 e 28 15 771D 2]
AP o AR B B A I — N e AN - al B PR G Rk S AR AT ek 5k
Uz ﬁﬂ TR G I — A FRER AT LA 55 3k kT e e e B ek s B o A1 —
S /7 T, B kR SR A 2 T I O B P DA Rz Sk 2 SO i i 4L (il 4
R sl B 2 S ) SR 1, B IE rT LU ok F AR R B &7, L1 (-
NH-C (0) -) [l 8 X DA A A-TA-TT A-TTT A-TV. . BECHRRIIEND) -

[0613]  £F3CAA-TA-TT.A-TIT.A-TV.BECHUL S —E8 500 7 S8 (e S A B4
P FIG S5 PCT/CA2021/051486 AT &, 1% H HE T H LA S5 T 20T
NS A —E 5 5 e AL S AN S22 [Phe - (4-NH,) Phe-Lys (iPr) -D-Arg-2-Nal-Gly-
D-Glu]-Lys (iPr) .3/ [Phe- (4-NO,) Phe-Lys (iPr) -D-Arg-2-Nal-Gly-D-Glu] -Lys (iPr) .3f
[Phe-hTyr-Lys (iPr) -D-Arg-2-Nal-Gly-D-Glu] -Lys (iPr) . FA[Phe- (3-1) Tyr-Lys

101



N 119325480 A W OB P 65/120 T

(iPr) -D-Arg-2-Nal-Gly-D-Glu]-Lys (iPr) . FA[Phe-Tyr-Arg (Me) , (XS FK) -D-Arg-2-
Nal-Gly-D-Glul-Lys (iPr) \3fA[Phe-Tyr-Lys (iPr) -D-Arg- (2-Ant) Ala-Gly-D-Glu]-Lys
(iPr) « ¥f[Phe-Tyr-Lys (iPr) -D-Arg- (9-Ant)Ala-Gly-D-Glu]-Lys (iPr) . Pf[Phe-Tyr-
Lys (iPr) -D-Arg- (& W4idE) Ala-Gly-D-Glu] -Lys (iPr) EA[Phe-Tyr-Lys (iPr) -D-Arg-
2Nal-D-Ala-D-Glu]-Lys (iPr) . ¥f[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-His-D-Glu]-Lys
(iPr) . ZA[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-His-D-Glu]-Lys (iPr) . ¥f[Phe-Tyr-Lys
(iPr) -D-Arg-2Nal-D-Phe-D-Glul -Lys (iPr) . FA[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-
Leu-D-Glu]-Lys (iPr) . ¥f[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Glu-D-Glu]-Lys (iPr) .
IR[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Dab-D-Glu] -Lys (iPr) . PA[Phe-Tyr-Lys(iPr) -D-
Arg-2Nal-D-Dap-D-Glu]-Lys (iPr) . ¥f[Phe-Tyr-Lys(iPr)-D-Arg-2Nal-D-Ser-D-Glu]-
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Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glul-Lys (iPr) . FA[1Nal-Tyr-Lys (iPr) -D-Arg-2Nal-
Gly-D-Glul-Lys (iPr) . FA[Tyr-Tyr-Lys(iPr) -D-Arg-2Nal-Gly-D-Glu]-Lys(iPr) . ZR
[Trp-Tyr-Lys (iPr) -D-Arg-2Nal-Gly-D-Glu] -Lys (iPr) & (5:15|%%) [Phe-Tyr-Lys (iPr) -
D-Arg-2-Nal-Gly-D-Cys]-Lys (iPr) <& (5#5|%¢) [Phe-Tyr-Lys (iPr) -D-Arg-2-Nal-Gly-
Cys]-Lys (iPr) 3£ [Phe-Tyr-Lys (iPr) -D-Arg- GRIEL- Al 5%) Dap-Gly-D-Glu] -Lys
(iPr) I [Lys(Ac) -Tyr-Lys (iPr) -D-Arg-2Nal-Gly-D-Glu] -Lys (iPr) 3£ [Phe-D-Tyr-Lys
(iPr) -DArg-2Nal-D-Ala-D-Glu]-Lys (iPr) \Ef[Phe-Tyr-Lys (iPr) -DArg- (4-NH,) Phe-D-
Ala-D-Glu]-Lys (iPr) \3f[Phe-Tyr-Lys (iPr) -DArg-hTyr-D-Ala-D-Glu] -Lys (iPr) . Zf
[Phe-Tyr-Lys (iPr) -DArg- (COOH) Phe-D-Ala-D-Glu]-Lys (iPr) « ZA[Phe-Tyr-Lys (iPr) -
DArg-Thyronine-D-Ala-D-Glu] -Lys (iPr) . ¥f[Phe-Tyr-Arg (Me) -D-Arg-2Nal-D-Ala-D-
Glul]-Lys (iPr) . Pf[Lys (Ac) -Gln-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]-Lys (iPr) . R
[Lys (Ac) -Glu-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) . #f[Phe- (4-NH,) Phe-Lys
(iPr) -D-Arg-2-Nal-D-Ala-D-Glu] -Lys (iPr) B~ [Lys (Ac) -Tyr-Lys (iPr) -D-Arg-Trp-D-
Ala-D-Glu] -Lys (iPr) EA[Lys (D-Glu-Ac) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys
(iPr) ¥ [Lys (Ac-D-Arg) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glul-Lys (iPr) \FF[Lys
(Ac-D-Arg) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) 3£ [Lys (Ac-D-Phe) -
Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) .3f[Lys (CysAcid-CysAcid-CysAcid-
DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) EA[Phe-Tyr-Lys (iPr) -D-
Arg-2Nal-D-Ala-D-Glul-Lys (iPr) -Lys (Glu-Ac) \FA[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-
Ala-D-Glu]-Lys (iPr) -Lys (Ac) “Pf[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys
(iPr) -Lys (Glu-Glu-A c) A [Phe- (4NH,) Phe-Lys (iPr) -D-Arg-2Nal-Gly-D-Glu]-Lys
(iPr) -Lys (Glu-G 1u-Glu-DOTA-Ga) \}f [Phe- (4-NH,) Phe-Lys (iPr) -D-Arg-2Nal-D-Ala-
D-Glu]-Lys (iPr) -Lys (G1 u-Glu-Glu-DOTA-Ga) -E~[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-
Ala-D-Glu]-Lys (iPr) -Lys (Glu-Glu-G 1u-DOTA-Ga) . f[Phe-hTyr-Lys (iPr) -D-Arg-
2Nal-D-Ala-D-Glu] -Lys (iPr) -Lys (Glu-Glu-Glu-DOTA-Ga) IR (53R Lm0 2 IR)
[Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Cys]-Lys (iPr) < ¥f (05N -S) [Lys (Cys (Acid) -
DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Cy s]-Lys (iPr) .Ef (Me- H:M5EN"-S)
[Lys (Cys (Acid) -DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Cy s]-Lys (iPr) IR
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(NOZ-Eimﬂ@%Na-S)[Lys(Cys(Acid)-DOTA-Ga)-Tyr-Lys(iPr)-D-Arg-Z-Nal-D-Ala-D-Cy
s]-Lys (iPr) \Ef (NO,- 5F5|EN*-S) [Lys (Cys (Acid) -DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2-
Nal-D-Ala-D-hC ys]-Lys(iPr) .##[Lys (CysAcid,-DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2Nal -
D-Ala-D-Glu]-Lys (iPr) .2 [Lys (CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-
Glul] -Lys (iPr) . BR

[0614]  [Lys(CysAcid-DOTA-Ga) -Tyr-Lys(iPr) -D-Arg-2Nal-D-Ala-D-Glu]-Lys(i Pr) .
IR [Lys (CysAcid-DOTA-Lu) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]-Lys (i Pr) .FA[Lys
(CysAcid-DOTA) - (4-NH,) Phe-Lys (iPr) -D-Arg-2Nal-Gly-D-Glu]-Lys (iPr) \2f[Lys
(CysAcid-DOTA) - (4-NH,) Phe-Lys (iPr) -D-Arg-2Nal-Gly-D-Glu]-Lys (iPr) 2f[Lys
(CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glu] -Lys (iPr) JEf

[0615]  [Lys(CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glu]-Lys (iPr) JER
[0616]  [Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glu]-Lys (iPr) -Lys (CysAcid-D
OTA) 3R [Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glu]-Lys (iPr) -Lys (CysAcid-D OTA) .
A [Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glu]-Lys (iPr) -Lys (CysAcid,-DOTA) 3f
[Phe-Tyr-Lys (iPr) -D-Arg-2Nal-D-Asn-D-Glul-Lys (iPr) -Lys (CysAcid,-DOTA-Ga) \FA
[Lys (CysAcid- ki 3E-N,N- — FHEE - 2A L - = 5 EE) -Tyr-Lys (iPr) -D-Arg-2Nal-D-
Ala-D-Glu] -Lys (iPr) <P~ [Lys (CysAcid- =M, -N,N- — FHHE -5 FHEL - = FUHIER ER) - Tyr-Lys
(iPr) -D-Arg-2Nal-D-Ala-D-Glu]-Lys (iPr) \3f[Lys (D-Arg-DOTA) -Tyr-Lys (iPr) -D-Arg-
2Nal-D-Ala-D-Glu]-Lys (iPr) JER

[0617]  [Lys (D-Arg-DOTA-Ga) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu]-Lys (iPr) {1
[Lys (CysAcid-DOTA) - (3-1) Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) 3 [Lys
(CysAcid-DOTA-Ga) - (3-T) Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) .ER[Orn
(CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) 8kEA [Dap (CysAcid-
DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-D-Glu] -Lys (iPr) « ZEAAN L8526 /5 &,
A aFERAN S S sa ) A — 25005 2, (L S S IO PR R 37 2245
Pas

=

[0618]  FEA/N TS0 /7 S8, L st 1 R4 sl L Eh sl i e P« 71— 285071 )7 5
W S ST R R 2R 46 o

[0619]  FF—SCsj s & h, b &40k I BL34L6.BL34L7,BL34L8,BL34L11,BL34N1,
BL34P1,BL34116,BL34L20. jtf - BL.34 . 3NOPA-BL34L2.BL34T1.BL34L20S . A5 #0A AL 4B
HEPIC. S S PIDE S S I o AF— 28 50 )7 S (S ST R R 25 e
[0620]  fF—BEeszii )y b, (i 1 [%%6al Ga-BL34L6 . [**GalGa-BL34L7 ['""Lu] Lu-
BL34L11.[**GalGa-BL34L16+ ['""Lu]Lu-BL34L20. [**6a]Ga-3NOPA-BL34L2. ['""Lu]Lu- -
BL34. [*Ga] Ga-BL34N15k [*6a] Ga-BL34T1 .

[0621] K4 . RwPIEALEY)
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B2 [Lys (CysAcid-Lys ( X - 22| A, Sk T
%) -DOTA) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Glu]-Lys (iPr) -NH,
7 [Lys (Lys( Xf = H £} At T

Ji%) CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Glu]-Lys (iPr) -NH,
IR [Lys (CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Glu]-Lys (iPr) -Lys ( &} -

UL T ) -NH,
28 [Lys(Lys( it - it T
Ji%) CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2-Nal-D-Ala-D-Glu]-Lys (iPr) -NH,
78 [Lys (CysAcid-DOTA) -Tyr- (N- L= A St T -1-
fi) -D-Ala-D-Arg—-2Nal-D-Ala-D-Glu]Lys (iPr) -NH,

06221 | & [Lys (CysAcid-DOTA) ~Tyr— (N- 5t = £ T i

fi%) -Ala-D-Arg-2Nal-D-Ala-D-Glu] Lys (iPr) -NH,

M [Lys (CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-W-D-Ala-D-Glu] Lys (iPr) -NH,
¥ [Lys (CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg- W -2Nal-D-Ala-D-Glu]Lys (iPr) -NH,
#F [Lys (CysAcid-DOTA) ~Tyr-Lys (iPr) - W -D-Arg-2Nal-D-Ala-D-Glu] Lys (iPr) -NH,

B (Ttn) [ B-Ala(CysAcid-DOTA) -Tyr-Lys (iPr) -D-Arg-2Nal-D-Ala-Cys]Lys (iPr) -NH.
:(ﬂ'l:tn) [D-B -Ala(CysAcid-DOTA) -Tyr—Lys (iPr) -D-Arg-2Nal-D-Ala—-Cys]Lys (iPr) -NH,
WZa [-C (=N) -NH-] F45 7
Ttn = SR 2GER B

