wt e K oA B =
¥ @ X B A
IV N URBFEY T A TEIOZDORENT T=X },
7y A= MBI BH%

FALRCNEDR

TRty UZFE (ET) - 113, Yanagisawa HIC& > TT ¥ KBRNEBIEOR® L&
i SERANIMENEEE T IERICHE, BEREINIFRRTF FThHb, HIZ, TOKRD
£ OWFEICLD ET - 1 ZMEAKRME T T BRMAEPLTE N & O LR
o bEEIN, B4 OIS L TEERERERZALTWAS ZEPHO M 7L ET -
LIZRZDD A /RFF K (BT- 2, ET- 3) &L, TASET 4 YRTF FORMIRD
B EDTEEDET SAhTHbOBET- 1, ET - 2iCHEREDEVET,, RUET 14 YR
TF FIXRTCCEFORIEEHET 5 ET, 2N L TITDNTWE, F70, L, BEEET
3 ET, ET, OBZAEHKD mRNA BRBEL T3, ERICEHELNLVTOMIEEORE
BOGFELIBHETE S, 2 oMEZEROEBNBRENI OV TR AHELANE V8-> T, ET -
L OBELAEBERCRES OBERZIBOMIT B3, ZBRY 7514 THRENERAME(T
vHITZR b, TIZRX ) OFRIEBETH S, ANAOHMNIL, ET ZE@EKS 751 TDR
REOFVERAZRNEL, Cho—HOMFICHEATHLILERTIEICH S, £, 77
SHBLTHWTET AR SERREHIL L 72, KRR HIEES, ERABIKESHH
RULEHEES~D ['*°1] ET - 1BARET- 112k > TIC;,=0.1~0.19nM THEXH
51, ET - 3 T2 IC,,f#3. 9~70nM L EHMETH D, —F, /it BHEEESLE TR
ET- 1, ET- 3445 IC;,=0.07~0.11nM T ['?°1] ET - 1 &A%HFE L/, T15bB
FIFICIIET, HBECRET, XEEL TV, ET 41 VR7F N, WFhb2iBB 07 I/
MO, 4BED Cys 21 — 15K 3 — LTI RV T 1+ FEAEEKR L TWA, Hiley
5RIDCys 2T NT Ala KBRLAEHROET- 1 7+o—2 [Alah* 1 13] ET- 1
(4 AlaET - DAMBENREERERBELALER>TVRZEMDIDET T v MR EY 2 % —
MCIRET- 1RUET - 3 LRIFDHEESFEREFTLTVWEILERE L, COMER, 4
AlaET - 1 & 28D ET ZEKY 7914 FTERBHBLTVBIEERE LTV, 22T, 4
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AlaET - 1 ® ET 2B 75 4 T0OFEMEIc>W TR L, £0#R, 4 AlaET - 11X
ET, ~OHMMEHEE LT ET, ~OHEEE L BD S, 170065 ET, #RNTD -
tzo EIC4 AlaET - 1 R ET, 24 LARIETH 2NREFHOMEMEREEERL TSI LK
D, ET, BIRNT7T TR THAIENPELNERL o7, RIT4 AlaET - | OREEFEMEHEBNC
SWTHKE L7, 4 AlaET - 1 O ET, BRNKREDOa-7 3 / BEET v F It LI N-Ac-
4 AlaET - | RUNKBRIOT I /B BREEBREL4AIaET - 1 (6-21) THREAL
ZhoWH, CRENSD Trp* 2RrEd 2L RBEAEHEGEBEZKR T FE, N-Ac-
4 AlaET - 1 (10-21) RBFEQETHRE SN B0, 830f% ET, BRNTH -7 LAL, ¢
AlaBT - 1 (11-21) Ti3, ET, EROTEEEEEHEL, BT 7= bEEOHER LIS
ET- 1 ®ET, iEMRBICRDPEL EL 2O Y LT 1 FESICK > TERINBILMEHEE S
ChRED Trp*! BULETH B ENMONTV S, —4, ET- 10 ET, BHRBRICIE Glu'®
Mo Trp?! ETORFDNEETHAILDPPHSNENL T,

ET, &R 7 > ¥ T=2 b BE-18257B(cyclo(D - Glu - L - Ala- allo- D-lle- L - Leu -
D- Trp) &, KBHIRFBGEES, KEXBHREEGERRCOHEES~O ['*°1] ET -
1EEAXZNEFNIC,,=1.4, 0.47, 0.8y M K THE L. —F4, /MK, BREEBES~D

