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1. —%ik, E8AFTHA:

Ri-A%-A-A% Asp-Ala-A>-AS-Thr-A% A% ATAM A2 Val T eu-AS-AY.Le
u-Ser-A"P-A- AP A Leu-Gln-Asp-Tle-A?-A-A¥ AR,

HP R ZRHTIAMBIARALA: 2) PhAc, Hea, Dat, IndAc, Ipa,
1-Nac, 2-Nac, 1-Npr, 2-Npr, Ibu; CH;3(CH,),CO, E HOOC(CH,),CO,
Hen 2 2-20 BEE, AbEAEE2-30 MRETFHIES. 8. M.

NAMBERTBREEREER, UR 38 MREFHTABRAREHS

EHEREER, AZEAPEEERAS. NHOMEL—IERTF,

A" R Phe, D-Phe, Arg, D-Arg, Eifk-Z 24,

A' & Tyr ¢ His,

A* & D-Arg 5 D-Cit,

A’ £ Ile & Val,

ASE Phe, Tyr, Nal, E{Phe(Y), EF Y=F, Cl, Br, &1,

A%  Asn, D-Asn, Cit, D-Cit, Gln, D-Gln, Ser, D-Ser, Thr, D-Thr,
Ala, D-Ala, Abu, D-Abu, Ef Aib,

A’ B His, D-His, Amp, D-Amp, Gup, = D-Gup,

A" Z Tyr, Tyr(Et), Tyr(Me); Phe (Y), E+ Y=H, F, Cl, Br, & I; Amp,
His, Cha, Chg, Bpa, Dip, Trp, Trp (For), Tpi, 1-Nal, 2-Nal, 3-Pal,
4-Pal, Phe(NH,), EX Phe (NO,),

A" B His, D-His, Arg, D-Arg, Cit, Har, D-Har, Amp, D-Amp, Gup,
g%, D-Gup,

A B Lys, D-Lys, Om, D-Orn, Har, D-Har, Cit, D-Cit, Nle, 5 Ala,
A" £ Gly, Ala, Abu, Aib, Nle, Gln, Cit, BY His,

A& Gln B Arg,

AP R Ala = Abu,

A B His, D-His, Arg, D-Arg, & Cit,

A” 2 Lys, D-Lys, Om, D-Om, Cit, 2 D-Cit,
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A 2 Leu, Ala B Aib,

A?Y B Met, Leu, Nle, Abu, B¢ D-Arg,

A® 2 Arg, D-Arg, Har, D-Har, Ser, Asn, Asp, Ala, Abu, Z Cit,
A® 2 Arg, D-Arg, Har, D-Har, Cit, D-Cit, Bl Agm,

AX 2 Arg, D-Arg, Har, D-Har, Cit, D-Cit, Agm, ERHK-AZK-|
B,

R, &-NH,, -NH-NH,, -NH-OH, -NHR;, -NRsRy, -OH, Zi-OR;, FH
Ry IR, 2 CrLio i, ConBEBE, ColRE, CunisEERE, -Cels,
3,-CH(CgHs), BIE—; TR AP £ Agm, 4 AP R, RAFER],
HnE AR Agm, 4 R,EBAFEN,

LEZGRE
2 RFIER 1 9l ay, HE AT M AP H—AEFNRRT Arg. D-Arg.
B\ Cit Z M.