[0623]  fE—ME57E 75 AN I S YA S R B U HEFRIC O L A AE— 2L 5
R RN S E G BB A7
[0624]  fE—ME57 ) J5 SR, RN S B S 4 B S DO TA o £ — 28 5 it 5
L RN TN @/\ﬁiﬁ/ﬁ%”%/ﬁﬁﬂ [IDOTAIIE AW S I R R o FE— K0 T
ﬁEP b—&;ﬂ_ rﬂj[_J’f_L%% = 64 90Y ’ 1538Hl, 149Tb ’ 152Tb ’ 155Tb , 161Tb , 177Lu , 225AC , 213Bi , 224Ra
, ZIQBi , 227Th ’ 223 a ’ 186Re , 188Re , 94mTC , 68Ga , 61Cu , 67Ga , 99mTC , 11111,1 , 44SC , 86Y , 89 90Nb 117mS
,165EI‘,211At,203Pb 212Pb 47S 166 ’149 159Gd,105Rh,logpd,198AU,199Au,175 142 jZleIno
E/—#A}ﬁ&ﬁ%qj E&gj_rim{i%%gl?? lllln’213Bi’68Ga’67Ga’203 b 212Pb 445 4780,90
,86Y,225Ac,mmSn,1538m,149Tb,152Tb,155 b,161Tb 165 ,224R8.,212 227Th 223Ra\64cuﬂz67cuo;l/—
— LT R, %DOTA%%E’\J)‘?&ZQT@@u%;%GSGagszao
[0625]  #EXAA-TA-TT A-TTTA-TV BERCHIL A MI0—28 500 )5 6, AL S IR 2 5
RS IR R 2 G o AE— LR 2 50t 5 S, B 77 oo PR e B o A — 20 St S8

L DOTAEK HAT AW TETAS AT A1 ; SarAr sk HLATT AR s NOTA K HLAT A1 ; TRAP HLAT
A=W s HBEDEK HATTA4EW5 2, 3-HOPOBk AT A= 4 PCTA (3,6, 9, 15-PUAA —FA[9.3. 1] - |- F
Fi-1(15) ,11,13-=#5-3,6,9, - = L) sk HAT A=Y ; DFOSk HAT A4 ; DTPASL HAT A1 5
OCTAPA (N,N” -3 (6-FRIL-2- Mg FLHHEL) - £ % -N N - ) s AT A9 skH2 -
MACROPAEK AT AW o AE—LE 5t 15 5 Py, REDOTA FE— 285t 5 5 v, R 5 MU ) 37
/%XQ%AE’]%% = }IIJ_LB/\ E l:l:lX = 64CU\67CU 90 ’ IIIIn , 114mIr1 , 117erl , 1538 149Tb , 152Tb ’ 155Tb ,
161Tb,177LU,225AC,213B1 ,224Ra,212 212Pb 227Th 223Ra\47Sc\186Rej2188Re /T/E wbiﬁ/@ﬁ 2 lzl:l
X T Lue AE— B850 77 S P, RS2 S5 R R 37 22 XER A IO R4S, Horhx g2 cu ®Ga
SOy M e MSe B9Zrik M Te 28 S 2, X2 6as
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[0626]  YE—UE5fE )y Srh , B HI S BT E RN 280G A TG ER A Z AT DLUEH
Z:IKEI(:J:ESSGa \GICU ’ 64Cu ’ 67Ga , 99m Te , 11111’1 , 44SC , 86Y , 8921‘ , 90Nb , 177Lu , 117mSn , 165EI‘ , 90Y , 227Th ,
225AC ’ 213Bi , 212Bi , 211At ’ 203Pb , 212Pb , 47SC , 166HO ’ 188Re ’ 186Re , 149Pm 159Gd , 105Rh 109Pd 198Au ,
u, YD, P MM IS FE— St S rh A LR RSB A, T RS U T
[ ZE 2SR I E B G I 85 S I PR R A 2R
[0627] {12656 )5 S H B G AN SR R 28 A
[0628] ;[/— ﬂ:bj—ﬁﬁjﬁ%qj 7%):[}[Ujf}:%”?LU\HIIH,ZISBl,68Ga,67Ga,203Pb,212Pb,44SC,
47SC 90Y 86Y 225AC ’ 117msn , 1538m , 149Tb ’ 152Tb ’ 155Tb ’ 161Tb , 165EI‘ , 224Ra 212B . ’ 227Th ’ 223Ra , 64CU
5 CuZ A DO TAER HATAE W s 52 AcZs 5 IH2 -MACROPA ; 5% ThZ8 45 1fMe - 3, 2-HOPO; 5
pe P Thek T LuZR A O, py4pas 5T LU A HIH, pypa; 5 Gagk A IONODAGA ; 5 Tngk £y
HIDTPA; Bk 5% Zr &5 4 KIDFO .
[0629] ey &, BEA 7R TETA SarAr JNOTA TRAP\HBED. 2, 3-HOPO PCTADFO.,
DTPAOCTAPAER I3 — itk g FPRAT A=
[0630]  fE—EEsjtE )y S, AN H A S B 1 3 SRS A et (CROWN) o fF—2E 51
77 2 AN R S A 8 B S IR B S S5 U I R R4 o A — 255
T3 G USRI 227 A e o fE— B8 S 5 S, USRI (0 252 The £ — B8 S J5 5
o TR PR A2 222 2 Th T O Thik " T,
[0631]  ZEFUAA-TWA-TIA-TIT.A- TV BERCHIML S Wil —2es iy 2 RS T H
97e e P Remk PRI TR HEARIC A S, W AR L WL IR R . — SR AL pE
iR 1 ,Z‘IZ%—%XX‘L‘¥%§REA:Z@D\I AL — JRIRT 7S FR 60 Y SE RS NS (FRA,
FS TR % A — S5y S RYUE A, o B A AR S O B |
TARELBRIAMG 1, 2- 1 £ 3R T EON L - DR @A:Z@D\]IEF'%—Hﬁﬂk@D\/\EﬁﬁIﬁﬁﬂﬁ
faAnss (R T R oA —20X B st )y S, 2GS IR P R 2R 45 o AE— 18
BT S U R 427" e " Te VP Re ik P Re
[0632]  FEAA-T.A-TI.A-TII.A-TV.BekC.Z&2ek HAT4Y (Blan, Hh L 210 & Tk
A 2 5k 5 U bR S AT sl BE A MU PE R IC RO R P 4545 B aRAmI b S g —A> 5K
Bﬁjﬁmq:‘ B&E‘J rim{i%% = 64Cu 67 U ’ 90Y , 1538[11, 152Tb ’ 155Tb ’ 149Tb ’ 161Tb ’ 177Lu ’ 225AC , 213Bi ,
224Ra ’ 212B1 , 227Th ’ 223Ra ’ 186Re , 188Re ’ 94mTC , 68Ga , 61Cu ’ 67Ga ’ 99mTC , IIIIn ’ 44SC , 86Y , 8921‘ , 90Nb ,
117mSn ’ 165EI‘ ’ 211At ’ 203Pb 212Pb 47S 166HO ’ 149PH1, 159Gd ’ 105Rh , 109Pd , 198Au , 199Au , 175Yb\ 142PI‘
EJZHZLHIIHOE#/I\%HU‘J@?\? l:':l E&E‘J’ HJEHLL,% = 177LU\11111’1, 213Bi ,68Ga,67Ga ’203 b 212Pb 445
, 47SC ,90Y , 86Y , 225AC ’ 11711181,1 , 1538111, 149Tb , 152Tb ’ 155Tb , 161Tb ’ 165EI‘ , 224Ra ZIZB 227 h 223Ra\64Cu
55Cu.
[0633]  7z0AVA-T.A-IT.A-TIT.A-TV.BokC. ol 2ok AT A Bl R4 S I — > 52
By e, = b — ARV U P R R 8 S B R R R A e A S 4R
KOG, 1z BES S RGBS R R4, b &5 5 A BF, E’J?ﬂiﬁ@%/ﬁ,
A S AR R 2R
[0634]  frz0A\A-T.A-IT.A-TI1.A-TV.\BokC. ol 2ok AT A B R4 S I — > 52
Bﬁjﬁ%qﬂ )ﬁ{%ﬁ&%ﬁ %’_J'f_ij%% = 68Ga\67Ga , 61Cu 64Cu ’ 99mTC , 114mIn , 11111’1 44S 86Y 8921‘ ’ 90Nb
,ISF,1311,1231,124I 152 155Tbi72ASo?_‘ A;’*Eﬁjﬁyﬁq:‘ EE{%E&ET il_,lfif%%E'ﬁSGa\mGa,
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6lcu’ 64Cu ’ 99mTC ’ 11411111,1 , 11111’1 ,44SC ’ 86Y,8921‘ , 90Nb ’ 131I ’ IZSI ’ 124Iﬁ72AS i

[0635]  FEFAA-T A-TT.A-TIT.A-TV.BkC.okF2uk HATAY) sk KA S —A 52
By e, = — ARV B BUE P R R 5 S 1T M R R R & A B S 4
BEG G B EG T SR U R R4 5

[0636]  FEFAA-T A-TT.A-TIT.A-TV.BEkC. ok F2uk HATAY) sk KA S —AN 52
B/@ﬁ;qxl—é':h , /éﬁﬁ&%ﬁ‘fiﬁ{ﬁ%%l%lir\21231 , 211At , 166HO , 149PH1, 159Gd , 105Rh , 109Pd , 198Au ’ 199Au
, 175Yb , 142PI‘ ’ 177Lu , IIIIn ’ 213Bi ’ 212Pb , 47SC , 90Y , 11711181,1 ’ 1538111, 149Tb ’ 161Tb , 224Ra , 225AC ’ 227Th ,
223p ’ RIS 64Cuﬁi67Cu .

[0637]  {EARAA-TA-TT.A-TIT.A-IV.BERCHIML S WIN—Ee sy &b RV E AT DL &E &
Bp- gk ((BFIALR) (O8G0, 01, 4, 7- =2 R ThE- 1, 4- — . FRHS (NODA) %65 75—
BB T S, B A ONODA A — B8 Sy S B A [ PRI ATRES £

[0638]  {EAAA-T A-TT.A-TIT.A-IV.BERCIIML S WIN—Ee sy & RO E AT DL&E &
AsE AU, W N = RIS A — S S B N = R S o AE
— BB G A S P AS By A — RSy gD A S T A B A

[0639]  fERAA-T A-TT.A-TIT.A- IV BERCIOIL AW —Re a7 77 2, R E4 78 = 5ul il
L (BF,) (L, BEREEA T °F/ RS MERR T o X RR S AT DR ME—PIRY (n1=1) ,
sl FTRADIE S NIIR SE A, xR DA 85— R IR oA ] i RE T DU -RVRVBF,, Horp
R 2 - (CHy) |- FF HL-RYBF FEPT A DA Mk [ 365 (R 30) 766 (F30) ik

Xo
R,;'}'P,?Fa T A L PR rh ) —Fhak A, Ferh AR PRI AR pdir MR C - C Pk
R

BB T RE ARG, 7 -OR - SR -NR- . -NHR k. -NR, F U I IE FRTREC, -C 5
Bl E T

[0640]  fFFRALA-TA-TT A-TTT A-TV.BukC. 2 HATA Wy sl 4n01b S o —2L 5
J5 g, -RYBF 16 [ 325 Hh A H O BIEE L P o A — e Sy S, -RYBE ko e [ 6 rh )
HH PR AL P PPy ) — Rl 2 6 o £E— BB S0 5 e rh, D — AN °F o — 28 5Ty &
FIr A =N F -

