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1. ol P 20 ORGP () AR B 1 1] 2% 7925 , HASHEAE T« & BAAC—T T TSLGK-NH2 55 /2 fig
B G T AR B AR SRR PE B S TR, Herbr, Ac—1 11 SLGK-NHof KNS 2, BE Ak, , Clig 2 4k, , Ac—
1T 1SLGK-NHo 5 22 He 2 S Bk iz (1) BE AR HE 12 1, Ac—T1 T SLGK—-NHof¥) JBE SR B g4~ 16mM , Ji 97
HJER3T~40°C , [ RLI ] 24 ~A8h , B AT S B A3 FH IRV 5 Y A A e I e 2t % I AR
& Ca”™ I PP

2 MR BUR B SR 1B I A T 40 RS B £ K B B 1 1) &6 D ik SLAFAEAE T 2 T id Ac -
TTTSLGK-NHof#) BE /R BT . 2TmM

3 MR A AU SR 2B A F FH - 200 R B 10 K B B 1) 11 4% T v, LR EAE T, BTid 5 &k
Fi&e 2 R g s W I w1l 28 7 V800

alit B, 4561 . Tmg DTTIET-20mL 50mM Tris-HC1 HpHH7 .82 Mg , ¥2 5
F4CHEH:

bHU ImL BT 75 VA WL, 4 1mg 200U/ g TGEGVE T JRWVE L+ , BIAS ImLIR 4 200U,/mL
(107 I i e R Bl 5 A

4 R YEAUREL R 2 BTk 19 FH T 4 G B A0 K 5 e 1) ol 460 1, JLARAEZE T, pirid & Ca™
(22 PR 456 . 17Tmg DTTHI0.011g CaCleoyA T 20mLai 7K o] 4 12 21 1

5. MRAB AR B SR 1~ — T 1] 24 7 1 24 A5 B (R /K B , FRFAEAE T« Pk KBRS N
HAMRARII A 4E LS
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— MR AT 4R AR AR R kOB B R B 75 0

B GE
[0001] A B3P A AR ) il 26 3 AR T, EAKES B —vml T+ 0 R BT £ 70 P B G
%55

BREAK

[0002]  FEARMLAL L TREMRIANN T 282 SCRF I FRE SR AL SN W 2R E5 1y , i EL 5 AL 18
G AR IR 0 A 2 B 05 i B AT L% B TR 2 B MR 2 R A K 7 (R
B R IR ER IR R 0 ) BUA im0 (R & %) 55, FHLASR LS4 40 AR KA fOA B o H
MERBRE S AT 3 e Bl A S5 I PR ) 5 LR AL

[0003]  HRF P A DM ) 2 AT B mEs YA Ay, AT
MBI A2 S B, B RE AL B A i A R BRI v —TR B % 5 IR ) e R A 2 [R)
AL B ey~ B0 MR R IR B, X PP IB S BLAE B AR S T R B R A AR A A
A5 RS AL S AR S A M A 2 o e o o T IRl B A AR I AT 1 S S
L AR AN [ B AR Ca ™, sz Il R FRT B T 44 o DAL L ] DA T 22 0k 1 2L B AR (K400, 76 3
TERIRI S ETTE A K AR RS

[0004]  E I, 7K R Y 32 B ] 48 T V2 W B AT SR AR 2 A8 B TP i 32 o W) P AT R TR K OB
FE T i T SR R B A A3 00 A 5 DR A S i A A T PS5 0 47 £ 1T TR ) DA
ERLENE AB IR ST IR TR R KBS — B A2 MR R 95 » SR I 2% 25 2 IR ¥ 558 32 pHAEL AR,
JZ A AN ER IR DA TR, — FBOAN B 2 2 43 TR ) SE o 2 FH 75 2 5 A2 A R A 7K A
M s MBS & R G VI THEBOC RS R R A S BOR, SR SR B0 58 = B A
S B i R B ) SR ST IR I 45 o £E Hil] 26 LR TP AR AR RS EORE AL ADE IR0 SR BL S AT
HLVA 1) S5 B AT A R R R TN 770 5 3 B K B FECHL AT B 22 I AR D AE 2 P8 TRJ Y O 51 R R Ol
1 T3 IRAME R Z A B, ity L= Al 88 3k e 2 45 0 o [ #1423 3K Ay V245 2
(RIKEE RS A P2 PERE (ARG PR L SEAS , AL 35 ) 2 R R L B2 IR J3E PR K TR %
AHAE