IAFER 1 e, kBl TIARIA:

[PhAC-Tyr", D-Arg?, Phe(pCl)®, Amp®, Tyr(e)"®, Abu™, Nie®, D-Arg®, Har S JhGH-RH(1-22)NH,
Bk 67

[PhAc-Tyr', D-Arg?, Phe(pCh)%, Amp®, Abu'®, Niz?, D-Arg®, Har®hGH-RH(1-28)KH,
Bk 68

[PhAc-Tyr', D-Arg?, Phe(pCl)’, His®, Tyr(M2)™, Abu™, Nis?', D-Arg®, Har®JhGH-RH(1-29)NH,
Fk 69

[CH3(CH2)sCO-Tyr', D-Arg?, Pha(pCi)’, Amp®, Tyr(Mz), Abu™, Ni2Z, D-Arg®, Har*JhGH-RH(1-
29)NH, Bk 70

[HOOC(CH,):CO-Tyr', D-Arg?, Phe(pCl)®, Amp®, Tyr(ie)'®, Abu', NizZ, D-Arg®, HarjhGH-
RH(1-23)NH, B

[HOOC(CH,):2CO-Tyr", D-Arg?, Phe(pCl)®, Amp®, Tyr(ile)'®, Abu™, Nie¥, D-Ag®, Har“jaGH-
RH(1-23)NH, B 72

[PhAc-Tyr', D-Arg’, Ph2(pCl)’, Amp®, Tyr{Me)™, His™, Abu™®, Nig¥, D-Arg®, Har®JhGH-RH(1-
28)NH, B 73
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[PhAc-Tyr', D-Arg?, Pha(pCl)?, Cit®, Amp®, Tyr(Me)™, His"", Abu’®, Nie¥, D-Arg®, Har"hGH-RH(1-
2E)NH, Et 74

[1-Nac-Tyr', D-Arg?, Phe(pCl)®, Cit®, Amp®, Tyr(Mie)™, His™, Abu™, Nie, D-Arg®, Har“JhGH-

RH(1-22)NH, Bk 75
> [CHACH2CO -Tyr', D-Arg?, Pha(pClf, Cit', Amp®, Tyr(Mie)® His™, Abu®™, Nis?, D-Arg®,
Har®hGH-RH(1-29)NH, Bk 76
[HOOC(CH2):2CO -Tyr', D-Arg?, Phe(pCl)®, Cit’, Amp®, Tyr(Mz)™®, His"', Abu® Ni2¥, D-Arg?,
Har JhGH-RH(1-28)NH, Bk 77
i

0 [CH3{CHR)sCO -Tyr', D-Arg’, Phe(pCl®, Cit’, Amp’, TyREYH™, His™, rpu®® Ni2¥, D-Arg?,
l-farzg]hGH—RH(‘l-zg)NHz Bk 78
[CRs(CH):CO -Tyr'. D-Arg®, Phe(pCl)® ci!, His®, Tyr(ED™ His', Abu™ Ni¥, D-ag™,
Har']hGH-RH(1-28)NH, Bk 79
[CHs(CH.)CO -Tyr', D-Arg?, Phe(pCl)®, Ald’, His®, Tyr(En™, His', Abu®, N7 D-Ag?,
Har*jhGH-RH(1-28)NH, fk 80

15

[HOOC(CH.)CO -Tyr', D-Arg®, Pha(pCl)®, Ala®, His®, Tyr(Ey™, His", Abu™ N7, D-Arg®
Har*JhGH-RH(1-28)NH, fik 81

THODOC(CH.):2CO -Tyr', D-Arg®, Pha(pCl® Ala® His®, Tyr(Ef)™®, His', Abu'™ Nie?¥, D-Arg®,
HarPhGH-RH(1-29)NH, Bk 82 '

20  [CHa(CH2)sCO-Tyr', D-Arg?, Pha(pCl)®, Al®, His®, Tyr(En)'™®, His", Abu™, His™, NIe¥’, D-Arg®,
Har*hGH-RH(1-28)NH, Bk 86

[CH3(CH)CO-Tyr', D-Arg?, Phe(pCh)®, Ala®, Amp®, Tyr(Et)"°, His™, Abu®® His®, NI2¥, D-Arg®
Har JhGH-RH(1-29)NH, Bk 87

[HOOC({CHo)1-CO-Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, TyrEt)™®, His", Abu'®, His®, Nis¥, D-Arg®,
25  Bar")hGH-RH(1-29)NH, Bk 88 '