(06411 35, /IR BE, I M
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W) B AT ST T — T A — NS T A A E D —ARY, R E S
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Pzr PN PRI T T P PO ThEk P As o A S S, B P R 2
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—ANSHE T R PR BRE & R CXCRAFIERIE « £ — NSy S p (b i & = b —
ARY, HA S BGRUER A 2, B & W SR T IR R R R A B B S 4 RS
HIEEE %5 B A ST BRI A B A A — NS T S, I 7 s A v &
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, 212Pb , 47SC , 90Y ’ 117mSn , 15?>Sm , 149Tb , 161Tb , 224Ra , 225AC , 227Th , 223Ra , 77AS . 1311 \64CUEZ67CuO
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[ T B A2 e T G R A A STk 3 0A VA- T A-TTLA-TITA- TV BekC. sk 725k
HAT AW BRAM S P AR — o A8 — NS0T T S, 5 B iE A2 18 CXCRA 1
JE o AE— DT, A E S ED—ARY, S g BU R G & s & 5ia
TR RN RS, b G S RE S S G 128 BE G SI6TT BURTER 245
B E—A ST e AT O YRR A 202 R 2B, 2 A, o, Pm, 1%Gd, TR,
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TAPAEBR A, LRI 2 FIFICXCRA[ AT SEN AN s il o 5 , 72 Bh Ik SBAE AL R
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VAR PR RS D s H DD Plerixafor, R PR AAMD3100, S 40T A I THIVIGST , &
1255 M1 ME—SRAFFDAREAE [ CXCRAFE U771 - AMD3 1005 45 TPV AN 22 kM B IR i, DA
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B IR PR T — AT 21 A PACXCRAR Fk RO BER B e 1 7 s, HorhiZo i
1 ) 32 i A 5 A RAVA- TVA- TTLA-TTTA- IV Bk Cul b Ba A e i e S A M 2y
AR IR E A RIS o B EASER T, 5 AT LA & A CXCRAFIIRAE (N, AEFE AT
SREURT RV 22 B MR B R I B LR I e PR B An e L 45 A
W2dEE) o IRLIEE , AN T AR I S S 1R T Al & TR I8 CXCRAF I AE I FH , Horp
RO STATT UL RN A7 B S5 16T 7 IR R L 2484 o AE— el 2, SRk & A
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[0700]  ASCHT IR S PH NI, Fri bk AT DA i A0 7 19 &4 o i AT —
R 185 B o XM 1A AR AR T8 TR 119 - 25 5 FR A B Bk (Fmoce) FIL/ Bl T 48 580
5 (Boc) 27 N I 5 1L TR A M EIRERK S ke, A/ sl 5 i 5 1% o
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[0702] [ e VF AN A B AR IDK , P LA AH 2 R B 1 S 25 H KPR Fmoc (R 471 5E
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I FH B (1 Ea R ERREAL) o e A R PR S A S HANR T2 - (TH- 2R e -
1-38) -1,1,3, 3- VU FFASLARSS /S SR AR TS (HBTU) <2~ (IH-ZEHF=mMe-1-35) -1,1,3,3- PO
IREH VY FHAIER TS (TBTU) 2- (7-%(Z% - 1H-KJF —=mMe-1-50) -1, 1, 3, 3- VU FHELIRES S Sl R i
(HATU) IR = - 1 - -5 - = (T HIEEIE) /N IR B (BOP) (2R = - 1-BE -4 Jk- =
(T REE L) 7SI (PYBOP) o il ik fif FH =M (41 -F23% - 250 = (HOBt) A1 -F25E-7-
Ze- 2RI =Mk (HOAL) ) RSN HE X e/ MY o B AT AYEAFAE Sl IR (N, N- — S N3 i
(DIPEA/DIEA) %) IR B 24T o i) TR IRk an S T B, w] DABE KA A2

[0703] [ 1 A LA PR B DA AR IR AN, JOAIAR AT DA 1o P 4 28 Ay e AT (4] AR i i
PR EAE) (0N  AMVGE B M EE ; ol o MIpE 2 = 8 S S sk R R) A SZ 5 7 Ui o 5 54 AL IR
W BE AR AT DA AT 2L AR 5 26 T, EL AT AEA G L sl BB SdEAT o FERR sl 14 512
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FREE (51401, Lys \D-LysOrn.D-0Orn.Dab.D-Dab.Dap.D-Dap) mitJIANAIt 2 [RIE R e 5
TEE A RN MBE (F1a0, LysD-LysOrn.D-Orn.Dab.D-Dab.Dap.D-Dap%§) 155
TR RN TR MEE (B A1, AspD-AspGlu.D-Glus) sl JIKCAI® & [RIJE Rl s LA M AE 25
SRS S SR AN BE (B4, Lys (N,) D-Lys (N,) &5) FIHIEHUT] (5140, Pra.D-Pra®) 2 Al
o FIEAL, 2, 3- = AR R B 2 1T, A0 PRI M B Y 1 B RE T R R
PIEUTL, b 5 & RE P 2 (Rl o SN, 2, 3- =M [ S AN T e BRI I O
P BRI AT KR PRAPIE AT A ERR 12 5245 €0 152 - SR S TR (0-2-PhiPr) (B W14EAsp/
Glu_[) PAJea- L =R AL (Met) PN A (alloc) \1- (4,4- —HI3E-2,6- 5 fUR
C-1-3E30) 43 (Dde) M- (4,4- —HI3E-2,6- —SARIAC - 105 -3- L T EL (ivDde)
(4N, £FLys/Orn/Dab/Dap |) .0-2-PhiPrAiMt t {4 5E v DAAE 59 M 5 (AnDeM A ()
2.5% —FFR (TFA)) N BEVEHBBER A o Al Loc PR3 PRI LA FIDCMAR Y (2R 5L )
B (0) FIRILRERE Ve B B AR 7  Dde 111 vDde B HH L AT AT DLl FHDME R 2 - 5 % [ ikde B
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T DU FHER PN S LR & KL 0 SRR AT £ SR B I W4 T 4 IR (R WP 1 TCK™") DAk
FREREE U7 EE (FE SShE B RR T 2R BIVE S 25 00) SREME s T A5 IS e LA [ A o 2
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FRE R I 5 Wi & A B e & G o, e s R s 1 I s B AT AN A0E G
1, 3- (Fmoc - 2438) WAL TE) 2 A1 TARIPER S8 o QSR SN AR iR TR b T, D 1T
S S e ok 24 B EE /R LG (LR 1) S ELAEE A AT LA o R A €633 vk ke o 380
O3 (HPLC) 21 o Qs SN AR A BB T, MRS — S N i B 28Rt 2[4, 52,53
— TS R P i DA i T (= 324 SRR RIS ARI SN ) o SN I, m] At
FUIILH A (B2, N, N- - R PR e L RS RN — S F 60 W e M e 4 A OIS Sk 254t &
(A SN SR AT A o

[0708] i ik A1 5 6 S W I e P = AT (AL F) RO I T A - SRk 1
FFIERchRE (-S-) SRS T, 55 S SR e S P AR b S X e BV AT o 2
DU, I SON AT ALE AR B TRAR FR E T o AR SRS AE I TR A 34T, S P R S R e e
Hoh M EE/REE (LEBY) , I HEE R0 AT DA e PR o % ok mle e S0ohE 1% (HPLC)
SHAY o AR SONAE [EAH_F 2B T, W RAE — P SO P 2B e 2[R, BB 2, 53— Fh s S i
e DAk s (=3 2 iR 2 AR S S ) o OB i, m] DA e (s VR A 4l (191
1, N,N- A3 R  FR AN — S F0) LR Ml [ AT OB ) Sk ZeBind A S RN I
INEZLEw

[07091  SERKER S (4N, B AR ICIE AT (8 A 255 S5 AN/ d k) AT DS RN AR S i
I, ) R A B 2 28 A 3 o 24 G o B 1 s 1 PR (DA M AR AP BE AT (Ui SR
15 ) MR ALEA I LA T RIS , XA 5 o B A AR T8 e 25741 (i1, 4,7, 10-
PUR At E-1,4,7,10-PU 2R (DOTA) = (BUT BE) ) 7] DUAE A7 70N - B2 L 3% T RV i
(NHS) 1IN, N - ZPRC FE A 0% (DCC) BB O B 35 DA S IIRARIDE AT A, RIS 3 R A
FEMRAREREAE AR Tl A IR s SRS TN B A A A o SN A AR &I
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HOE 1SR AN A, 2- B R R B S NHS FIDCCIG , I B S IR SR 5 , e A7AECu®’
AP ER IS HL B, AR A WA A (U1 (ACN) AIDMEZE) FRRT DUKE S HUR R BTG
oy mik B B IR o A BRGS0t AT LAAE IS TRAR R RN, 1302 A T .

[0710] X7 & B2 AR T A RN, I Hvr 2 25 7702wl R I (B an, ok 1 Sigma-
Aldrich™/Milipore Sigma %) o KfMtEH A4 S IS A 5 S 2 O I AIEG (1)
W, 20N SN o Fk - - S A3 1 1 BT DA e AR O AR e LB (A,
Bernard-GauthierZ: ABiomed Res Int.20144-2014:454503;KostikovZ: ANature
Protocols 20124F7:1956-1963;Kostikovi: ABioconjug Chem.20124F18:23:106-114 ;3
HAE— Sk A2 S5 T TN o U YRR 22 BRI S 21 A s sk R R )
07111 L& ¥ ERORRBF 4143 1O A B PT DA% I 2t i 0 O A P S B (0 < L u e A
Angew Chem Int Ed 20144F53:11876-11880;Liu%: AJ Nucl Med 20154E55:1499-1505;
Liu% ANat Protoc 2015410:1423-1432;Kuo®: A, J Nucl Med 20194£60:1160-1166; 3
HRE— R SCIRA 235 IR SO FN) ol , BRI AT LAl o i, il 77 25 BF,
& REE D) 5k BB G RED 2B, 2,3- =MRER, sl 71 27 BF, 1)
FHIRTR S5k TSk 2 (R s et S5 R Iy 1 88 27 BF, 1 & Rt Hug sl
R , 1 ot il o8 2 IR TS 1) & U Bl FHRR R , I J AEHC L  DMEAIKHE, [ 7 A1 oKl
PR 6 A BF, o W T E 3B, , S MR 1S U  Hoia sl FHR TS 1) T DA K2 AR i
(RGeS ) (it FH LB MRS i) 5525 i & U ) B ol HRER T (20N, N- - HH 2
B BE ) ABIR I B8 o 0105 FEBF, , IR R AT DAL (5 O Bk i Ay (ke 750 AR GRthae
i) — I AEEE (Suzuki coupling) £

[0712]  BHSR-TOR[E] £ 2255 46 S SEN BRI AL A AT 18F - S0 T DA SR AN T A
FE S (Liu%e A RS2 T-H1)2015 10:1423-1432, firak Sk 451 IS R F
N) o1l H 2 100nmo 1R 2 BF, AL S MDA i Ar 1 5ul AR - HC1 2% iy (pH=2.0-2.5,
IM) 151 FEIDMEAIL L A7 . 5mM. KHF, /KR IR A 8 - S Ak Wi (oK, 60ul)
TN MRS, H B RAES0C N IR0 8 o 75 S N 45 BRI, 7] DA 1t [ A
AR I ek o il KA N BT A W E IR SRR I SOMH = 380 €2 i v (HPLC) £ 15
/R

[07131  YJIRAE[EAH R A b 5e 4 i, FTRAE P s 0] (AnTRA L = RPN AR (TTS)
A7) AT ARz A b D S B2 R IR o RIS B B PR3P 25T, QnBoc « i A S R Ik -
5-fi it (Phf) « = 2KHEE (Trt) AU T AL (tBu) ERBLLRP™) o AEK AT DAUE I I8 I Tk e i 25
O MNP ITTE AR o IR S FANZAE AT DA b o0 B H R T, a3 TR /N i
Arp AR PR v 38R 2 7 (HPLC) o 80 IR A IRl — 1 P DAl Joot 7 sl H e 2805 7%
R

[0714]  Refr G R AI P B EPraPA T S il it — 22 B AL B .

[0715] S5

[0716] {5k

[0717]  5C4G .

[0718]  BRARSS A WEHA , 73 MR 1320 B VR B CFEE— 2P 4l B Al {1 AF
Liberty Blue H Zhi ik & 1% (CEM Corporations) skPurePep Chorus GT (Gyros Protein
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Technologies) &Ik« m8GAH 3 (HPLC) £EDL & 4s FoR T (V) Bl&A 120081450
7 1200TUVIR ICEER TR ATIB i oscan Nal[AMREMIZSHIAgi lent 1260infinity R, (2)
Agilent1100HPLC R4k (3) A fr 471260 Infinity TTHIGAL —JC 12608 Infinity ]
A5 P KAR I (G55 4 220nm) F11290TInfinity TTHIEAIFRZ IR IAgi lent
1260Infinity TTHI%&M R4 . FIF & & IHPLCEE I E Phenomenex i 3 4 & HUR:
(Agilent Eclipse XDB-C18,5um,9.4x250mm) 2k il £ A4 (Gemini ,NX-C18,5um,110 A,
50x30 mm) o L ATES T TR skWaters 26957 BSBIELIIAB SCIEX 4000QTRAPFTIHHY F
“GiikWaters-Micromass ZQUHHY ARG TR 71T .