EZRAE

[0005] A% BH ) B (75 T $240— Fim] FH 40 BoRG B 0 7 e S L o1 & J7 ¥, 3% i Ac—
TTTSLGK-NHa5 70 e 7% 2 M e AE 2 S B2 A FH T ) 46 K B s 5 L BAAe—T TTSLGK-NHoAE A SC
W AERAT SOSROAE R 8 22 BE4S S Bk i (L—G Ln ) 3 JAE 4K A7 4k R 1 , BE A 1R I AR A
41 RSB

[0006] A BHIIAT S5 — A& 3R A —Pirm] FH T4 MRt B A0 K BRIl 46 T 1

[0007]  —Ffrm] FH-T- 20 B A B 0 7K 38 1 1] 2% 37, JLJ& BLAC—T T I SLGK-NHe 5 72 e 75 & Bk
iz 75 B AR SN I AE B R I RO, Hor , Ac—TT TSLGK—NHa ) N3t 2, Bk AL , Com & A4k, Ac—
T11SLGK-NH 5 /7 e 45 B e (1) BB JR B 912 1, Ac—1 T TSLGK-NHaf¥) JBE JR ¥R & 4~ 16mM , )
IR JEN3T~40°C , [ MR 7] Jy24~48h,
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[0008]  {EAARK M — ML R, EiRAc—TTTISLGK-NH2fK) BE /R AT . 27TmM,

[0009]  {EAAKRIHE B— MLk %, Bl BT s S A e VR AriUN A S e 4 R I
VTR Ca™ I 22 VK

[0010] LIk, [ IR S I 4% R B 1 L) T 46 T 180 «

[0011]  afit BJEMVER, K61 .Tmg DTTIET20mL. 50mM Tris-HC1 H.pHA7 .84 phiE i+
BT A4CHER

[0012]  bHUImLETA3 AW 45 1mg 200U/ g TGREVA T JWE W , RI4F ImLIR E N
200U/mL I 75 B Jie i RS VA K o

[0013]  fLikfy, iR & Ca® I M 2456, 17mg DITHI0.011g CaCloyE T 20mLal 7K v il
EECE

[0014] A& IIAESS 2 A2 iRt Bl il 7145 B K B o

[0015] - aR7KEERE N H A PSR AR 4R 1

[0016] A BB R A s AR BR -

[0017] M JERHI I EX I, A BH e P R 4 A s 2D 1 TP o P i IR Ac—T T T SLGK-NHaAE
AL B AT S RORE AL RS I (L-GIn) i ez b, Mo A e s B AL K BB, A £
BRI R BRI AL T B R, 8 T KB ik,

[0018] AU EHM J2 i T S R4 Ik Ac—1 1 T SLGK-NHs , Z L8 & B35 /0, AR B & 7 4
B ARG, & Bk 2 T4, HLRR 15 S 40 B AL B, B« A% BH i 28 15 220 1 7K 25 s B 150 4
TR Ly 1A R B 0 20 P 3R v (U B TR BRIEL 7 ), [T il 4 15 2 0 K B RS B MR AR AR PR L
AN 5| IR 2 A0 7 A SRR R P S O, e — RO B AR GOKR A R TREA L, 6 AR
R EEE

B &1 AR

[0019] "R 4h A B B ek A< 2 B At — 2B 1 1

[0020] &1 AyAs o BH 799 S M 4 i Ac—T T T SLGK—NHo 7E Tri s—HC 1 VA8 1 (1) i 17 B 1 T 50
3P

[0021] W& 2R AC o B 799 S M 45 I Ac—T T T SLGK-NH2 78 Tri s—HC 1 YAV 1 1 3% 5 e 2 ks T
P s

[0022] &3 % B 1 MR 45 Ik Ac—1 1 T SLGK-NH2-5 LG | n 75 25 42 5 fe e Fo I VA v 24708
I 1 R 77 W TSR

[0023] P4 % B T S PR 45 Ik Ac—1 1 T SLGK-NH2-5 LG | n 75 2 52 5 fe e Fo I VA v 24708
I i (14032 5 L B Al s TS A

[0024] &5, &6 K4 & BH P o5 1t 45 Ik Ac—T T T SLGK-NHo 5 L-G I n 7 2 24 Bk [l % % B i v
24/ NI I T K B B IR 5 (A7 A R B A &) S5 A 2 () [ 2% RIE

[0025] P& 7R % B S MR 45 I Ac—1 1 T SLGK-NH2-5 LG | n 75 2 42 I Fe e B I VA 24708
IF 5 B B K B S REMC 3T 340 L ) kBt 1]

[0026] I8y A% 2 BH 9 5 1tk %5 ik Ac— T T T SLGK-NHo 5 L—G 1n 7 25 % Bk e s 7 Bl VA i v 2478
IS 5 T B8 P T oA 8 400 i 7 A= 8 i DR 1) 2 S8 R
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BN

[0027] SRy T AEA R BRI AL 23 VBOAR T S B INTE 28 B, T 1 45 G LA St 451 %) A O B Al
FEAIULEH .