[HOOC(CH,).,CO-Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Tyr(E™, His", Abu™, Ris® N7, D-Arg®,
Har JnGH-RH(1-29)NH, Bk 89

[1-Nac-Tyr', D-Arg?, Pha(pCl)®, Ala®, His®, Tyr(EY)™®, His", Abu'® Nig¥, D-Arg®, Har®JhGH-RH(1-
28)NH, Bk 91
30
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[CH(CH):CO -Tyr, D-Arg®, Pha(pCi)°, His®, Tyr(E4, His™

15 PRy '75]7
RH(1-29)NH, fik 92 S N BAT B
[CHA(CH2)sCO -Tyr', D-Arg?, Phe(pGl)® Ala® His® o

2 ,  POe(PCIY, Ala', His®, Cit', NIz¥”, D-aArg® g
o + DA™, Har®IGH-RH(1-28)NH,

5 [CTLICHICO-TY, DAY, Pheqpor, AR, His®, TyrEg® ppen

N Hi 15 . 2D 27 3
HarJhGH-RH(1-29)NH, B 04 87, His™, Nig¥, D-Arg®,

IHRICHA00 -Tyr', DAGE, Phefpof, Ats®, His?, Tyrizy™ s o2 b, Om?, Nja?
Arg',Harzg}hGH-RH(ng)NHz B o3 ' ) » Om*, NIz p.

iCHB(on)sco ~Tyr', D-Arg?, Phe(pCI)f, Al2®, His®, Tyr(Et)® His'', Om ™2, Abu™®, His® Om?' Niz?,
10 D-Arg®, Har JhGH-RH(1-20)NH, fk 96

[CHy(CHL)CO -Tyr', D-Argh, Phe(pCl)®, ala’, His®, Tyr(EH)™ His", Abu® Nie¥, D-Arg?,
Har®hGH-RH(1-28)NHEt Rk 97

[CH3(CH.)CO -Tyr', D-Arg’, Phe(pCl)®, A2, His®, Tyr(EY™, His", Abu™, Nie¥, D-Arg®
Har®IhGH-RH(1-28)NKEt Bk 98

15 :
[CH3(CH2)1,CO -Tyr!, D-Arg®, Pha(pCl)®, Ala®, His®, TyrEH™, His'', Abu™ Nie?, D-Arg®,
Har**JhGH-RH(1-29)NHEt Bk 99

[Hea -Tyr', D-Arg?, Phe(pCl)®, A", His®, Tyr(Ef)™®, His", Abu™®, Nie?, D-Arg®, HarPhGH-RH(1-
29)NHEL BK 100

20 [CHs(CHZ)eCO -Tyr', D-Arg®, Phe(pCl)®, Ala®, His®, Tyr(EY'™ His", Abu® Nie¥, D-Arg®,
Har*lhGH-RH(1-29)NHMe Bk 101

[HOOC(CH)1.CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(EY)™, His"', Om™, Abu'®, His®, Om®,
Niz¥, D-Arg®, Har*IhGH-RH(1-28)NH, Bk 102

[CHs{CH)CO -Tyr', D-Arg?, Pha(pCl®, Als®, Amp®, Tyr(Et)'°, His", Om™, Abu™, His®, Om?,
25 Niz¥, D-Arg®, Har®JhGH-RH(1-29)NH, Bk 103

[CH3(CH-)sCO -Tyr', D-Arg?, Pha(pCi)®, Al2®, His®, Dip™, His"', O™, Abu™, His®, Om*', Nie¥, D-
Arg®®, Har hGH-RH(1-23)NH, Bk 104

[CHa(CH2)CO ~Tyr', D-Arg®, Phe(pCl)®, Ala®, His®, Pha(pNO2)™ His'', O™, Abu™, His® Om?,