["2S]]ET - 1812100 M THIREALHE LM -7 E72, Scatchard T £ O, BE-1
8257TBIZ ET, ~® ['*°I]ET - | EAEXBAMCHEET 5 ENHS M &7 - 7. EIT, in vitro
RUin vivo CET - 1 OFEREIHI Lcht, £hBEEKIIT T=X MEHER L WD 1,
Pk&V, BE-1825TBRBAMET, 7 ¥ ¥ T=2 b THB I ENHSMTNE - f2e T0 BE-1
8257B% Y — F{ba® & L CAEEF ¥k BQ-123 (cyclo (D- Asp-L-Pro-D- Val -
L-Leu-D- Trp) »BR&h, ET, OEEN, WEEBRNGEHOREANESLDODH 5,

&Iz, ET SBEY 75 4 TITERNS Y 472 K BQ-123%X U 4 AlaET - 1 ZHWT 7 ¥ ffi
HBIcE T3 ET SEEY 774 TORERICHDVTHSMI L, [EXRUMEZHEERESIC
BWTET - 1 EARLIIE—-OBBRAMEEHLDOATH 720 —A, ET - 3ICRBEHDORE
BB E - - EABUOEAIREEI NI, BENZIEHREINTOIE -7, /MK
B O ET, IS~ ABRFERHMMEIO ET, (IC;,=7.3nM) 122500%:8IREY75 BQ-12313, =
EXRUMEEEES~O ['*°1] ET - 1 A% HEcHEL, ToSBMEBLOFERL
HENZEN65%, 0% THD, 1C;, #id6.4~6.50M TH » 72, —4, ET, IZ6T00fEERHI7S
41 AlaET - 1 AW 3 & 2 W FhOMBOEHRMEMA OFELE25%, 60%T, IC;, {EI30.
52~0.5TnM TH » 72,
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BQ-123 (1 #N) X34 AlaET- 1 (0.1uM) 2#EIE B LITLD ZhEhOSH
WM E 7Oy 79 5& 4 AlaET - 1 KU BQ-1231F ['*°1] ET - 1 &%= —HEICEEL,

BEHXTDIC,, lii30.61% 0. 8nM TH Y, MEHETIZ0.61KUT.TaM ThH -7, THb DB,
WTFhOHMBIKEBWTHLET, BXUPET, DABEELTWAE I EWREIN, BiZ, 4
AlaET - 1 (0.14M) H#ETOET - 3 OHEMRITELRVOBEEOVFhIZENTH
Hill {78131 &0, IC,, b ET, <95 ET - 3D IC,, iz~ 7z. %7, BQ-123 (1
U MBEHETTOET - 3OHEMRIZET, TOET - | OMEBEHHBREFEL L1 TabDb,
ET- 33 ET, KU ET; K59 323 Z OFBIRENL+53THD, TN X ET, RV ET,
DRET 2B TO Hill FRESBELLEIEERLTVWS, B, A—b5947771—%
R LR 7omfgo ['°1] ET - 1 6863, ET, RCFET, 57180, [IEXK
MBI ET, 2, MERICIET, "EMICFEET S ENHOMIITE -1,

ET - 3i3, 4 AlaET - 1 1cH~3 & ET, BRENBW I ENEONEE -7, £2T, &
D ET, IGERIGEWES LT, 4AlET - I NABBOT 3 /85 BREARELT, BENK
B Leu®a-7 3 /EETF L7 BQ-3020%B%R L 7zo BQ-302013, 7 & /BB 53~
@ ['*°[] ET - 1$5&% IC;, 0. 2nM I THET 5757 & KBHR T BRI 13 1Cs, {8940
nM & ET- 3XDI3E ET, IEIRMY A > FTh-tee Fh, 77/NRESEA~D [12°]]
BQ-30204£&43, ET- 1, ET - 3 & BQ-3020iC & » T IC;, fH0. 07~0. 1TnM 2 THE S h
5%, BQ-123TIIIC;, f16. TnM TH »Fco BT, 77 /NIEEIS TD Scatchard f#thr £ 0,
['#°1] BQ-3020%¢f ['*°1] ET - 1 RIELBOELEEMWAL T7bH ET, FRBMLTVWB LN
B S s - fo,