[0028] gy e i AR i I il & 75 ¥ Je L VR R A U vh BT FH 2111 32 ZESL B0 AN AR (1 2L 5 S A% A
LE LR

[0029]  Ha #W{EIE 51 & 46 (DNP-9082, I ikt 2R I % B TR A 7)) 5

[0030] -y H 440 (DHG-9246A, kg 3R I0 W & AR A 7)) 5

[0031] &0 AL (AR, fIE ) ;

[0032]  Ji 77 . 5%8% (AFM) (Nanoscope Iva MultiMode AFM, i b, fHE[E)

[0033] 3% & HH —F S A3BE (TEM) (JEM1400P1us , $ERR %, H 4A)

[0034]  yiARfY (Mars IIT,M53E)

[0035] fi% TAES (Airtech T I % 3)

[0036]  fH{Z 43748 (HERACELL 1501 , 28k % /R VA E)

[0037] {38 S s (TS100, B jE, HA%)

[0038] % (7| B T wss (DMI3000B, 3¢, i [H )

[0039]  — R PE4NHSE SRR (25em”, BET)

[0040]  —iRVEREWRE (5mL, FET*)

[0041]  —IRMEANU BT 2R (3599, FET)

[0042]  —kME4NA BT FRIR (3548, BET)

[0043] B (YDS-30-125, R I B A #5)

[0044]  Tlip sl B 22 KA AN (B 22 IR B B & WA, R AR E )

[0045] LI, 024 I B B ik FH I 32 2 JEURMis e 40 U BH L 48 % B BTk B Ac—T T TSLGK-NH
S i, ARG 75N -

[0046] DR Z TN, N-—F JL I I fie (DMF ) AR IE (Piperidine ) ¥ 7l

[0047] KWK [RIDMEVA T AE60 C A& 1 T 80 2808 , 2B 28 TR AT S o5 LomL 22 A5, 453 B 4l
DM 771 5 4 W SRR e mf I N /b & CaHe N4 [ 1 -2 /Nm), 2050w i JE (106°C) (148 43
13 B 26 IR IE VA 7 5

[0048]  DUR2. TR VWG IS AL 2R 7 L 2 ORI SR T

[0049] % k[ AH G RAY Bt 5 1450 25mM Ac—1TTSLGK—NHo T 75 2 42 1 A0 HoAth 32 751 1)
FH & CHARIE 2 R A BT, WIS PR A BRI 2 5, SR BRI &g , LR B2 M0 . 2M)

[0050]  Lys(#fi%2):1.03gi& T 11mL DMFH;

[0051]  Gly(H%ER):0.65g¥A T 11mL DMFr;

[0052]  Tle( R &lR):2.26g7A T32mL DMFH

[0053]  Leu(Z% %) :0.78g¥A T-11mL DMFH1;

[0054]  Ser(£2& 1) :0.84g¥ T 11mL DMFH;

[0055] g (%= N0.6mmol/g):0.417g;

[0056] V% : LRI a5 AFmoc R4, Ly sH IS E L i AR 4 5

[0057]  yHALF: K 3F = %N, N N N =P 3 iR S Ui R JBS (HBTU) = 5. 29 5 1-F2 3L 7K 9F
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— M (HOBT) : 1.88g ;¥ T-31mL DMF;

[0058]  yEALHH :N,N- "R PRI (DIEA) :5.57mL ; DMF : 10.43mL

[0059]  ZGiE G : ZERET: 2. 2m1 s N, N-— P2 2 8 (DIEA) : 0.239¢; HOBT : 0. 022g : ¥& T
8.8mL DMFH;

[0060]  ZAEF]: =F L (TFA) : 14. 25mL; = F P 342 (T1S) :0.375mL 3 H20: 0. 375mL
[0061]  F{F4755 : WRIE : 39. 6mL s DMF : 158. 4mL 3 1 —¥2 2% 3 =M (HOBT) : 2.67g:

[0062]  DER3. 2RI I AHA S 2k

[0063] 4 70 G2 o [ 44 4 G (40 24 et IMN Il [ A B AR 5 25 88 N 146 M o 21 Nog
A Ac-TTTSLGK-NH:, A 2% H B & i, 2 K& e B Ja 4 7 i s I IR 7 i (BN B S B i
W N ZREAE R, 2 iR P Fe4h , 317 Aok JE AR VR, TRABR M G 34K, & I BRI 5T
W BRI 2R A 208 (B 25 AF I TRA) , 28408 5 19 7 BN 10mL & O R, IR Tk
B0 15min, #3HN9000rpm/min, 8 10K BA L, fill 2 B s AH s S A 24k, B 5 7 i
AN EER TG T T 5 N OKFE N ORAT , 2 Bl O AW AT IR ) BT i 75 A
[0064] %} iR &43 BN Ac—T1TSLGK-NHoAE Tris—HC1 2% M8 1) 1 2265 I 50 3E AT 46 0
(AFM, TEM)

[0065]  HEARTTEWITE -

[0066]  AFMAH% : EU1OuLFEC AT 2 JRAE i A0 T3 0 2= Bk F 3R T, #0 IEIRB 10, S8 fe i
AT i, AFMUR 3t T AR OB X 58 i A 43 B ot vy JE AT I, R A
0, FAHEE R 1 ~1.5Hz o ALK FRTESPRL 4R £ , £F R 448~ 10nm, #7551 25um, 314 &R
AN/ m, [F]— £ S AEAS AL B 5K, o RN, SR PR IRAc—TTTSLGK-NH2AETris—
HCT PP 40 205 I A 4 S5 M I LT o

[0067]  TEM: W HX— 1 2 JIR V& WG T 6 1 R 1, 4 A e M 1 400 B 4 WX 78 5 72 90 |
77 5 i AR W B Smin, BN 4 0 f5 , FH 8 41 0 10 i 220 4 VAR TR I 5 2 9% TS TR A4 i e £
Smin, WU Y b R BR AR VRAR S5 L~ SR AU Aar U0, ok (] — A6 it e B S AL BF 3E AT 4, He &5
F IR 8 3F S S 2% B P TP I 1 KR i Ac—T T T SLGK-NH2AE Tr i s—HC1 22
W B AR AT AR S5, 5 )R A 7 R S B — B B YRR S E 2 s o

[0068]  7EEEHE S I 3 FH K VR A VA A5 R I e e RS G VR 45 Ca™ K G ph L, 45 BB e
TR BAR 1] 45 T35 -

[0069] D91 LB EMVEM,61. Tmg DTTIET-20mL 50mM Tris-HC1ZZME W , ¥ 58 T4
CHeH

[0070] B2 % img 200U/g TGEEVET ImL_FIR VAW , 5 3 1mLyE B 9 200U /mLI 25 4 B
RSB IR I, —20 C AT FH .

[0071]  &rCa® (22 P (K EL A& H 4 71 156, 17Tmg DTT,0.011g CaCloyE T-20mL4ti 7K
h ARAF T A C AR T A K 25 BB e 6 R i 1 VRN 25 Ca™ B B PR S AR R B TR N IR
LA ZH

[0072]  SEjifhl -

[0073] A B K B il 2% 7 2%, HAR 4G LA AP IR

[0074] % b ib i & Ui Ac—T T TSLGK-NH2 5 22 e A A Bk le 4% HE BE R EL M 12 IR &, TERRAE
SN AE R A B SN, Ac—T T TSLGK—NHo 2 VAL e 28U BT . 27mM L 45 S Bk g s # ilg
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TGHR B2 0. 9U/mL , 45 il B 37 C e S2.24h , £ 7K BEHL o

[0075] a0« W% B 1 OnL 7K #5E HAE ot i D538 (1) 2= B 3R 1D, 0 LB R PR 10s i, il 280
TR i, APMAT 6 , B — 3 58 B 1) 7K e s BT 1 R 10, % 7 A i P11 400 [ 4 X 78 25 76 5t
W 77 s v e B Imin, BT 4 S5, FH U8 200K 40T 9 JE 320 B A A TR 55 5 2 %6 T B AU At e £
Imin, WU F () 5% R A o, W R e far I, FL 48 R 07 L A2 S L I 5 i A8 23 Al Y
AR AR NA AL, I 3FE 4 PR .