Ni2”, D-Arg®, Har*JhGH-RH(1-20)NH, f% 105
30
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[CH3(CHz)sCO -Tyr', D-Arg?, Phe(pCI)®, Ala®, His®, Tyr(EY)™, His™, Oom'?, Abu™®, His®, Om*', Nie?Z,
D-Arg®, Har®JhGH-RH(1-29)NHEt B 106

[HOOC(CH,)1CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Tyr(Ef)™, His"', Ora™, Abu™, His®, Om?',
Niz?’, D-Arg®®, Har JhGH-RH(1-29)NH, Bk 107

5 [HOOC(CH)12CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His?, Dip™, Ris'", Om'2, Abu™®, His®, Om?', Nig?’,
D-Arg®®, Har®JhGH-RH(1-28)NH, Bk 108
[HOOC(CH2)::CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Phe(pNO,)™, His'"", Om™, Abu'®, His®,
om?, Nie?, D-Arg®, Har®JhGH-RH(1-28)NH, Bk 109

[HOOC(CH,):2CO -Tyr', D-Arg?, Phe(pCl)¥, Ala®, His®, Tyr(EH)™, His"™, Om™, Abu'®®, His®, om?,

" Ni2?, D-Arg®, Har JhGH-RH(1-29)NHEt " OBE 110
[CHa(CH,)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Dip™, His'", Om™, Abu™, His®, Om™, Nis?,
D-Arg®® Har”JhGH-RH(1-29)NH; BR 111
[CH3(CH.)sCO -Tyr', D-Arg?, Phe(pCIf®, Ala®, Amp®, Pha(pNO,)"®, His'', Omn'?, Abu™®, His®, Om?',
Ni2?", D-Arg®, Har®JhGH-RH(1-28)NH, BE 112
15
[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCl, Al2®, Amp®, Tyr(EN)”, His", Om™, Abu®, His®, om®,
Ni2%', D-Arg™, Har” JhGH-RH(1-28)NHEt K 113
[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCl)¥, Alz®, His®, Dip™, His', Om'™, Abu™®, His®®, Om®', Nis™, D-
Arg?®, Har®JhGH-RH(1-28)NHEt Bk 114
- [CHa(CH,)sCO -Tyr', D-Arg?, Pha(pCl)®, Ala®, His®, Pha(pNG,)™®, His™, Om™, Abu'®, His®, Om?,
‘Nie?, D-Arg®, Har JhGH-RH(1-29)NHEt Bk 115
[HOOC(CH2):CO -Tyr', D-Arg?, Pha(pCl)®, Ala®, Amp®, Dip™, His", Om'™, Abu®™, His®, Om?,
Ni=*, D-Arg®, Har®JhGH-RH(1-28)NH, Bt 116
[HOOC(CH=)1,CO -Tyr', D-Arg?, Phe(pCl)°, Alz®, Amp®, Pha(pNOC,)", His'", Om™, Abu"®, His®,
55 Orm®, Nie¥, D-Arg®, Har ]hGH-RH(1-28)NH, K 117

[CHs(CH,)sCO -Tyr', D-Arg?, Phe(pCl)f, Ala®, Amp®, Dip, His™, Om™, Abu'®, His®, Om®, NIs¥,
D-Arg®®, Har™JhGH-RH(1-29)NHEt fik 118

[CH3(CH,):CO -Tyr', D-Arg?, Phe(pCl)?, Ala®, Amp®, Phe(pNO,)™, His"™, Om'?, Abu'®, His®, Om™,
Nia¥’, D-Arg®, Rar®JhGH-RH(1-29)NHE Fk 119

30
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[HOOC(CH,)1,CO -Tyr', D-Arg?, Phe(pCh)®, Ala®, Amp®, Dip'®, His", Om'™, Abu®™, His® Om?,
 Nie¥’, D-Arg®, Har®JhGH-RH(1-29)NHEt Bk 120

