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1 /NI, SRIGTERE S FBRE DMF. FRAMEH SBAHA L. 53775 67%. K IEHIR
I (500mg, Smmol) & T 5ml [¥) DMF 1, SAEIMAZINLZ Fmoc (RIPIILE 4 HiE] {k
(0.5mmol, 375mg) W1, SRJGEIMA 10mmol DIPEA. ¥REWITE = FHHE 12 /NN, &
B ARG 5. K5, TERET TERE DMF. R MAS] KB (278 mg,
64% %)

[0075] &4 8 Byl

[0076] H5(S)-4-(3-((4-((2-(2- FUALRL IS e~ 1-55)-2- 450X 2k ) S 5 F T 8 ) P AR - 6- 55 S ) P i)
WRIEE-1-FR A T /e (L&Y 6) (110mg, 0.2mmol) FI 4-HFIERE — K &Y (380mg,
2mmol) ¥ T 10ml ZJEH. B RMWILE 45°CTRGER, BILEY 7. ek % OB
WRARYITET DMF . %85, IMAMLEY 5 (174 mg, 0.2 mmol)  N,N- A Z i fn
(129mg, 1 mmol) 1 HATU (76 mg, 02mmol) . ¥ NIREGWIE R FHEE 6 N,
BEMLAEY 8. TEREA NBRE DMF, KRRV & BARLL (210 mg, 81%7%) .
[0077] LNC1004 [ %

[0078] =&, F 10%TFA 7£ DCM (v/iv) FEEEMEY) 8 (26 mg, 0.02 mmol) ff] BOC

FH 1. KRG, BITESREE TFA #1 DCM &, BR4a%5 1.2 245 DOTA-NHS fig
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1 8 45 DIPEA £ DMF H R V.. 7EZIR N 2-3 /NG, Sl AR 20 R SR A1)
BEIFFFEFY (23mg, T3%=%) .
[0079] H /R NFREUTT «

aoJH SOH

11N NN
g seN G
= ] — =087 — . MO TN Y |
NH, OH NH, OH 3
iﬁ/ NHBoC ¢ & : =
Ni{Boc _— NEd
1 2 I 3
S04H _/_,.r»--"’/ SO:H
e e I/ | \
HOWS™ M Hoss™ Sy
Nk, OF y o Nty OF
. 1P oeridne -
S | NJ-I\/\/\/N)‘IFch ﬁ:’;’ O JK/\/\/ M
\ : < =0
4 1 M Risoe C,/If/o\= 5 i NHBoe >&-
O CN
H £
]
HDcNﬁ \/I\\j L TsOH HN/\ o N‘\)kN{
N\/\/OU I\/N\/\/O 5 L/
7 N7 J
80,H
=
LN
HOE N
o o,
NH, OH o o o o on
| H I H N
\“Q[ N')I\,//WN\H/\J' N/\ O N \N/< 15TFA
H ¢ ;
NHBoG o LN ~_0O gy L/ Zpooranms
8 l F
SO,H

HCJ?C*J lo AUCEO0E
LNE1004

[0080] K A KR MH Sty 1. 2 SxfEbsiifs] 1 AL &N, SFEEseitin] 1 23k 7 2 RN AR
LNC1004, #5 RNJEACEES T &gl FRIZE RN 4.09%. AR A S:HEF] 1A
2 BARE ISR AT 6 b RN A R LNC1004, A {05 W0 35 2l % mopi alith, Haiies
N 20.38%. AT MAKR B4 R TT 2R8NS T B R LNC1004 UL,
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BUREE SR AS
1A TOSCB ARG R FAPT & kil ik, AT, 4tz (D PioR:

H,oN O
(0] (0] H (0] ;CN
N

N———N w
)
HO.Cc— CO.H

2. AR SR 1 iR R i) 7, FRMEAE T, AI3E I FAP IR

AP a: (S)-N-(2-(2-THEME ¥ LE-1-5)-2- 54K 203 )-6-(3- (IR FBR- 1 -5 ) AT 48 3 ) R - 4- PV
e &M ID 5T ZRE KA RS2 S 1

LB b WA UL S5AEY IV BT F(S)-(6-FIE-1-(4-EFE-3,3- I FE-[1,1- B3] -4-
HEY G- 1- 504K -2 36 ) B P R TG 2 A K S I M A FE 1R R B9 Vs
F e TREY) V EBR RS EULEY) VI, SR )G S BUR % N e b3 515 £

37
&Y VI
IR d: FTIRACE Y VIT KA SN Te A 38 5 45 315X 1 8544 09 FT IR A [] 44
FARP) R
o §  CN
HN/\| a ,N\)‘LN\:;H
oo
|,/' N/ 1
L=
o O
HZN\ o] i 4 9 N

‘&3 o mwﬂvkwﬁ C)NVL{§H
—4 = = 0 L_N_~_oO PN
\’/ \N/

AY 11
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HoN

“
e
0 & O CN
H H
Nk/\/\/hf, /\)‘I\N/ Q.. N N H
H K Tlr \ 5
HA._.O o LN~ O
hd ~COH e
"y N k_-;’ N
2N/“““L—-_,-'-JNE.H
HO,C— COH

3. WNRCRIER 2 Frik Bk, HAHMEAE T ik P Bo R 75N, N- F IS I i 7
g, I BB B LA YIS R T HE(S)-(6-5 FE-1-((4-3 FE-3,3- R [1, 1 ]-4-38)
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2I)-1-A N -2 BEFRES, RIS FIFIA UL, 1E 20~45°C TS 1~8
P, G IERREYIV.