[0076]  SLjifafs2:

[0077] %) BH /K BERR il 8 7325, BARALHE DL R AP IR

[0078]  %500ulAc—TTTSLGK-NH2(16mM) 5L-Q(16mM) [ VR4 VAW =18 T B 247N i, n
N25uL TGRS B Ca® MR ME TV, 78 SR 21 i i BT 37 C kil b /K i 24/ e, 15
IKEERL -

(00791 X} iZ 7K 5 s (RO AT LB 5ot P38 ARG 0 < SR FH G it AR (S GRAIE A 8 ok e 2 B 1R A ) K P R
BT T B8 B T AL 2 B CRE 3 ) SR FH 00 DU S A Sy B A% 3 5mmAE 5 2° I HE AR S X B 38
& 5 BRI B AR S AR BUA500uL , AR SEIG IR T N 25°C , 2 RNk R4 0B 1B AL AE it S 2 24h
J& > DA ZE A I Hz BEAT 2 A7 994, $338 75 0. 01 %6 -100 % , I 58 B 2 1) 2 ok i X, M2 1k
Rl X 3% BUAHE I B2 77 LA AT sh A SR 4, FFEE R 280 . 01Hz-100Hz , BF 95 fif e A &=
G’ MPRFEAL EC” Z (A1) 98 22, EXB00uLAE N, 7301 % A IR #5470 01-10Hz [ A Z2 4 , L5
25 R S A 6 B , s TGHE AL 1 R S 1 0 IR Sl R AL /K SRR I LG G 292 100Pa
[0080] 4% I Ac—ITISLGK-NHo5L-G1nE 4y S MLk 4 2 B A7 A5 2% AF T T8 K BERAR A
4 B RSB 9 RE 77 (MC 3T3)

[0081]  JETEMI16mM Ac—11TSLGK-NH2HIL—G1nEL 27 A 35 #5 FUAR AR FUR &, In A
HSE 0. 9U/ml K TG VBRI (¥ Ca™ A M VA, B T A1 M 1% 37 46 (37°C ,5% CO2) h i &
T 0, 45 30 B 3 A ok FZ 1) 40 B 57 B o KM —3 T34 B (/N 5 R i 4 B ) FH 5 4 10 % i 2 I35
(I DMDMES 55 3L 15 F= 040 AR5 256 N, M4 A K80 % VL A ) » X 4l B BEATUSC£E , X [ 3h 75 3
(10 £ N 280 7K 6 e 2 T 5 1) 145 ) AR 550 8 1 40 L N 28] 40 L 55 97 W 2 1 R iof Ll S 560
TN ZH L ) 55 FEARAE 40 A 15 77 56 B B 5% 24h 5 FIAS B 4% 2 -AM(calcein—AM) X 4l B Yot , 2
T30 B T R S A ) AR IR o S B8 25 R I TR 7R, W R T AL R PR S MR R IR Zh R Ak
IR B A (R 0 MRS B 1 B

[0082] 4l — Ac—TTTSLGK-NH25L-QFE 75 2 i % 2 Bl A7 76 2 A1 T T ok St i 5| S 3R
R S P % RN

[0083]  }Ac—TIISLGK-NH25L-QIEMRAETris—HCLIEW H , 255 (Ac—TTTSLGK-NHo 23Kk JiE Ay
7.27mM) N B 24/INE i TN TG I VURT 25 S0 Ca™ 4 60 P VR o) % I 7 o Bz 4% T o RAR UL
G > TREUAREL 40 A , 08 H A7 o i & I K BB R T, 37 °C .5 % CO2 26 R HEFR 3K
Jii » PEVE TR 75 AR I 98 RE PRl TNF-a FT L8[ 3R IA , S I &5 SR I8 AT /s o INF-a AT L8 £
ik &0 BAHEE SR E AR, U AN 2 BSR4 1 Ao 0 R R

[0084] STt f42

[0085] AUk BH KBS () il & U7 v, BB AU HE DA R AP IR

[0086] % ikl & U5 i Ac—T T TSLGK-NH2 5 22 i 3 A Bk fe 4% HE BE R LL M 12 IR &, TERRAE
SN ZAT TR A R AR S SEIE , Ac—TTTSLGK—NHoVA R (1) 55 28 5 Ay AmM , 45 %2 Ik e 5 RS B TG
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W0 9U/mL , $5 I3 240 °C [ B248h , 43 7K BEHK -

[0087]  Sijifaf41]3 -

[0088] A BH K EERC ¥ il 4 732, HAR R DL T AP IR

[0089] % [ ik & 47 Ac—111SLGK-NH2 5 72 FES ZUE e 4% HEBE /R EL M 1 IR A, 7ERE AR
S RE S5 A TR A B B SORERS 5 Ac—T T TSLGK-NHa 1 () e 24 K 52 S 16mM , 73 22 B9 e i RS I TG
WTEN0.9U/mL, $5 il JE 38°C [ ME36h , 1K R -

[0090] T ZEULHII A , 7EAS UL B I 20T T ASIREL AR 53 B H 1 AT AT 256 1) 7 =20, 5%
AR S 70 0 7 S8 LA A R B AR 3 Y TR Y
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