[HOOC(CH,)12CO -Tyr', D-Arg?, Pha(pCl)®, Ala®, Amp®, Pha(pNO;)"", His", Orn™, Abu™, His®,
orn?, Nieg?’, D-Arg®, Har”*|hGH-RH(1-28)NHEt Bk 121

ARUFIER 3 k&Y, HiEH B TIHBRIA:

[PhAc-Tyr', D-Arg?, Pha(pCl)®, Amp®, Tyr(Me)™, Abu™, Nie¥, D-Arg®, Har JhGH-RH(1-28)NH,

Bk 67
[PhAC-Tyr?, D-Arg?, Phe(pCl)®, His®, Tyr(Me)™, Abu™®, NIe¥, D-Arg®®, Har”®lhGH-RH(1-29)NH,
Bk 69
[CH3(CH)sCO-Tyr", D-Arg?, Phe(pCl), Amp®, Tyr(Me)™, Abu™, Nie?, D-Arg®, Har®JhGH-RH(1-
0 29)NH, | FE70
[HOOC(CH,):.CO-Tyr', D-Arg?, Pha(pCh®, Amp®, Tyr(Me)', Abu®, Nie”, D-Arg®, Har"JhGH-
RH(1-29)NH, Bk 72
[CHa(CH)sCO -Tyr', D-Arg?, Phe(pCl)®, Citf, Amp®, Tyr(Me)'®, His", Abu, NI¥, D-Arg®
15 Har®hGH-RH(1-29)NH, Bk 76
[HOOC(CH.1.CO -Tyr', D-Arg?, Phe(pCl)®, Cit®, Amp®, Tyr(Me)", His"', Abu'®, Nie”, D-Arg®
Har’JhGH-RH(1-29)NH, Bk 77
[CH3(CH.):CO -Tyr', D-Arg®, Phe(pCl)®, Cit?, His®, Tyr(Et'°, His'', Abu*®, Nig*”, D-Arg®,
Har*’}hGH-RH(1-28)NH, Bk 79
20

[CHK(CH):CO -Tyr', D-Arg’, Phe(pCl)®, Ala® His®, Tyr(EH", His"', .Abu®, Nig¥, D-Arg®
Har*|hGH-RH(1-29)NH, Bk 80

[CH3(CHy)sCO-Tyr', D-Arg?, Pha(pCl)®, Ala®, His®, Tyr(Et)', His", Abu™, His®, Nie¥, D-Arg®,
Har®*]hGH-RH(1-29)NH, Bk 86

25 [CH3(CH,)sCO ~Tyr', D-Arg?, Phe(pCl)®, Al2?, His®, Tyr(Et)'", His'', Om'™, Abu'®, Om?', Nie”, D-
Arg?, Har®JhGH-RH(1-28)NH, Bk 95

[CH(CH,)sCO -Tyr', D-Arg?, Phe(pCh®, Ala®, His®, Tyr(Et)™, His'", Om™, Abu™, His®, Om?*', Nie?¥,
. D-Arg®®, Har"hGH-RH(1-28)NH, fk 96

[CHa(CH2)sCO -Tyr', D-Arg?, Phe(pCl®, Ala® His®, Tyr(EH™, His'', abu® Nie”’, D-Arg®
30 Har®]hGH-RH(1-29)NHEt Bk 97

°
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5.—FMik&Y, HEBEHTIARNAT:

[CHa(CH-).CO-Tyr', D-Arg?, Pha(pCl)¥, Arg®, Abu'™®, Nie”, D-Arg™, Har |hGH-RH(1-20)NH,
Bk 2

[HOOC(CH)(CO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie”, D-Arg”, Har ]hGH-RH(1-28)NH,
5 Bk 3 -

[CHa(CHo)sCO-Tyr", D-Arg?, Pha(pCl)¥, Arg®, Abu'™®, Nie?’, D-Arg®, Har ]hGH-RH(1-29)NH,
it 4