[0719]  BL34L6I{IF5 K

H}_\N’f_\N/_(zH
L,

N N

OH
_F \—<
io O OMe
o920 NI &
. y 3 -

N NH
o (,
0 HN
[0720] )‘NH
‘\\I\\ o P Q@JOH

(o]
HN !
NH HNIO\/\/ \f/
O&NH Hje I
: o

o N NH
- HN \“/ 2
7 W\ r NH
= BL34L6

(07211  4F0. 1mmol HiFE T 24 Rink Amide Protidef IS H20 % WREE -DMF (3mL) £E90°C
(Imin) NBEPRI, 285 HIDMF (Bml x3) Peik o 2K, 7590°C (4min) Nl FDMFFR[AIM DIC/ 1M
Oxyma (1mL/0.5mL) {HFmoc-Lys (iPr,Boc) -OH (5245 ,0.5mmol , /EDMFHI0. 2M) , B a0 |
Frk i, 251 7Fmoc - iR 97« DLZRAUR) T3 2 S Fmoc -D-G1u (0A11) -OH.Fmoc-D-Ala-
OH (x2) \Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH (x2) .Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr
(tBu) -OH (x2) FllFmoc-Lys (ivDde) -OH. F{Pd (PPh,) ,/ZKFEREAE (0.25/1524 H) JFk-0A11 (4
AL B (35°C, 6min, x2) |, b TFmoc - A 47 . FJHATU/HOAt/DIPEA (1/1/2 4 48) /¢
75°C N TIME (12min, x3) o FIIDMEHRI2% P (3mL, %3k, 5min, x5) KR ivDdedEFl. 4 b Ay
AR, BEFmoc - i F PN 22 MlIFmoc - Lys (ivDde) -OH. fi FIHATU/HOAt/DIPEA (4/4/8% ) 1k
ATDOTA (44 55) ARHCAR S5 B, Bt 2EA T ivDde BEpR$, T HIHATU/HOAt /DIPEA (4/4/8 Y 15)
BEATA- (4-FAIEIREL) TR . £E35°C T FHTFA/TIPs/H,0/ 2Ky (90/2.5/2.5/5%) M
NEH DB RS 3h KPR ¥ — kP I0E , I (x2) PR IFAEH0/ MeONTR S T
TR 2 ) 25 R HPLCAE i 74 71A : H,0/0. 1% TFAFIB:MeCN/0.1% TFA (4.5mL/min)

(20minfN31% B, t,=7.189min) Al KRG AT A il fk o THEEBUR M+ 2026 08m/
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23 IR (M+3H") /3:676.21m/z.
[0722]  BL34LTHI G K

o o
HO EN N OH
N N OH
£
o
o
' HN
OH
N !
= O ﬁ:o
" o NH O
MeO &
=0
HN
[0723] /Ln]|H
~ 0 ~ \—OH
L3 \
: N~ HN o
H,N
2 NH HN H
°0 r/\,N\/
NH N © !
H o
O&NH Njg
o
o N NH
J NH

= BL34L7

[0724]  4F0.1mmol HFE T ,2HRink Amide ProtidefISH20% WREE -DMF (3mL) £E90°C
(Imin) NBEPRI, 25 HIDMF (Bml x3) Peik o 2K, 7790°C (4min) Nl FHDMFFR[AIM DIC/ 1M
Oxyma (1mL/0.5mL) {EFmoc-Lys (iPr,Boc) -OH (524, 0. 5mmol , ZEDMFFRO . 2M) , B 5 &0 |
Frk i, 251 7Fmoc - iR 97« DLZRAUR) T3 2 S Fmoc -D-G1u (0A11) -OH.Fmoc-D-Ala-
OH (x2) \Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH (x2) .Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr
(tBu) -OH (x2) FllFmoc-Lys (ivDde) -OH. [IPd (PPh,) ,/ 2K EEfE:AE (0. 25/15 2 12) 2585 -0A11%E
(35°C,6min,x2) , b7  TFmoc - LA 7 . JHHATU/HOAt/DIPEA (1/1/2 4 8) ££75°C N#ET
b (12min, x3) « FHDMEFR2 9% B (3mL, 235, , bmin, x5) Z5fgivDdeFEH . 4 b Pk (1, (¢
Fmoc-Lys (ivDde) -OHAFmocfifi 3 P 22 » 41 FIHATU/HOAt /DIPEA (4/4/8 4 1) 31 TDOTA (424
) RS R, S 2R T ivDde il SR, I FHHATU/HOAt /DIPEA (4/4/8 %) JF474- (4-H
SASERIL) TR E35°C N FITFA/TIPs/H,0/ 2513 (90/2.5/2.5/5%) WA b ks
£23h KA — OB 0T, IR (x2) eI 7EH,0/ ACNTR A Hh I T o ALK F Y-
S AIHPLOFESE FHYAFIAH,0/0.1% TFARIB:MeCN/0.1% TFA(4.5mL/min) (20miny31% B,
t,=6.796min) ZE{YHEFES R TR @R T BURL (1) £2026.08m/2 5 £ 3 (+3H) *'/
3:676.21m/7,

[0725]  BL34L8[ &k
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O -OH
[0726] - o
o] N N
H H
MeO "/‘L{L HN H
N

\ NH
e HN\Y( 2
NH

BL34L8

(07271  4F0.1mmol HiFE T ,2BRink Amide ProtidefdISH20 % WREE -DMF (3mL) £E90°C
(Imin) NIRRT, SR FIDMF (3mL x3) P AR, 4£75°C (12min) |l FHHATU/HOAt/DIPEA
(5/5/104 1) {HEBEFmoc-Lys (Mtt) -OH (524 ++, 0. 5mmol , fEDMEH0. 2M) PR o FA IELE90°C
120 % WKEE -DMF (3mL) iR (Imin) , S8 )5 FIDME (3mL x3) Wi« R, 4£90°C (4min) il
FDMFHAAIM DIC/IM Oxyma (1mL/0.5mL) {HHcFmoc-Lys (iPr,Boc) -OH (5245, 0. 5mmol , ¥
DMEH10. 2M) |, Bt Jm 4n b a1, 4 TFmoc - JBL PR3P o AR 5 X Sl I Fmoc - D-Glu
(0A11) -OH.Fmoc-D-Ala-0OH(x2) \Fmoc-2-Nal-0H(x2) \Fmoc-D-Arg (Pbf) -OH(x2) \Fmoc-Lys
(iPr,Boc) -OH.Fmoc-Tyr (tBu) -OH (x2) MFmoc-Lys (ivDde) -OH. J{{Pd (PPh,) ,/ZRFLAEST
(0.25/154 ) F4-0A113EH] (35°C, 6min, x2) , Bl 5 3E{ TFmoc - L A# 37 - FHHATU/HOAt/
DIPEA (1/1/22%4) #£75°C FUHATEME (12min, x3) o FDMEHII2 % JiF (3mL, 2535, , 5min, x5) 2=
FivDde LWl 4 b Frak iy, (I Fmoc - i 3 PN 242 « /- Fmoc - AR 47 , {8 FHTHATU/HOA t /
DIPEA (4/4/8 Y1) BIEDOTA (44 4) o H i, FIDCMHP )2 % TFA (4mL , %575, 2min, x8) :fgMtt
RP3E, FIDCM (3mL x 5) FIDMF (4mL x 5) s HIDMFHI)10% DIPEA (5mL, 5min, PK)
FIBR IR , PRI (3104 - (4- FAEEIREL) TR o £E35°C | HITFA/TTPs/H,0/ 2K (90/2.5/2.5/
5%) M I DIEIIKFFE23h KPR AR 18 — CBE R ITTE , THBE (x2) e FAEH,0/MeCNTE &
PR R o REAELD A~ ) 25 BUHPLCAE A PR 1A : H,0/0.. 1% TFAKIB:MeCN/0.1% TFA
(4.5mL/min) (20minf319%B, t,=5.827min) Zifk. }F 5T (HH) :2026.08m/2 5 & B O+
3H) */3:676.41m/z.

[0728]  BL34L11[ME L
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[0729]

BL34L11

[0730]  £F0.1mmol i T ,2HRink Amide ProtidefISH20 % WREE -DMF (3mL) £E90°C
(Imin) FJBEORA, 285 HIDMF (3L x 3) Peig . SRS, £590°C (4min) [ FHDMFHEY)IM DIC/ 1M
Oxyma (1mL/0.5mL) {EFmoc-Lys (iPr,Boc) -OH (524, 0. 5mmol , ZEDMFFRO. 2M) , B 5 &0 |
Frk i, 251 7Fmoc - iR 97« DLZRAUR) 5 2 S I Fmoc -D-G1u (0A11) -OH.Fmoc-D-Ala-
OH (x2) \Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH (x2) .Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr
(tBu) -OH (x2) FllFmoc-Lys (ivDde) -OH. [IPd (PPh,) ,/ 2K EEfE:A¢ (0. 25/15 2 12) 2585 -0A11%E
(35°C,6min,x2) , A 1E TFmoc - [l f- 37" - FIHATU/HOAt/DIPEA (1/1/2X448) ¥E75°C F T
b (12min, x3) « FHHDMEFR2 9% [ (3mL, 2535, , bmin, x5) Z5fgivDde LM 4 b Pk (1, (¢
Fmoc-Lys (ivDde) -OHAIFmocfifi =L PN 288 - fii HHATU/HOAt/DIPEA (4/4/8 48 #E4T7DOTA (424
) ARICARS A B, S 24 T 1 vDde B AR, I HHATU/HOAt /DIPEA (4/4/8 1) 1474~ (4-fit
IREL) T AR . £1£35°C I JTITFA/TIPs/H,0/ 215 (90/2.5/2.5/5%) MBS Igrb DI EI Ik Fr4:
3ho REFHIIRAE S Lk rh 0, ik (x2) BEd 71,0/ MeONTE S b T o RERFLIDR I i 25 28
HPLC@%H%?%%IJA:H2O/O .1% TFAFIB:MeCN/0.1% TFA (30mL/min) (15minfN31% B, t,=
8.617min) Zlifk KRR R Tk (1 A TR (M) :2121.96m/z 5 ZBE (W+2H) *'/2;
1061.98m/7.

[0731]1 (L EWIAIN Sk
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0 o
HO [N N j OH
HO N N
RAMHN».(O —
o
\)\h{H 07 NH
S H o .
Boc O=¢ \ HO.
#}_‘- —sTrt o \G\ ~NH  s0,H
~ FrocBEARE", #RJE i B
BocN Fmoc—CysAcid/HATU/DIEA HN- o NH
[0732] \ HN \) - . o NH O\ ﬁu
$RJEDOTA/HATU/DIEA HN—4 T =
__ HN- &_ )
X N HN SRISTFA, ON, %R e " it 3 W7
HNJ\?/. oBu HRJE95:2.5:2.5 g ¢ Q
P“'HN‘( j% TFA/TIS/HO 5 min, %3 O7 NH L N ) e
NH ;

0 N r" N\ﬁo ;—\_
T \ ~
S - i — é\l/'l e ‘<
HN I
"Fmoc =

MT16-145-L-Hpi WwEM A

[0733]  MT16-145-L-Hpif7&r i FMBHA Rink Amide (0.04mmol) FfISVAAARTE3mL DMFHT,

BN S 20min, SRS HET o R TR TR 775 3mL20 % WRIE - DMFH , Jal ) 7560°C Rt
)\N TRA Imin, HEHVATR , 6 A6 SmLA7y B DME 51 45 123 A« FH 3SmLAZS FRDME P74 IR = 1K
(R BN ARG HET o) K JIE T & 77 723mL DMF A, iZDMF & i Fmoc - Xaa - OH
(100mM) \HCTU (100mM) N- HH 5L - Hibk (200mM) LA K #Iaa R s 01 it 22 /D7 . 5 2 i () 2 B A
DGR o 15 B T AR AR IC T TR PR A S 1 S AN, 7550 °C R IR A Bmino FIAMBF I AT N - ¥
Fmoc -aza-Xaa -OH IR 5 AN, 7E50°C R 550min o KiFmoc -Hpi - OHAE %0kt [ il AN,
T 1he JHI3mLA3RIDME (x3) Peifbi g GEEN, SRR G, R aHET ) e B 2 e, 2R )e
FH3mLA DM (x4) Peifbi g GEEN, SR G, SRIGHET o) SR 5 Reb T ok TN, e 45
20mino FE A AT ZDR M IS S 7 AE5mL. DMEH, FAN, sk 5 20min, 7E 5 A L Fmoci
R4, SR 5 FHDMF (x3) e - 474 . Img Fmoc-B-Ala-0H.102.2mg COMU.0.12mL DIEA7E1mL
DMF S FA VRS DB SR 25 28, S 291 - 1. 5hoo B/ NI R 5 S e i A IDE A I - T A 120 R =
IR, WU SIS AT M 5 . 5hoo £E f5 S —FEBIBE 2 5, FHDCM (x4) PEIA I i 7 IR 25 A 1 T4
20min. 7E 5 BT EhA A BRES AU ELRE R = 7 AESmL. DMEH, - FIN s 5 20min o i
1o 20 % WRIE - DMF (3mL) ALHBEA TFmoc i ARAP, SN, S TR 15 « FHIDME (x3) PRERMIAR - AE
B F51:2:2A¢,0/Et0A/A] 1T (5mL) — i 7 30min, SR FHDMF (x3) Pti, 245 FHDCM
(x4) Ve, SR IG T520min o 7E RSB AR T B O IR 5 2ml TFA—RHFEE R A TR,
ﬂ%)ju&souL TISFI50uL H0, B & 5o (e A TRAE B 15mL falconH, HIEL,0 (x3) fiff

