— f 122y ——
.

4 A 8 B B |
Es s XL H&E
¥ 60 B 5 =4 = +
¥ EFe ® OB g 128 B
RAEORMN BB W 49 45 9 A 24 H

FHESOEF % AL A 5L P 1 H

Bredt-dm  E FOp o R O (b

F A B ERLORSHBEECEIBZIVUVERBEEE NI T A
EEY—DABRHE

& %
Lk

(E #)
mXBEAERE #A R RBERP EZ 8 LBAME R RRERX

w X B ®E 0o E B

BEOEOMERROMBICONT, 7 F FARFE IR IREE LT, FAUEEE, BORKD
BIRAEA Y, ChODMRZE b ICRETRAND OBHFOLEMEAT T ¥ o HEICARS N3 &
SICiE o tedt, MATFRICYANT 4 FEEE OB FUREREICART 31CRE < DEBNIHY
N OOMBEAOREE FIET T LENTF FARILEE, BHTEETS 2,
CETCEHRRCATBMEAOT I/ BEVRD, gy ppp—Gly—Pro—Cys — Lys—Ala— Arg
HFACIBEOYANT 4 FREEFT EHTR Arg-Lys-AlamArg—Cys— Gly— Gly Tl
65000 K ) 7 F K TH By HEEEY ) 7 A s

‘ Tyr !

YA vk — (BTD 24580 8IGEY, ¥ Gllu' Asn—Asn—Phe-Lys—Ser—AIIa. i Ile
s 3 7 =t . Val Arg

LT F FAREOMREGENDD, KBO (L oGl oL
BRI EZITIE - 72 i l e Tyr

3 ° v CyswmCys—=Thr—Arg-Met=Cys~Asp Thr |
1 _7F FEREDOHE | | ___J PFe

i Phe Leu=Cys=— Gln
(i) 73, EE#ERAIE p-methoxybenzyl azido- \—Asp —Pro Glf eu=Cy Tyr
y
formate o fiiZ & ik (1) Arg  \Ala—Lys— Ala — Asn

p—methoxybenzyloxycarbony [Z(OMe)] #ix 0°C T+ Y 7 A4 ol (TFA) X o EpEms
BLEIC X O HICT S B ORESNE LS BIEE S o TN B BRI F FARICED 3 EES T
I BRERDO—-DOTHESE, O ZOMeEDT I/ B~ADEAWLX Weygand 5ick 3 Z(OMe)-N,
HEICI DR RN T ETH B0, <D Z(OMe)-N; OGRICREVWRIELREZMBRELT 5 R
BhH -7,

TLCTEHERER T =ATva— & w27 v KO AR 72 Z(OMe)-Cl icE#E NaNg /KIS &L S &
22 L1z Z(OMe)—N; 2 A48T 22 L ARA LT, BIZEENTIVRTAREBAC L MTXx, ¢

DEREREEWIUT AL LB TS, TNICKDTF FEFRD R & 725 p-methoxybenzyloxycar-
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bonyl—7 ¢ ) BEBSBEBICARTE B LS 1018 - 72

(i) #EAZIK L L To N-isobutoxycarbonyl- 2 -isobutoxy— 1, 2 -dihydroquinoline (IIDQ)

Belleau Sic kb #EgE&E I NS E N-ethoxycarbonyl- 2 —ethoxy- 1, 2 -dihydroquinoline @ i
BT iIcRREKIE L 30D LEZ LNTVS, —RICGEBEKYEIC BT ethyl XD b
isobutyl EOEFMBENTNBZ ENHMOENTWBDT L A% isobutoxycarbony i U #z =& @ N-
isobutoxycarbonyl- 2 —alkoxy- 1, 2 -dihydroquinoline ( 2-isobutoxy {&, 2-methoxy {k&, = 2-ethoxy
) 2HRLTENSOIGHEEBRFTU-EE, [IDQ il FENTVE T Ehh -7, AT
Gln, Asn Z2H5LR7F FOARICBEIKIEEFRDILVEEERL, BTI O&ICFIH L 72,

2 BTl OBMRAHAEIC LA

BTIL (5D 4 [HRTOFERT T OBEHTENLE I N, BEOHEELS, LTI 2L7 4 FEED
EBITHE, BRACIDERSHEHET 2L FMAINTV A1 D, ARONRE L THEYLTHYHET
Hbo

BTI & 5kicB U THE I3 Merrifield o stepwise EAARE 5 L TH30SIE BT 418/ &
EHEBUIH, HEFERMBOFEICLDRROEGEMNIEZITE - 720 LTHEICHEL 7 & I{LE#T 5/
Dicktk % Gly 2#C Rig & 9354K 4 (1—12) (13—28) (29—37) (38—h6) & C FKim (57
—58) I TN OERPEBMETER L2, SEICHAD MISERREDREICIE, RKEMIc HF
TRETEABERLEZER Ui, 7485 Lys @ e—7 3 Eicid benzyloxycarbonyl(Z) #:, Asp,
Glu o fIggH v EF vk, Cys d SH 3 & 1 benzyl (Bzl) BETHE#EL, Arg iciz=roXiz b v
EEZERA LU, tho@dvndhdslkgd TFA RETHREINT, —FEHAETHRESIN S Z(OMe)HE
Zoa—7 I/ REELEUTHMAT 5 C LIC KO REBREICRIREZ b€/, 4% Thr, Ser, Tyr o OH
BRESTICEREED 72