[HODC(CH,)sCO-Tyr', D-Arg?, Phe(pCh)®, Arg®, Abu™®, NIs”, D-Arg™, Har*JhGH-RH(1-29)NH,
Bk 5
10
[CHa(CH2)sCO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu™®, Nie®, D-Arg®, Har’JhGH-RH(1-28)NH,
frk 6

[HOOG(CH,)sCO-Tyr', D-Arg?, Pha(pCl)®, Arg®, Abu'®, NI, D-Arg™, Har |hGH-RH(1-28)NH,
fk 7

15 [CHs(CH2)yCO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Niz¥, D-Arg?, Har*JhGH-RH(1-28)NH,
Bk 8

[HOOC(CH,}1oCO-Tyr, D-Arg?, Phe(pCl)®, Arg®, Abu'™®, Nie”, D-Arg®®, Har*]hGH-RH(1-28)NH,
Bk 9 ‘

[CH3(CH2):,CO-Tyr', D-Arg?, Pha(pCl)®, Arg®, Abu™, Nie”, D-Arg®, Har* |nGH-RH(1-29)NH,
20 Bk 10

[HOOC(CH)1:CO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu™, NIz?, D-Arg™, Har**JhGH-RH(1-28)NH,
iy |

[CH3(CH2)14CO-Tyr", D-Arg?, Phe(pCl)°, Arg®, Abu'®, Nie”, D-Arg®, Har hnGH-RH(1-29)NH,

Bk 12
25
[HOOG(CHL)1(CO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg™, Har JhGH-RH(1-28)NH,
fk 13
[CH3(CH,)sCO-Tyr", D-Arg?, Phe(pCi)®, Arg®, Abu™®, Nie”’, Har®, D-Arg®|hGH-RH(1-29)NH;
FX 14
30
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[PhAC-Tyr', D-Arg? Pha(pCl)®, Arg®, Abu™®, Nie?, Har®®, D-Arg®}hGH-RH(1-29)NH;
fx 15

[CHa(CH,),4CO-Phe’, D-Arg?, Pha(pCl)®, Arg®, Abu™, Nie?, D-Arg®, Har*IhGH-RH(1-29)NH,
X 16

[CH3(CH2)14CO-D-Phe®, D-Arg?, Phe(pCl)®, Arg®, Abu'®, Ni2¥, D-Arg®, Har®JhGH-RH(1-29)NH,
BE 17

[PhAc-Arg®, D-Arg?, Phe(pCl)®, Arg®, Abu'® Nie, D-Arg®, Har®JhGH-RH(1-29)NH,
Bk 18

[PhAc-D-Arg’, D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie®’, D-Arg®, Har IhGH-RH(1-28)NH,
Bt 19

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Cit?, Arg®, Abu™®, Nie?, D-Arg®, Har*JhGH-RH(1-29)NH,
BX 21

[Phac-Tyr', D-Arg?, Pha(pCl)®, Cit®, Cit’, Abu™®, Nie, D-Arg?, Har®hGH-RH(1-29)NH,
Fk 22

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Cit®, Arg®, Abu™, Nie¥, Har®, D-Arg®JhGH-RH(1-29)NH,
fk 23

[PhAC-Tyr', D-Arg?, Phe(pCl)°, CIt®, Cit®, Abu™, NieZ', Har®, D-Arg?JhGH-RH(1-29)NH;
Bk 24

[HOOC(CH.)1,CO-Tyr', D-Arg?, Phe(pCl)®, Cit®, Cit’, Abu" NieZ, D-Arg®, Har“]hGH-RH(1-
29)NH, FX 25

[PhAc-Tyr?, D-Arg?, Phe(pCl)°, D-Ala®, Arg®, Abu'®, Nie?, D-Arg™, Har’hGH-RH(1-23)NH,
fk 26

[PhAC-Tyr", D-Arg?, Pha(pCl)®, Abu®, Arg®, Abu'®, Nie”, D-Arg®, Har*JhGH-RH(1-29)NH,
fk 27