P Al LIEMIAE 2 S T IO IR IRATH,0/MeCN 0.1% FAF, H5E i HPLCTECL8 L 4lifb, i
0.1% FA H,0/MeCN{E50x21 mm&iuﬂ%ﬁ Vel o R EE K 5y, 1 R T o B VA A
H,0/0.1% FAFIB:MeCN/0.1% FAMHAgilent Eclipse XDDCI8 C18FE (9.4x250 mm) FH%: 5
K, T FH95 9% H,0 %65 % H,0 (750.1% FA) Jeflit0-32min, 85 H65% -0% H,0 (%0.1%
FA) Pelli32-35min, Fisi2nl/min. (t,=23.362min) «LRMS-EST (in/2) : CygHyN,0,,S (M2H) **/2
15673 . 4m/z W M673 . Tm/z .
[0734] @cﬁ%AE@é\ﬁE:MMT16-145-L-Hpi/~\ﬁS‘ﬁﬁ‘* FEB#EFmoc -B-Ala-OH J& , i H]
20 % WKIE - DMF (3mL) ALFE , K Fmoc PR, i 1 N, 5 8 7R 5 o FHDMF (x3) PEd i fIg o (I Fmoc -
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N R , RIS AL 2= D 1 FIDME FR I HATURIDTEA (i 114 /4/8 2415 fHIEDOTA o 11 7 JEC k%
R TR AR S 2ml TRA—R i HE 4 o 78 FH =, IR IN50pL. TISHI50uL H,0, F % SEwt
K TRAL E R 15mL falcon 1, IEL,0 (x3) W, A ITie e 2 S T

[0735]  (LEWIBII G K

HZ%NMN/_{ZH
o Gy o)

o
N N
RAMHN — . 02 ’ ;
)‘ g - O™ "nH
N

Boc ©O \\\ %
STrt HO
Qo™ b

" ~ FrocBIRY" BE —( . 0O
CD Fnoc—CysAc id/HATU/DIEA N OQ(\N .
0736 HN - NH H '
[ ] \i »\\ SR ISDOTA/HATU/DIEA HEN—4 __\ i S
< H HN HN- S: A,
72 (- fo JRIGTFA, ON, iR o s
PO ¢ NH HN OtBu  #kJ595:2.5:2.5 NH § OHO
- TFA/TIS/HO 5 min, ZEiR OTNH HN_)—NHZ
o N x© ~--S],N]/\§O
P e e
HN
FmocHN U ‘<
=
MT16-133-D-Hpi WEY B

[0737]  MT16-145-D-Hpi[K & : MMT16-145-L-Hpi &k T 44, 54 CFmoc - L-Hpi , ¥ Fmoc -
D-Hpi -OHIE N A &= N R A 17N o FH3mLA7 FRIDME (x3) B IR GEEN, SR &, 24
JEHET o) FER AR 2 T, SR FI3mLA3 DO (x4) P AR GEIEN, S, SR HET )
A gL N, e T 20min . 715G AT 20K I8 B AE5mL. DMFHE, TN, S iR &
20min. 7E 5 AN _EFmoc i R4, #R 5 FADMF (x3) P o ¥ 1mL DMFHH74 . Img Fmoc-B-Ala-
OH.102.2mg COMU-0.12mL DIEAVR NS M 275 H1 , 50291 - 1. 5ho /N il 2 i ) HL B
T T x3, SN TAL 5 . Bho 7E s frr— AR 2 i, FHDOM (x4) B IR IR A
L R20min o £F A TSR IS G I BRI ST AESmL. DME R, N, B &
20min a1 FH20 % WKE - DMF (3mL) ALHEZET TFmoc B OR47, 1N, i TE 75 FHDME (x3) Peik
PG AE T AN F51:2:2A¢,0/Bt0Ac/ 1] )] (5mL) —& ¥ 5 30min, SR )5 HIDMF (x3) Mok,
SR HIDCM (x4) B, AR T 20min o 77 [ FBE LR TR i 5 2ml. TRA— 2 Hif 1L
AL TR, N IN50pL TISFIS0uL H0, B 2 S e K TFAL B8 2 15mL falconFHT, []
Et,0 (x3) WFEE , (DM e 2 TR IS R AEH,0/MeCN 0.1% FAHP, 1@ HPLCAEC18 |-
afift, fi110.1% FA H,0/MeCN{150x21 mmbT: A TRV e B4, ¥ RO R T o Al
A 7A:H,0/0.1% FAFIB:MeCN/0.1% FAfflAgilent Eclipse XDDC18 CI8FE (9.4x250
mm) FRE S AR, P95 % H,0%65% H,0 (50.1% FA) PEL0-32min, S5 FH65% -0%
H,0 (£50.1% FA) Jelii32-35min, Jii#2ml/min. (t,=24.171min) .LRMS-EST (m/z) :
CogtlosN,(0,, S (MH2H) * /2115673 4m/Z WL MI673 . 6m/ 7.

[0738] (VMBI : MMT16-145-D-Hpi & T 44 , £EFHFmoc -B-Ala-OH> Ji , it i
20 % WKIE - DMF (3mL) ALFH , K Fmoc LR, i 1 N 5 R 7R 5 o FHDMF (x3) P fIg « (B Fmoc -
TR RE PR 2R , AR5 7 2 T T 6 FHDMP P (g HATURNIDTEA (ff FH4/4/8 4 &) {HIBEDOTA . 7E [ JEE A%
R TR AR S 2ml TRA—E Pt 1 o 75 5=, IR I50pL. TISHAI50uL H,0, B % 5wt
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a4 B TFA R H) 15mL falcon® i, FHEt 0 (x3) WHEE (B ITTEMIfE 25 T
[0739]  BL34NLFUE A

HzN\“/\NH
NH

O

OiH H )
AN N
o)
o

OO BL34N1

[0741]  4F0.2mmol AR T, Fmoc-Rink Amide MBHA#YJS (Iris GMBH,0.08mmol/g) FIDMF
Hf20 % v/ vIRIEAE 253 N IBEPR PP 30min B, I FH3mL DMFPER TR o SR i FHIDMEH TR 4/8/
445 FFmoc-AA-OH/DIC/Oxyma¥sFmoc-Lys (iPr,Boc) -OH 5 IRZK & 1h ZEERR -3 2
J& , FH3mL DMFJEB IR TR o FHDMEFR (120 % v/ VIR IE 25 Fmoc R FH25mi n o 4% IS LR
IR B Fmoc-D-Glu (0A11) -OH.Fmoc-D-Ala (x2) -Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH
(x2) FllFmoc-Lys (iPr,Boc) -OH5 Ik FLhnf IS .

[0742] K545 (0. 15mmol) FHCH,CL, (0. 1M) HRRAR- A EEIRARIDE S (321 18) F12,4,6-F] /1]
(544 £ =i NMEEE2h AE frﬁﬂa (CH,C1, x3,DMF x3FITHF x3) 2 )5, fF0C FIAN-Ns-
PRAPAI R AETC/KTHE (0. 1M) E”J%/scmztlﬂﬂ%)juMeOH (5:11) \PPh, (524 5) A% FIR
OB 54 FD KRS 2 M RESh2h, [ R P ig (THE X%HCHCl x3) o RIN- A,
(R FHIDBU (5224 ) A12- ik BT (1024 40) AE 2=l FALERL . 5h, 15 B /ENAS G HATN - 2L
RIS RPN NE o 8 T RiFmoc 28 IR S9N - FHIL S LRI, SR TIHATURNL - 82 - 7-
AT = (HOAt) o 13 1120 % (v/v) WKIE - DMFALFE20min , K Fmoc FEPA I PRI o £ X i
SR BB EFmoc - Tyr (tBu) -OH. {8 FHDMFFR 14 ,/8/4 4 & ) Fmoc - AA-OH/D1C/Ox ymatfk /K
Fmoc-Lys (ivDde) -OH (x2) 5 JIRIEM IRIEIC, 420 1ho {6 HIDCM (6mL) Hif¥JPd (PPh,) , (30mg) /
IRFLRERT (450uL) Z5FRD-Glu FY-0AT LRFFIE (4x 25min, £ ) 2R A EBkLys (ivDde)
N -Fmoc , F FHDMFHHDIC/HOBt EA TIAME (2x 2h, fE = 1)  AFIAME 5 , il ik 8
3mL DMFHI2% NH, ZFRivDde ZEHT11057 8, 4 MEIR AWK Fmoc - i N &R , SR 5 AE =i
T@ii/EHDMFEPE/JHATUWDIEA(@%4/4/853) BIEDOTA (tBu) o 1L 71 %0 N J1192.5/2.5/
2.5TFA/TIS/H, 07 &5 1A AL FESh,, HEi(HFET%TF%EI_JHﬂMﬁHEFPJEJJJ'E'J g R, A LR
TFA, F il 8 078 — SRR ITTE MK o RERE I o - i) 25 ZUHPLC A FH - il 25 AT 2l b, & 5
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H,0711105% MeCN (£0.1% TFA) Yefii0-Tmin, SRf55% -35% MeCNYL/{7-8min, S5 35% -
100% MeCNBE8-9min, it 15mL/min (t,=5.167min) 0C80H126N200218i+§$bﬁ%; [M+2H] >/
2:868.5m/z; &I [M+2H]*/2:869.0m/z

[0743]  BL34P1| &%

HZ%N/_\N/_{H
( J

HO N N Q 1.0
— et /{ s?
3 HNﬂ OH

HN™ O

)\NH
O H
[0744] i 0 ©
: NH HN 0 o
HoN NH
X,

BL34P1

[0745]  MBL34N1& 46, 750 . 05mmo LA | 224 Fmoc -D-Arg-OH Fmoc A i, 7F =9
N FIDMFER4/8 /4 Y H ) Fmoc -D-Ala-0H/DIC/Oxyma At SRR EE Lh PR o AE AR Fmoc -D-
Ala-OH2 Ji7 , FADMFHIR20 % v/ VIR IE 5B Fmoc ZEH125min , B AR e i Lk ARG E &0 T
HICH,C1, (0. 1M) HEAR- AR (323) F12,4,6- 1] )T (5241) ALFE2h AL IR
(CH,C1, x3,DMF x3FITHF x3) 2 7, 7E0°C FAIN-Ns-F- I RELETC/KTHE (0. IM) (18 77
FESINtBu- (4-F0E T35 Crpdd) sl B RS (524 1/) PPh, (5°41/) MUH AL IR — B
(545) KRG = N ESh2h, BlE P e (THF X 3HICHCT, X 3) AZEFAE E =K
PLSE R BE R o BEN - B BRI A IE FHIDBU (524 &) Fi2-#idt 87 (1024 8) £ =il M #
1.5h, fF R ENA S AN - SRR SZ AR PR IR - O T K Fmoc S B SN - HH AL S A
FRABIE , K HIHATURIHOAt o« 11 J120 % (v/v) WRIE - DMFALIHE20min , FfFmoc FEATL AR o 71X
FEME , BB eFmoc-Tyr (tBu) -OH. i FIDMFHA)4/8/4 4 H [ Fmoc - AA-OH/DIC/Oxymatfk
KRfFmoc-Lys (ivDde) -OH (x2) 5 IKFER IR, FFEZh 1ho i HIDCM (5mL) FRfJPd (PPh,)
(10mg) /ZRFLAELT (150uL) Z5ERD-Glu b1 -0AL LR 4PEE (4x 26min, (£ P) A AFRLys
(ivDde) |[fIN*-Fmoc , Jf-{#i FIDMFHRIDIC/HOBt#E TEME (2x 2h, fE 200 ) AEEME T, 1l
WA IN3mL DMFHY2% NH, PR i vDde AT 10min, 4MEPR o I Fmoc - 3L P &R - OH , 28
Jr A == N TIDMEH [ HATURIDTEA (fif J114/4/8 Y &) {BIKDOTA (tBu) o 1l it £ % 1)
92.5/2.5/2 .5TFA/TIS/H 0/ G 1A TRALFESh , K4 IR B CR AP I [FII MR I vh DI AE i I 2
J& , S RBRTRA, FRE S AN — OB DTHERK

[0746]  ROHH IR - i 25 U HPLC A =il o5 A 4lifd , e /KR 95 % O (501 %
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TFA) ZEli0-Tmin, ZRJ55% -35% OGP 7-8min, X535 % -100 % LG e i8-9min, 1t
15mL/min (t,=5.478min) 0ESI-MS;BL34PICSIHI%NZOOZISNaKE]/\jﬁ‘;%i [M+Na+K]%*/2 906.1m/z;
LI [M+Na+K]*' /2 906.6m/z.