4, YRR ER 3 FTR i v, FAFEAE T R4 &5/ MHATU. HBTU. TBTU. TSTU.
PyAOP. PyBOPH[{I{T & —#l.

5. QIBCRIEER 3 ik 77y, HAFEE T a4 &7 N HATU,

6. WBUAEER 3 Frik 1755, FAFEE T Tk A HUHOAN N-— R ARE L. = 2T
R F.

7 UIBCMIESR 3 PR 7, AR T PR A MUBCAN N-— 5 Ik 1% .

8. WIRCFIEER 2 FTik i 77 vE, HAFEFE T AR By FEAPAR, AR
A B AR AV, TEMANF IR, 15 20~45°C F RN 1~8 /N3 B AP VI,
SRIG N E AV, B 2,2'.2"(10-(2-((2,5- SR - 1-2) A F)-2- 8 2
#5)-1,4,7,10- W BRI+ 2 -1,4,7-=F) = LB =FUT ER, {£ 15~45°C T HHE RN 1~8 /M,
Y S EECE AT/ | B

9. WIALMIER 8 PRI 7, HARILAE T PR HLARDS &P ke NN-" R I i
BCEATPE IR S e —F.

10. GIBCRI SR 8 Frak i 7, HARFIEAE T PTad HUTA T 9N N-— F B BRI

11 QIBCGRIEESR 8 ik 779, HRFIEAE T PRI MR =R LR . X B 2RAE IR T AT
B

12, IRCMIEER 8 Frid s i, HAFEAET: iR A =M L.

13 AR 8 Tk 10773, R/ T PR A HUBCANN-— R NE 4. = L%
EE—Fh.

14, QUBCRIEESR 8 ik )53, FARFIEAE T2 DT MUBOAN, N- 53 Uk 21

=

\
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15, WBCRIEER 2 BTl i) v, HASIEAE T AR BAEA S, PSR, IS
B ARFTRILEYIVIL, TS IMABNUER, 75 20~45°C N #E RN 1~8 /NET, 2243 575
B I W e 4R

16. WIALMIER 15 ik 77, HAFIEAE T Tt IR = I LR 4 YRR P K A
ISE

17. WA R 15 g5, HAFEAE T e Il =M LR .

18. BURIEER 1 Tk vh R4 fE A AP SCRUE B I FAPT OB, FURMIEZE T, BRI T 25
B B gs i an=Im ik v B AV T K, TR R TE-5~25°CTF RN N SRRV U1
MR, SN RE VAR, REH 1R -8 25 -2,4- R AN EE R B IR S AR & R E
TR AL PR Js 2 A i 1 - - 8- -2, 4- R L EA B A TR AWK IR, TE-5~25°CHiHE T,
Y PR B R SR RN IR |- -8-251-2,4- — TR B AN EE PR BR S ANk M, IR 1~8
AN PREAY Y (SHES i QLN TR N RN N AR g

HOQC‘—/ CO,H xCF;COOH

LNC1004
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19. WIACHE SR 18 TR N, HAFEA T, BTk Eh R va R BE R M N 0.5mol/L~6mol/L.
20. WIACFIEER 18 BTN A, FLRFIETE T, il 2 BV Wi ) BE ZR WK A 1~3 mol/L.

21, GORURIE SR 18 TR N Y, HAHIEAE T, Bk ShERVE TIN5 2hER -5 FTidk v [a] 44 (1) BE
IRHN 1.0~3.0.

22, WIALRIER 18 FriR I H . HARFIEAE T, FriR EhBR¥E VRN G 2R B2 5 ik v [e) 4 (1) B
IRHAN 1.5~2.0.

23 QIBCRIESKR 18 B MR AT, JLRFAEAE+, IR IR A5 P Ig rh sl ) BE IR EE
1.0~3.0.

24, IR 18 PRI A, FLRFIEAE T, T ML AHRR DS BTad vh )4 (1 BE AR LA
1.0~1.5.

25, GORLRIESR 18 BTN, JUAFAELE T, FTiR 1-8025-8-25 -2, 4- e SR 2k S5 TR
Hh TEJ A ) BEJR EE A 1.0~3.0.

26. WALRE SR 18 ATiR KN H,
Rl R BE R EE A 1.0~1.5.

m

FHEET, Bk 1-F 3E-8-251-2,4- s i 2h 5 ik

27. AR SR 18 ATiR [ H
5.0~10.0.

ﬂ

CRAIEAE T TR BRER SN -5 it o 1 4 F) BE ZR EE oA

28. WIBUHI K 18 BTk BN ], HAFEAE T, IR skER AN 5 Pk rh (R R K B K EE oy
8.0~10.0.