RITT & N E S B~ [12°1] BQ-302045 & @ binding kinetics (22T ['*°I] ET - 1
EHE L, ['*°1] BQ-30200 7 7 /MEIEHE 3 ~D#EEIZ [12°]] ET - 1 EREBRIC 4 BT
PHERIEITE Lo, AR U F 2 X~ a VRICKER DIEZER BQ-3020 (200 M) Z#EmM
L7, 3R 4 BRI T HT0R DR RIVES (I L 0 o f i ['*°I] ET - 1 #A&DET -
LIk 2R LEBTH - 720 ET, ICEALKET - LE@FEBc#EI VW IEr@ohTnS
B, TR ET - 1D 2HD IV RNT 4 MESICL > TRRIN AL EHEE TS, Leu®
Mo Trp?! FTOT I/ BEFHNEETHSLIEMNHONEE -7,

NS ETZBEY T 74 TITERR VAV FERHVWAILICKD, ET- | OAEK, &
ARG EORANSEREIOED J e iR E NS,
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FhimEEDHEE
T & HE RE B K B
Bl A #H B OF N OB =
2 & BhEiE m ok = F
Bl E MEE S B N OE

T REY Y (ET) RIBBFEICHERFOMRSICL T, 75 KBRON LMD IEE
B oM NI MENHERT CTH 5. 2 OROMEND, 7 3/ B2IBREAI LHERTF R T,
SHEDT AV 5 A THEAET BT EHESMcEN, BT @AM S, K Ol 5
WS L% OWBNS bAWSH, TN SOBMBOBEAGTCHOTNEIE bAh->Txr,
B, TOMBTEACMBIGEEL, AEESIES LS L TR - BROMHE, > H
S, HRINTERTHEENED STV S,

TOROMFAMN S, ETIZET,, ET, $WW) 2HEOSEREN L CARERERET 3 -

EMBSMTE N, Lichi=T, ET OERBHBORAES ORISR S /M T 572l i,
TNTNORBEIGERNLT T2 bHBVRT V7 T2 FOBRARARE I NS, E -,
INO6DTITZXMRT vy I =X MIEERE LTOSHLAREL S & 0o, RERMENHT
PR CIER L FNED S,

HHEERCOET ZBERKDT VTR b, 7TIZX NOMRHEORLETERL, Kr 0
EEERDIH/XEREL TE -,

AFEXBENSOMERREEAKL 2 bDTHY, FENHERBEL TIRS,

1) ET, REKIEIRKT T =X b (4 AlaET - 1) OBE%

ET 37 I /BAEBN 51 BXTF FT, ABRED Ser NEET 3, T 4Ser BEA Ala
BRECBRLARTS N (4A1aET - 1) BET, SAEKICGERNICES LT MEBERIE
ERETBILRVIE LA, I5IT, 4AET- 1OT I/ BBREABRL R TF FE22%
AL, ET OBE~EHEBIC LW TOMELED, ET, & OEIRMEEESITIE Glu'-
Trp*' OEEALEATH S EEHOMI LIz, TOMERRIZ, ET OFEMHEE D15 THS
ML bDE LT, HRAIIKEEIFAL,

2) ET, RBEBITEIRNIET >4 T=2 b (BE-18257) ORE

SHBOD ET XEROBIEENEERITT 57201013, BEDET SE6KE T v 0 s T 2(LAY
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DERARTH 5, BFEER T RERFEHEES (ET,) &7 5/MNEESE (ET,) ~Oik5t
BHEET - 1 OFGHELEEL LT, ETREHOT 9 T2 X FOERHEEESD, BHRE
DIEE LEN S BE-18257B L ZH) 72 ET, ERN T v 4 T2 by Lic. AMLEHIE 2
BEOL-7 I /BESEREDOD-7TI /JBREDOCHIBREEE LIRTF FTH- 1,

ESIAEYEY — MEaME LTI SIKBHOBVWT v 7 TR FORRHAE RS, 3
BEOT I/ BERLICBIRRTF N (BQ-123) »B{LAML D bMBTHRVWERERT &
ZRE LU,

3) ETB ZAGERNIES U4 Y A F [12°1] BQ-3020053%

REEORBITICIR, VAT b—TEBEINIVH L FPOERAEIREIN S, HEEED 4
AlaET - 1 ON-KIR#HD 5 BEEZRWcDD, ISIIN-KIRT I/ BETEFILLART
FRFBUREER LI, i3, ET- 1 K0 bBIRMICET, ZERICHETHEIA00, %
DTyrBEZ" VP THEBALCLOEMERL, IO ET, OFROLERICENRLILEBH S,
i Lz '

DL DHREREE, ET OEER, WENBEOHFRICKESERT 2041067, FrLVM
BoREOHEAAICBEVWTOARUEFHIVEEZ b0 L LTEHBERTHESHBINT
B0, Bt (FE¥ OFEMIETEHLOLFMTE 5,
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