[0747]  BL34L16[1 &k

o — o]
N N~ O
s
o OH
HN
° SO4H
H NH
N~
cl "
o HN

[0748] /LNH

BL34L16

(07491  £F0. 1mmol AL T ,>ARink Amide ProtideffIgH20%WKEE -DMF (3mL) ££90°C R
R4 (Imin) , 2K J5 FHIDMF (3mL x 3) Peis o SR Jm, 4£90°C (4min) N FIDMFHR{IM DIC/ 1M
Oxyma (1mL/0.5mL) {HFmoc-Lys (iPr,Boc) -OH (5245 ,0.5mmol , /EDMFHI0. 2M) , B f5 a0 |
FIriR i1, 21 TFmoc - PR P o« LAZRAU D 75 sCE S A i Fmoc -D-G1u (0A11) -OH.Fmoc-D-Ala-
OH (x2) \Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH (x2) .Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr
(tBu) -OH (x2) FlFmoc-Lys (ivDde) -OH, FPd (PPh3) 4/ HLRt¢ (0.25/154 ) Z564 -0A1 13E
(35°C,6min, x2) ,pf 52 TFmoc - A4 - FHJHATU/HOAt/DIPEA (1/1/2% ) £E75°C Nk T
M (12min, x3) o FIDMFHA2 % JifF (3mL, Z=95,, 5Smin, x5) 255 ivDde L P 40 F Pk (1, (R
Fmoc-Lys (ivDde) -OHFIFmocfifi 5PN 54K - (i FIHATU/HOAt/DIPEA (4/4/8 4 48) JE4TDOTA (424
) AR SRS, B m 26T ivDde i AR 47, I FHHATU/HOAt /DIPEA (4/4/8 1) JE1T4- (4- 5
IRID) TR . 7E35°C F HITFA/TIPs/H0/ 213 (90/2.5/2.5/5%) Mg rh b kR4
3ho RRFHIIRAE 1 Lk rh 0, ik (x2) BEd 71,0/ MeONTEE S b T o RERFLIDR I i 25 28
HPLCT;%,EH?%??\?UA:HZO/O. 1% TFAFIB:MeCN/0.1% TFA,30mL/min (15minN20%-40% B,tR
=7.82min) o REFEAL T B AR TS BURE (M+HE) £2030.03m/ 25 &3 (M+3H) 3+/3
677.81m/z.

[0750] {5 HICRADI & )ik
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[0754]  BL34L20MJ45 A%

N
HO EN Nj OH
N N O
_/ \—(
oH
o
HN
o SOH
H NH
Br W""S:O
0 HN

OJLNH H—?‘
[a] HN ‘WNHz
(5 BL34L20

[0756]  £F0.1mmol AL T ,>ARink Amide ProtideffIgH20%WKEE -DMF (3mL) ££90°C R
R4 (Imin) , 2K J5 FHIDMF (3mL x 3) Peisk o SR Jm, 4£90°C (4min) N FIDMFHR{IM DIC/ 1M
Oxyma (1mL/0.5mL) {HHFmoc-Lys (iPr,Boc) -OH (5245 ,0.5mmol , /EDMFHI0. 2M) , B f= a0 |
Frk i, 251 TFmoc - iR 97« DL T3 2 St i Fmoc -D-G1u (0A11) -OH.Fmoc-D-Ala-
OH (x2) \Fmoc-2-Nal-OH (x2) \Fmoc-D-Arg (Pbf) -OH (x2) .Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr
(tBu) -OH (x2) FlIFmoc-Lys (ivDde) -0H. JTIPd (PPh3) 4/ 2K 3L ht47 (0. 25/15 1) :f4-0A11 4
(35°C,6min, x2) , b7  TFmoc - LA 7 JHHATU/HOAt/DIPEA (1/1/2 4 8) ££75°C NET
b (12min, x3) « FHHDMEFR2 9% B (3mL, 235, , bmin, x5) Z5fgivDdeFE M 4 b Pk (1, (1 EE
Fmoc-Lys (ivDde) -OHFFmocfifi 3 P 2 2 » 1 FHHATU/HOAt /DIPEA (4/4 /84 1) 31 TDOTA (424
) IR ER G, S 2E T ivDde iR 47, - FIHATU/HOA t /DIPEA (4/4/8 24 &) T4~ (4-1%
IREL) T AR . £1£35°C I TITFA/TIPs/H,0/ 215 (90/2.5/2.5/5%) MBS Ig b DI EI Ik Fr4:
3ho KPR S — LIk T0E, Ik (x2) P I AEH,0/MeCNTR AW FR T o RPRELITR il 25 22
HPLCf P4 7IA:H,0/0. 1% TFARIB:MeCN/0.1% TFA,30mL/min (15minpN25% -35% B, tR
=6.00min) o FEFFES R TR A A TR T (M+H) :2073.98m/ 25 &30 (M+2H) 2+/2:
1038.29m/7 .

[0757]  5f-BL34[H L
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3 N N

: H H 0
HaN NH

¢

OQ 7&-BL34

[0759]  ¥£0.05mmol HUEL I, 10 1 FIDMEA 20 % WRIBEALFEAS I (3 X 8min) , ¥fRink Amide
Protideft BRI SR , BiFmoc-Lys (iPr,Boc) -OH 5 [l BIBE , b J 188 5 [EI AR & i fd
FE T Fmoc b7 N AEEFmoc-D-G1lu (0A11) -OH.Fmoc-D-Ala-OH.Fmoc-2-Nal-OH.Fmoc -
D-Arg (Pbf) -OH.Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr (tBu) -OHFIFmoc-Lys (ivDde) -OH. TG
IR EDME H ( FfFmoc PREPI LR (42 &) HATU (424 18) MDIEA (74 &) #£47. JHIPd
(PPh3) 4/ K Fe Akt (0.25/24 Y 58) KFR-0A113E ] (30min, x2) , ffif it 1 TFmoc - i frR 4 . 1]
HATU/HOAt/DIPEA (3/3/6 4 1) 3H1 TEMb , FHABIE 1 2h FHDMEA12 % JHE (5x 5min) Z5f41ivDde
FEPT A BT A8 Fmoc - fii 25 PN 28R « {1 FIHATU/DIPEA (4/7 4 &) 177t (tBu) 3 (424
B ARSI , AR = N H95/5 =5 IR (TFA) /=S PR FERERE (TTS) 4bFE2h,
KB PRI RIS WA g Fh D)3 e B8 2 I, 18 [7) TRAVE R FR s e — SRR ITE A - K5
FH R IE T HPLCRE - B AU Ak o HPLCSR A IR et /K TR 13 % O (550 1% HIFR)
J 4 . 5mL/min. PR B TRIN9 . Tmin 547 BT F IO Be IS S « S T, TR R
(M+H+) :1809.96m/z ; &I (M+2H) **/2:905.72m/z.

[0760]  3NOPA-BL34L2[{JET Y,
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[0761]

[0762]

[0763]
[0764]

0

HN_)=0
00=-(N_H N\—\N/(
NO
NHSOH KgOH

2
H
W 3
0 N
o HN—Y s
/o OH
HN  YHN HN
0 0
HN e O HN
—( HN
'@ NH HN HN

OH" ° )_
w

NH
W 3NOPA-BL34L2

o} Pae _)=0
HoN o] o Nlll{ OH =(_NL N
Nﬁ: Oi f H " 0 NO; X b

S
o]
Gag(NO. o] N
% Q HN—%’{ g 78_/_)
1. 17W HEPES, pH 3 /_/_ o OH
o]

M, 1 min HzN HN o HN
HN— e o] HN
( HN
C@ NH HN HN
b & o —
(o] k3l
HN
JNH,
HN

J5 % :3-NOPA-BL34L2 F1ickFLfy
FLickRIERHE £ 5202umol MUK GAT 26 16mL. £aleonfih) i fE400uL 20
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HEPES (pH 9) FH, Jf- 5 II8ORLIT) 3 -NOPAFE tOHIA i (0. 05M) o A TRAE =il I RN i o SR A
JHIM HCL R SSETE S PR Ak ZEpHZ) 4, 145 I11300ul. Ga (NO,) FJIM HC1 (0.0282M) (pHZ3) ,
FEORIG AL BN INFRIL A AR A AE20 % D3 N IiFA Imin o 2R e R30S N TR 5 W B 1
o RP-HPLCHE FH 5 A (U M) &lift.

[0765]  {{F1ick:Kf4umol eZliffkiAfAr ImLAMIR 2L 2% iy (pHZY9. 5) H, AN IH120ulifJ0. 05M
3-NOPAIYJEtOHYA YA, e SN A 2= I SN 4/ NI o SRS AR N1 Ol FRER , S5 4 S N
G EE L RP -HPLCE ] 5 TEAZl .

[0766]  4fiffk FHE4

[0767]  LRMS (CyH,,,GaN,,0,,S,) + (+2H) */*¥1il;969. 8, 1157:969.4 (1 “*City)

[0768]  HPLCERBAMSTR]: (J574A) 27 .6min

[0769]  J57EA:15mL/min 50x21 mm Cleéi‘\ﬁJA;O.10()EEE§H20?§%‘1JB:O.I%Eﬁ@fiMeCN

[0770]  0-7.5min 95:5A/B-65:35A/B

[0771]  7.5min-8.0min 65:35A/B-0:1A/B

[0772]  8.0min-9.5min 0:1A/B

[0773]  HPLCJ575B:2mL/min 9.4x250 mm CI8IAFIA:0.1% HERH,0, A FIB:0.1% F&
MeCN,

[0774]  0-12min 80:20A/B-60:40A/B

[0775]  12min-15min 60:40A/B-0:1A/B

[0776]  15min-20min 0:1A/B

[0777]  20min-23min 0:1A/B-80:20A/B

[0778]  23min-29min 80:20A/B

(07791  BL34T1N &
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[0780]

& o ; HN‘KNH;
QO " BL34T1

[07811  7F0.05mmol AR |, 1H 1 FHDMF )20 % WRBEALFER S (3 X 8min) , FfRink Amide
ProtideM G AR - SR, ¥iFmoc-Lys (iPr,Boc) -OH-5 # BRI , 156 i 18 i [ AR 5 e (i
FEFFmoc b7 s N AEEFmoc-D-G1lu (0A11) -OH.Fmoc-D-Ala-OH.Fmoc-2-Nal-OH.Fmoc -
D-Arg (Pbf) -OH.Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr (tBu) -OHFIFmoc-Lys (ivDde) -OH. TG
BIHE AL DME S FFmo e R 4P I 2 B R (42 18) HATU (424 +%) FIDIEA (74 &) 347 . J1IPd
(PPh,) ,/RILAERE (0.25/24 2 K) R -0A1 1L HT (30min, x2) , BJF ZEf TFmoc - BifR 47 . ]
HATU/HOAt/DIPEA (3/3/6 4+ SH1TEME, FHEEE12h o FDMFHIR2 9% HE 24 1 vDde LT (5x
5min) o 41 F AR, B 5B Fmoc -Lys (ivDde) -OH.Fmoc -G1yOHFIAS - 504 - H5L TR 5 Fr 411
I o £E FHDMFHR 192 9% e B 2o i vDde - JRAPIEHT (5 X Bmin) 2 i, 2R 5 R Fmoc - it 3 P %
FiR 5Ly BRI o {4 FHHATU/DIPEA (4/7 Y 5t) FE4 75 (tBu) , (424 50) BERAR S5 ak . 2R
W AEZ= R N H95/56 =R (TFA) /= N ERELT (TTS) AR 2h , JEIRIBE LR 4P [T MR
HErhUDE] A e 2 o, 182 ) TRATAR s D0 — R DTTE K « BRI 1 HPLC sl =l
BAFEAY HPLCSA- 28 % I (250.1% TFA) , ik Jy4 . 5ul/min. (& BN H] 412, Tmin.
K AT B IR A BRI g A i o THEUTTR: (W2 *7/2:1044. 0m/ 75 2 B (M+2H) 2/
2:1044.0m/z.