(D ‘ Z-Arg(NO,)-Pro-Asp(OBzl)-Phe-Cys(BzD-Leu-Glu(Bzl)-Pro-Pro-Tyr-Thr-Gly-OH(BTI 1
—12) O&EK : AR 4A 320 subunits (1—2) (3—8) (9—12) 4}, F 34 subunits Z7EMH
I FAEEL azide BETARKL, £ @ subunits FER I 2T AVETHAET 2 EICEDAER LU,

() Z (OMe)-Pro-Cys (le)—Lys (Z)-Ala-Arg (Tos)-lle-lle-Arg (Tos)-Tyr-Phe-Tyr-Asn-Ala-Lys
(2)-Ala-Gly-OH (BTI 13—28) M4 : AKX 4% 4 2@ subunits (13—15) (16—20) (21—23) (24—
28) 1t , =94 subunit #FEM: T 2 7 dicyclohexylcarbodiimide (DCC), RBEsE kL, 1IDQ
DOEFEICLDARL, b subunits % C Ko azide BETRAL T W EICkDARL
PR

(I) Z(OMe)-Leu-Cys(BzD)-GIn-Thr-Phe-Val-Tyr-Gly-Gly-OH (BTI 29—37) o & :2 2D
subunits (29—32) (33—37) % [IDQ, DCC, EEE Kk, EHIXFLD EHETER L, O
subunits % azide IETHRA L TEE L 720 , ;

(IV) Z (OMe)-Cys (Bzl)-Arg (Tos)-Ala-Lys (Z)-Arg (Tos)-Asn-Asn-Phe-Lys (Z) -Ser-Ala-Glu
(OBzD)-Asp(OBzD)-Cys(Bzl)-Met-Arg (Tos)-Thr-Cys(Bz)-Gly-OH (BTI 38—56) D&KL : KR 4% 3
2@ subunits (38—42) (43—48) (49—56) T4, 94 subunit AyEM T X 5, azide, DCC,
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IDQZHD FEic LY AR L, T 50 subunits % C KEE) & JFK azide EIC L VS L TARL 72,

(V) Z(OMe)-Gly-Ala-OH (BTI57—58) M4k : A&k, H-Gly-Ala-OH iz Z(OMe)-N; %A
RAIHTERLU

VEDHBETEBR U LMEOREE LK ST F FEEHLETHERES Uik, £3 70 4 2 F VLB
i« C ki dipeptide(V) %##F& L, TFA Ik 3 a—7 3/ BFE#EOBME, DCC+N—E Fr 227
S=A I FEEESF LT AMARIEE L E L THEZ octapentacontapeptide s %187, Ao HE 4
BTAREROBELKIc~TF FEBIRL VBRS¢, ARW% Sephadex G—25TD 7 5 AT gel
Bk, pH 4.5 TOZEGBILICLZ 207 4 FEEATERET - 720 IRIC trypsin-Sepharose 77 7 AT
@ affinity chromatography %1775\ disc electrophoresis TR BTI &t AU B#H 2 RT BNy EET,
KRIET I BAOWMCTTFREMAERL, Tos-Arg-OMe ZHE L U THEMERIET 5 & KR BTI 082%D
RiEEZ DT EHHBL 7,

DIk, EEQREMEORSMEAEARIET 2 LiIckDEBERE D BT 24KRT252 E08TE L,
REBRER S & 5 CWMELEMHEZFH LT F FARELEEZONE DT, @l~TF FERIL
FUREELTERZRBETIDLEEZ 5,

T, EFOBER L Z(OMe)-N;, OEEAREN LUICHHARE DO 6 —go~7F FAR[LE
WKIEXBEET28DTHBEEZ B,

WXEEORKROEER

AR/ICIGSMOT 2 VEBEL DD, HFRICSFEOIANT 4 FREEBET 2RI RTFF, v KR

BEENY TV v g reEg— (BTD OARIIFKICETZ26DTH 5,
BTI OAKICELTRE S stepwise BEMAKERE L TOXDERAE LB/ EERELTNS
0%, FEHEZEMLEORMEEEEZROTRREZE > 2 HECEI D ARROAGRETV, RARRICTHT 5
AL, BIEMEEZ D BTI 24T 3 IR Lz, C OEMEDRMEAEICIIPRAORE R
Bl 0D BB ISERIEICHBE T & 2R RIE & - 7o dt, BESBRBETOERNTHESGEET, MaRkEE
VICOPNTELROBELNBRSEHEATRE LN EDEINBH 2, LHLATFRERICT 2HEDD
BEDFBe AT 9 A BIE, B EOROEAEL, & ZARTLMBABAEL THHERD stepwise FEHEEER
WKESBTEBELEMICI NI, MEEZIZCD BTI ORI A D - TEERTF FOSRICET 3K
LOBRERL 1

AERICHBNT, FRESRTF FESIRT 2 7-DICREAE, 2LINORSRT T FOMEITE
BEAESRASNTED, COATASRIWEAEEEEREEFA LT F FARELELLNEHD
T, BRTTF FABRMZICERR LB AERT I D EEZ 5N 5,

THAEREBERBDNRI AP A RNV FAFTFESANE=LT I BORBICE-THAOoNED
THD, THITEEFZFEDORFKE LI T A P AF YNV FLTF PR A4+ OESERESRE LERE
7z U7

XOICEBEIFLORTF FBARE N-A VT b ARV AINE=-2-4V 7T+ F+2-1, 2-Fk
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Faf ) YRR LD, RARBRERESICE LA THRKBIRIEZET T LTHMONTN T R¢
FEYV, STNEIVITHURICERTH S EhhirD, K BTI ogRICREE T,
PILZEZBOBERE L 2D2DH LVMRS—RORTF FERITIES HFET 2D EEZ 5,
FoT, KRXBEZEELOFEMBXE UTHEMED B D LB 5,
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