[0782]  BL34L20SHJ5 K
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I
o]

BL34L.20S

[0784]  ¥F0.05mmol HUEL I, 11 FIDMEA20 % WRBEALFEAS I (3 X 8min) , ¥fRink Amide
ProtideftIEMEART . SR , BiFmoc-Lys (iPr,Boc) -OH 5 S HIBE , b J 188 5 [EI AR & i fd
FE T Fmoc b7 s M AEEFmoc-D-G1lu (0A11) -OH.Fmoc-D-Ala-OH.Fmoc-2-Nal-OH.Fmoc -
D-Arg (Pbf) -OH.Fmoc-Lys (iPr,Boc) -OH.Fmoc-Tyr (tBu) -OHFIFmoc-Lys (ivDde) -OH. flr G
IR EDME H (i ] Fmoc PREPI LR (424 &) HATU (42418) MDIEA (74 &) #£47. JHIPd
(PPh,) ,/RILAERE (0.25/24 2 K) Bk -0A1 1L HT (30min, x2) , BJF ZEf TFmoc - [BifR 47 ]
HATU/HOAt/DIPEA (3/3/6 &) A TEME, JAREE12h FTIDMEHI2% i (5x 5min) A fRivDde
SEP o an BRI, RS I Fmo e - B Y 24 MlFmoc - Ly s (i vDde) -OH. i FIJHATU/DIPEA (4/
7241) FEATDOTA (424 1) AREXARSE 5 1k, Fl 21 TivDde i 47, - FHHATU/DIPEA (4/7 Y 1)
AT (4-1RKFE) T RRABIX AR5 , i AE =i N HH95/56 =IO R (TFA) / = S N FE Rk
(TIS) AbFH2h , B4 IRIBE LRI RN AR IR R DI AL I 2 5 il [ TRAVA TR s s —
Mgk JTLTE K o BRI 5 HPLCAsE - il 2 AR 4l f b  HPLCAR 029 % Ol (570.1% TFA) i
4. 5ul/mine PREAINTEEN 13 . 2min 5 Iras KNG BRI e « ST iR T o tH R
(M+2H) *'/2:1037 .5m/z; & B (M+2H) **/2:1038. 0m/z .

[0785]  EMEE

[0786]  4fifulss

[0787]  Z138E=4Nk R 41l R B SEEBU B 7R 8 A7 %2 (ATCCTCRL-3001) K54l
AR IR S % CO, 5 37°C T FHIMDMEF #R AL 7% , 1Z IMDMET 7R AN SE 1 10 % Jify
AR <1001 .U /mL 525 2 A1100pg/mLAER 2 o

[0788]  TE MRS5S INE

[07891  E{CHO: CXCRAZHMILA1 X 10 AN/ LI 25 B 4 P 2] 24 £ 58 - D- s £ e RO
(Corning BioCoat) H1, 35 [ T1SDF-1a. (0.01nM, PerkinElmer) F15x 4 A BRI AR AA (1
uMZEO . 1pM) —iEEIF & B AN U RS AR 55 S MR AE2 T 'C IR ANRE DI & Lho 2605 & 19
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J IR R, B e FHAmL oK PBS P 4 — IR » FH200pL R AR IR R 4RI I A v T s
J:ﬁ';& ftGraphPad Prism 7H&l Bk AAEIC, EH (GraphPad Software,Inc.,La
Jolla,CA) o iXES(HARTE N T I bRkt 2 AL S TR A R AR TR iR,

[0790] bRl

[07911  MiThemba Labs % /E#srh HLEIE4mLI0. 1M HC1HEME [*6alGaCl, - KBl [*6a]
GaCl I VRN IN B 2mLIRHCT FH o SR e Bz U PRV 5 W0 s I BIDGAR JIEAE I T 3mLIrg5M HC1
Verk o RIG 283, 31K [P6al GaCl, (0. 10-0.506Ba) 0. SmL KB 21 & A AbRic i
A (25ug) £E0. 7TmL HEPESZE MR (2M, pH 5.3) FITATRITI /N o K SN T 5 WA At o
(Danby ; DMW7700WDB) HHAE D1 2 N I Im i no B & Wil o - il 25 UHPLCA Y, , H T
Sy T UHPLCHEAT BT 5, K ARSI IARAE S 5+ 00 2 — MU P R B3 5 o U
(U2 (AR IE) Sh>50% , UL 40 95 %

[0792] ijﬁ@;ﬁ%ﬂ

[0793]  Zh i N 2 R E W i EE 2: L2 il 48 S 7 $HRPE AP EREHE LE I K-
DT RSN T EdAT N T AT AW, HMEPENOD . Cg -
RagltmIMomI12rgtmlWjl/SzJ (NRG) /INERL , FEB 4ty 4 2 100uL i1 : 1L FIIPBS /Matrigel
VIR 0TI R AT AR LE MDA A IFST 345 X 10N R Z 1 380U B R B b A Ji i
SR AT L B IR A K- 2 200 - 300mm’ TR /N

[0794]  PET/CTik{%

[0795]  PET/CTi %545 HISiemens Inveon/INE#PET/CTHIH{ AT o 1l SN2 i
Fk 1R SRR/ NEUE 51 206 - 8MBa 1) Ga- FRIC I /R A5 7E S 50min 2 I , T 44 T10-
min CTHH, 1705 BRI T8 M AR I AT HEPET G s 125 54 710 -minffr
ASPETSREE.

[0796] 'Lt tikRic

[0797] X F SDOTAB A I A b &%, 45 [ Lul LuCl, (740-925MBq) Z 12 1 74k
(10nmole) {£ LML M (0.5mL, 0. 1M, pH 4.5) EI/J/»&MSU:P H/Eé YI{E90°C MFFH 15min,
SR 1 HPLC A FH 2 ) £ AR BEA T4lifk o 0 T 5 R B A g A ik &1 46 [ Lul LuCl,
(810MBq) ZR IIZI T (10nmole) £ £ FRFLE M (0. 5mL 0.1M,pH 5.5) FIIAR (510% &
) FRBR A YIAE3TC NI R 30min, AR5 18 1 HPLCAE 4 £ FkE b T4l e B2 B I
EJL PERRIC I = e i 2 o3, 17K (50mL) ke, F 28k 4B (ImL) F7K (ImL x 2) Tiijk

BINCI8 Sep-Palchl o B Lu-FRic IO ¥ H CHE (0. 4mL) WAE ¥R T 3R, 7 1 9% Bk

@Eﬁkﬂﬁ%ﬁﬁ%ﬁﬂ%?ﬁkf%ﬂi%éﬁﬁoﬁﬂ%%ﬁﬂﬁ%ﬁﬁ%ﬁ%ﬂu&natLu—ﬁiEE@ﬁ?&
S U R R A
[0798]  SPECT/CT/%{%
[0799]  SPECT/CTJ& %5256 {4 FIMILabs U-SPECT- IT/CTHHHIAT o 35 SN MR e ik v
rRE/ NETE 2918, 5-3TMBa ) T Lu-BRiC I A o AETE BT 14124 72112005/ NgEA T
BAG AR TS, B e 75 -min CTHI A TR S5 s b, DASI AR5 R A IR 30 -
minffas & BT DL M S 4 5. [*%6alGa-BL34L11. ['"Lu] Lu-BL34L11 A
[Y"Lu]Lu-BL34L20+ ['"Lu]Lu- 5 -BL34 . [*%Ga] Ga-BL34N1. [**GalGa-BL34T1. ['""Lu] Lu-
BL34T1/1[*""Lul Lu-BL34L20S/3 B4 &1 -8 i s
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[0800]  A=WpyHr

[0801]  { SARMIFRRS (2L/min O,F1I2% -2.5% SH9RE T, A1/ N Ik P L 5 [*6a] Ga -
BL34L6w [*°GalGa-BL3ALT o /£ S Sk BRI IS , 38 1 N CO 5/ N 22 SR BE o IR 41 41
PBSTH Y, 0T, MR, SRS A = v 25 b I TS0 12 o ol TR o R g o UM T P A dt
MR SR F b (ID/g%) AW ERINEE RAE RS- 1TH oK.

[0802]  3%7.BL34L6.BL34L7HIBL34LSIThCXCRA[I4E &35 Fl1 T

[0803] Hj( IC5O (nM)
BL34L6 10-50
BL34L7 10-50
BL34L8 >100
[0804] 558 [*°GalGa-BL34L6/EZ1381R /N I Th (p. 1) I AR5 A 5k (1D/g %)
[68Ga] Ga—BL34L6 l1h
g = SD n
ik 3 0.83 [0.37 4
2 0.26 [0.10 4
B 0.05 [0.01 4
N7 0.24 0.09 4
i 0.45 0.17 4
[0 0.12 [0.04 4
FF 1.60 0.49 4
% iR 0.29 [0.15 4
= 2.07 (0.54 4
[0805] it 0.99 [0.51 4
i 0.22 [0.07 4
HLA 0.12 0.06 4
& 0.14 (0.04 4
i 0.01 (0.00 4
7138 iy 8.92 [2.36 4
578 3
Jo 8 5 ML 9 11.55 [2.91 4
SR 84.57 [31.12 4
M5 4.36 0.62 4
i 5 R 75.31 17.14 4
M5 E 66.48 [12.82 4

[0806] 9. [*GalGa-BL3ALTAEZ1381pE/ NP 1h (p. 1) NI AEHD43 A B5dE (ID/g %)
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[0807]

[0808]

[*GalGa—BL34L7 1h

;:; jshiD n
Jiilk;; 1.73 (0.44 4
2h 0.44 0.14 4
& 0.09 0.01 4
N 0.34 0.06 4
i 0.59 [0.18 4
i3 0.23 0.05 4
T 1.24 0.32 4
5 - pg 0.52 0.31 4
& 245 0.44 4
[®*GalGa—BL34L7 1h
Jiti 1.75 0.91 4
O JJE 0.41 0.14 4
AL 0.14 0.04 4
B 0.40 0.32 4
i 0.04 0.01 3
7138 [yl 11.09 2.15 4
a8
Jiye 5 il 6.50 (0.40 4
FiE SR 87.08 38.47 4
B 5 B 451 (0.12 4
JiiyE 5 R 9.07 (0.70 4
e 5E 37.21 17.44 4

[0809]  #210.[%%CalGa-BL34L114EZ1 381/ NG 1ThAN3h (p. i) I AE M4 Az (1D/

goo)
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[®Ga]Ga—BL34L11 1h 3h
E & SD n E jfgSD n
ik 1870 161 4 [13440117 B
25 214 047 4 P59 014 B
B 097 073 4 (048 019 5
7] 128 062 4 111 008 B
i 235 016 4 [200 048 5
JERHR 167 019 4 (.42 D12 5
F 370 030 4 3.02 038 5
5 kR 499 B37 4 P34 117 B
B 539 114 4 B.90 043 B
[0810] Jii 836 N27 4 664 092 5
O 453 047 4 [3.17 041 5
ALY 139 020 4 [1.08 [0.05 5
11 153 040 4 1123 037 5
i} 029 004 4 P22 002 P
7138 P 655 152 4 M1.31 15 B
> 3
FE 55 iy 035 009 4 (085 015 5
S LA 485 167 4 1051151 5
5 127 045 4 P91 p42 B
JyR 55 R 391 073 4 [7.95 080 5
S5 E 432 038 4 11033493 5

T

[0811]  3511:["""LulLu-BL34L114Z138F1RE /N
Yoy i (ID/g %)

W H11h.3h\24h.72hf1120h (p.1i.) B A4

—
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177 .
[Lu]Lu-B 1 h 3 h

TrIT 24 h 72 h 120 h
E j:S’SD n E%D n Eﬁgﬂ n EﬁSD n PEEMESD h
miy [18.59 2.84 |8 [14.232.99 8 [7.82 [0.95 8 2.84 (0.33 8 [1.60 0.20 [7
% D49 0638 353 085 B 264 059 |8 [1.47 [1.08 |8 .04 0.23 |7
B 061 0248 083 [0.30 8 0.75 0.36 |8 0.32 0.09 |8 [0.24 [0.05 7
/NE 156 0308 [1.35 [0.36 8 0.79 0.22 |8 [0.38 0.05 |8 [0.21 (.05 7
B 156 0.308 2.03 054 8 .13 [0.44 8 [1.96 (041 8 [1.86 0.41 [7
JBif% 180 0.34f8 [1.54 [0.39 8 [1.05 [0.09 8 0.45 [0.11 8 0.53 0.31 [7
JF° 314 6218 1318 0.74 8 [1.99 014 8 [1.10 [0.18 8 p.45 D.12 [7
FERR 376 (0818 [3.12 155 8 P44 [0.94 |8 [1.80 [0.62 |8 [1.62 062 [7
[0812] ¥ 523 (0808 [3.92 082 |8 .67 [0.38 B8 [1.19 [0.13 8 0.75 0.10 [7
i 148358218 795 285 B8 4.88 [1.29 |8 [2.86 (0.67 [8 [1.91 0.41 77
DfF K23 0628 3.34 054 B8 [1.80 0.77 |8 [1.10 0.14 |8 [0.76 0.15 7
WA [1.20 02018 [1.25 [022 8 .76 [0.12 8 0.38 [0.05 8 0.21 0.04 [7
& [1.16 0298 097 039 8 0.71 028 8 0.42 [0.12 8 029 0.10 [7
B 029 0058 (022 /005 8 .18 [0.05 8 0.07 {0.01 8 0.05 0.01 [7
Z138 B 1409 (1568 9.81 213 8 [26.604.91 |8 [35.0355.31 |8 41.23 18.187

54 3

PRI 5 0.22 [0.058 069 0.11 |8 B.42 056 8 [12.31[1.06 8 [24.97 9.12 |7
MR SHIAB.35 0.808 [7.89 [1.20 8 [35.8219.79 [8 [91.84[8.20 |8 [189.63/60.05 |7
MR5® 078 0228 2.52 [0.37 8 [10.08[1.89 [8 [29.32[2.88 8 [54.25 23.16[7
P EBBR2.31 0788 6.59 1.67 |8 125.85/6.69 |8 [71.68[8.43 8 [122.17/50.99 7
M5 E 239 [155[8 [8.14 [10.008 P8.27[30.56 8 [53.72]69.32]8 [55.86 [70.90 7

[0813]  3£12.[%GalGa-BL34L167EZ138f /NP 1hFI3h (p. i) I 2w 4 B (In/
g%)

[*GalGa—BL34L16 1h 3h
i SD b E I
il 7.27 (0.99 42,70 [0.65 5
g2h 1.16 (0.57 400.68 [0.13 5
B 0.26 0.05 400.16 [0.05 5
[0814] M 0.86 0.19 40.41 10.07 5
B 248 [1.94 42.05 [1.65 5
JBR A 0.76 0.19 40.31 0.07 5
JF 261 [1.01 4233 [1.04 5
B AR 1.63 0.50 40.70 [0.20 5
5 3.56 [0.57 4220 (0.30 5
il 590 [1.46 42.85 |0.90 5
PO 166 0.22 4/0.67 0.20 5
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[*Ga]Ga—-BL34L16 1h 3h
P SD E ¥ o o
LA 0.61 .14 40.32 0.07 5
=8 265 .06 42.01 [1.37 5
i} 0.11 |0.01 40.06 [0.01 5
[0815] 2138 B 10.08 22.02 4115.23 [2.15 5

P8

Jidl 55 LY 1.38 0.18 4574 (0.56 5
FiE SHLA 16.78 2.79 4/50.43 [15.51 5
FES'E 283 [0.36 46.92 0.21 5
i 5 R B 13.55 [1.88 450.69 14.69 5
i 55 6.11 4.03 4119.26 [26.50 5

[0816]  %13: ["""LulLu-BL34L207FZ138HE /Nl 1h 3h24h. 72hF1120h (p. i .) I A
Yoy A ki (1ID/g %)

["Lu]Lu-BL

24120 1h 3h 24 h 72 h 120 h
SPHMESD n CPME| SDn RIS SDn FPHME SD i FE¥E SD n
My (1407 159 |8 1184 081 |8 P84 052 B p45 010 [Bl0.36 .09 9
24 [1.78 0308 P81 042 |8 01 037 B 065 014 [BpS56 D11 9
B 052 012 |8 071 020 B8 .41 .09 B 013 007 [8p.07 D02 B
Mg (116 0058 102 (014 B P53 024 B 011 003 [B008 pPO2 B
i 192 029 8 186 025 |8 .12 021 B p95 (034 [B077 P20 9
BB 159 0208 1125 020 |8 [1.38 028 B [012 004 8023 D13 9
i3 280 034 8 [316 042 |8 p.84 P52 8 044 015 BP19 D12 P
BEMR 244 1498 P29 (073 B8 [1.10 .76 B [0.81 039 81124 P08 B
i1 450 048 |8 [398 (047 B 153 .22 B [040 009 [80.33 pO7 P
[0817] Jiti 8.78 084 B |s60 [1.04 |8 [1.90 P27 B 068 017 PB.72 D64 P
LJE P05 0338 301 018 |8 076 0.33 B p25 004 [B0.18 .04 P
WA [1.13 007 |8 093 007 |8 .27 003 B .15 0.13 [B0.08 003 P
& 102 0258 078 020 |8 029 0O9 B P26 017 [B030 P23 P
i} 022 002 8 020 [0.04 B P.06 P.O1 B 003 002 [BP.02 pPO1 P
Z138 P 5.94 120 8 [1538 237 B [27.38 B.03 B [2365 [5.21 (82359 9.39 9

HE

RS 042 008 |8 [1.30 015 |8 [9.65 [1.60 B 53.94 8.13 [8[71.48 40.82 9
BrRSMA 529 [1.14 B [16.67 2.76 |8 [101.97 [15.64 |8 [233.96 [116.23 |8 [356.88 [210.38 o
BR5® [1.32 D238 393 082 |8 [17.99 [3.98 B [60.33 [11.41 B[75.48 [34.84 9
|m:;ﬁ'_§un 3.77 083 |8 [1258 2.60 B [70.90 [13.72 B [206.32 40.30 |8 [257.05 [140.78 9
h-m'_-j-a» 3.63 [3.06 |8 [10.47 [10.86 8 145.34 49.49 B 4426 4986 [8127.03 B6.72 9

[0818] 314 [*Ga)Ga-3NOPA-BL34L27EZ138fHEE /NG Th (p. i) I A M4 A e (1D/
g%)

[0819] [®Ga]Ga—3NOPA-BL34L2 l1h
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E iﬂSD n

ik 3 0.77 0.05 g
2h 0.33 0.10 3
H 0.12 10.05 3
N 0.58 [0.08 3
i 2.44 0.38 8
JER iR 0.21 0.03 3
i 12.48 0.55 3
B LR 0.70 [0.18 3
F 566 [0.38 3
Jili 414 2.02 3
10820] wYilig 0.45 [0.19 3
WA 0.19 (0.01 g
1 0.56 [0.20 3
i) 0.03 [0.00 3
2138 fhy 7.97 0.54 g

78

Jee 5 10.41 1.09 3
RS ULA 41.84 [1.11 3
e 5 & 141 017 3
e 5 R R 38.10 6.99 3
PR 5 E 15.53 5.65 3

[08211  %15. ["""LulLu- 5 -BL347FEZ138fH /N Th 3h 24h . 72hF1120h (p. i .) I AE
Yoy A i (1ID/g %)

"Lu]Lu—

m lh 3h 24 h 72 h 120 h

¥ ﬂgl) n Kl jQISD n FFBMESD n i j:'9L:nD n pPIEME SD n
& B A&

.mlﬁ 035 004 5 008 001 B 002 .01 ||0.01 .00 |5 |0.00 0.00 4
23, 011 002 5 004 000 |6 004 0.01 BPO3 001 |5 [0.03 0.01 4
H 0.08 PO3 5 009 [DO7 B 052 .78 [BIP.12 P05 |5 [0.14 017 4
/ME 023 003 5 010 006 B 0.17 0.15 6/0.08 0.03 |5 [0.06 0.05 4
[0822] i 029 P04 5 023 011 B 026 004 |B0.24 P09 |5 [0.22 0.01 4
B 012 o8 5 004 001 |6 004 0.01 BP.O3 001 |5 [0.03 0.01 4
i3 0.73 P04 b5 [0.77 011 B [0.81 0.13 6067 012 |5 [0.59 010 4
= iR 0.20 P.O7 5 0.11 003 B 0.10 P.03 |60.08 .04 |5 1|0.05 0.02 4
& 3.02 029 b 245 019 B [1.81 0.21 6094 013 5 [0.59 007 4
Mi 053 P06 |5 028 D09 B 0.20 PO5 |BP.17 P06 |5 [0.15 0.04 4
'Eaﬁ 0.14 ©0.03 5 0.06 [0.01 |6 [0.05 0.02 [60.05 |0.01 5 [0.05 0.01 4
HJWEI 0.09 004 5 003 001 B 003 .02 BP.O2 0.01 |5 [0.01 0.00 4
B 0.15 003 5 [0.15 005 B [0.51 0.18 6066 [0.16 |5 [0.56 024 4
ﬁ 0.01 P00 5 [0.01 [0.00 | 0.01 0.00 60.01 |0.00 |5 [0.00 0.00 4
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I—]—Eﬁ;‘;ﬁ_m 1h 3 h 24 h 72 h 120 h
s I Bop b sy il
Z138 98 1366 112 5 [11.71 091 B 728 [1.14 |47 48 |5 [238 030 W
[0823] X
MEEM&‘&QB? 2.80 5 [146.5224.33 6 [301.45 B3.41 [6396.35/119.015 [606.54 260.33 4
l&l’ﬁ%‘ﬂﬂ.lﬁlmhﬂfs 48.94 5 429.51114.756 [280.73 132.04[6 [175.0962.98 5 [177.51 4459 4
Mﬂs'ﬁ 454 030 5 478 014 |6 401 D25 |6[369 P11 5 410 P77 M4
Mmg&ﬁmo,wm.?g 5 275.9450.95 B |198.39 14.48 |6(103.04(19.81 |5 [7/7.98 (1575 4
Mﬁ'—%‘ﬁ' 94.00 (17.25 83.21 2128 b (1527 4.11 6HB.53 (147 |5 [5.33 3.61 4
[0824] 16 [*GalGa-BL3ANIEZ 138 AHRE/INE I 1h (p. i) IR A4 A Eid)s (ID/g %)
[*Ga]Ga—-BL34N1 l1h
FfE| S| n
ik, 0.32 0.04 5
E- R 0.18 [0.08 5
B 0.05 [0.02 5
/N 0.19 0.02 5
L 0.26 [0.02 5
JiR Bt 0.08 [0.01 5
T 0.71 [0.05 5
B _E iR 017 0.02 5
i1 2.70 0.59 5
[0825] i 044 (0.06 5
VYl 0.12 0.01 5
HLA 0.09 [0.05 5
B 0.13 .02 5
] 0.02 0.00 5
7138 P 11.96 [1.04 5
B8
B 5 I 37.70 [3.76 5
B S HLA 156.75 58.2 5
5 5 460 [1.05 5
Jih R 55 R A 145.97 12.13 5
i 5& 92.20 121.57 3]

[0826] 317 [%®CalGa-BL34T17EZ1384 188 /NG LhAI3h (p.i.) B4 A 50 (1n/
2%)

[0827] [68GalGa—BL34T1 1 h 3 h
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EIE SD n rEH{E SD n

Jik;; 7 13.31 [1.79 5 [7.55 113 5
2 195 0.26 5 [1.71 024 5
B 049 0.15 5 0.44 016| 5
N 131 0.20 5 0.89 014, 5
g 2.30 {0.40 5 2.08 0.61 5
[ 124 [0.20 5 0.92 012 5
FF 290 0.27 5 3.02 056 5
% R 262 10.89 5 [1.93 0.43 5
¥ 5.01 [0.96 5 4.15 0.66| 5
it 923 [2.86 5 5.90 113 5
[0828] oI 311 0.49 5 [1.91 035 5
DA 099 0.18 5 0.73 0.09 5
B 1.04 0.40 5 [1.28 078/ 5
i 0.19 0.03 5 0.16 0.03| 5
7138 il 12.19 [1.55 5 23.67 192 5
J R 5 ML 093 0.19 5 3.17 0.25 5
S ULA 12.85 [3.48 5 32.58 197 5
MRS5S 252 0.63 5 5.78 067 5
R 5 R 10.12 [2.42 5 25.98 210/ 5
MRS 12.68 [3.70 5 [21.94 7.02 5

(08291 DA5 [T TF AN

[0830] AT S| HIRIAT A 25 SCiik SR HURYD % R R A TR R H 5t TR
H A5 T TN R, RSO 5 | HIRATART 2228 Sk S Y % 01 2 )
S TERIE R FR s A4 S 32 T HAAS SR AN S DA AR SR I T AU A [ 5
EAT A AT B BAT BOR Bl 1l 2 T TR — 85

[0831]  ZEHk

[0832] 1.Murdoch,C.CXCR4:chemokine receptor extraordinaire.Immunol.Rev.177,
175-184(2000) .

[0833] 2.Griffith,J.W.,Sokol,C.L.&Luster,A.D.Chemokines and Chemokine
Receptors:Positioning Cells for Host Defense and
Immunity.Annu.Rev.Immunol.32,659-702 (2014) .

[0834] 3.Ratajczak,M.Z.et al.The pleiotropic effects of the SDF-1-CXCR4 axis
in organogenesis,regeneration and tumorigenesis.Leukemia 20,1915-1924(2006) .
[0835] 4.George,J.et al.Transfer of Endothelial Progenitor and Bone Marrow
Cells Influences Atherosclerotic Plaque Size and Composition in
Apolipoprotein E Knockout Mice.Arterioscler.Thromb.Vasc.Biol.25,2636-2641
(2005) .

[0836] 5.Wang,A.et al.CXCR4/CXCL12 Hyperexpression Plays a Pivotal Role in
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the Pathogenesis of Lupus.J.Immunol.182,4448-4458(2009) .

[0837] 6.Wang,A.et al.Dysregulated expression of CXCR4/CXCL12 in subsets of
patients with systemic lupus erythematosus.Arthritis Rheum.62,3436-3446
(2010) .
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816-26(2016) .
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