[PhAC-Tyr', D-Arg®, Pha(pCl)®, Cit?, Abu'®, Nie¥’, Har™®, D-Arg®JhGH-RH(1-23)NH,
fk 28
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[PhAc-Tyr', D-Afg?, Phe(pCli®, Arg®, Amp™®, Abu'®, Nie®’, D-Arg®, Har®JhGH-RH(1-29)NH,
fx 30

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Amp™®, Abu'®, Nig¥, D-Arg®, Har JhGH-RH(1-29)NH,
Bk 31

[PhAC-Tyr', D-Arg?, Pha(pCi)®, Arg®, His™, Abu™®, Nie”’, D-Arg?®, Har*JnGH-RH(1-29)NH,
fik 32

[PhAC-Tyr", D-Arg?, Phe(pCl)®, Arg®, Cha™, Abu™, Nie?, D-Arg®, Rar*1hGH-RH(1-29)NH,
Bk 33

[PhAC-Tyr', D-Arg?, Phe(pCl)°, Har®, Tpi'®, Abu'®, Nie”, D-Arg®, Har®lhGH-RH(1-28)NH.
Bk 34

[PhAc-Tyr", D-Arg®, Pha(pCl)®, Har®, 2-Nai'®, Abu™®, Nle¥, D-Arg®, Har®]hGH-RH(1-29)NH,
Bk 35

[PhAC-Tyr', D-Arg?, Pha(pCl)®, Har®, Dip™, Abu'®, NIlz¥, D-Arg?, Har®JhGH-RH(1-29)NH,
Bk 36

[PhAC-Tyr', D-Arg? Pha(pCl)®, Har®, Phe(pNH,)™, Abu™®, Nle”, D-Arg®, Har®hGH-RH(1-29)NH;
fk 37

[PhAc-Tyr', D-Arg®, Pha(pCl)®, Har®, Trp"°, Abu™®, Nie”, D-Arg?, Har®JhGH-RH(1-23)NH,
fk 38

[PhAc-Tyr’, D-Arg?, Phe(pCl)®, Har®, Pha(pNO,)™, Abu'®, Nie?, D-Arg®, Har®JnGH-RH(1-29)NH,
Bk 39

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, 3-Pal®®, Abu™, Nie?, D-Arg®, Har*JhGH-RH(1-29)NH,
fk 40

[PhAc-Tyr', D-Arg?, Pha(pCl), Har’, Tyr(Et)"®, Abu'S, NIe?’, D-Arg™, Har®hGH-RH(1-29)NH,
Fk 41

[PhAc-His', D-Arg?, Ty, Har®, Bpa™, Abu™ Nie¥, D-Arg®, Har®]hGH-RH(1-29)NH,
Bk 42

10
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iPhAc-Tyr‘, D-Arg?, Phe(pCi)®, Arg®, Har'?, Abu'®, Nie”’, D-Arg®, Har*|hGH-RH(1-28)NH,
BK 43

[Hea-Tyr', D-Arg?, Phe(pCh)®, Har®, Tyr(Mz2)"°, Abu'®, Nle?’, D-Arg®, HarJhGH-RH(1-28)NHEt

Bk 45
5
[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(ie)™, Abu™, Nie?, D-Arg®, Har®JhGH-RH(1-28)NHE
Bk 46
'[Hea-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, NIeZ, D-Arg™, Har®|hGH-RH(1-28)NHEt
fik 47
10 [PhAc-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie¥, D-Arg®, Har®}hGH-RH(1-29)NHEt

Bk 48

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(M2)", Ab'*®, Nle”, D-Arg®, Har®JhGH-RH(1-29)NHE}
Bk 49

[PhAc-Tyr', D-Arg®, Phe(pCi)®, Har®, Tyr{Me)®, Om', Abu™ Nie¥, D-Arg® Har®JhGH-RH(1-
15 28)NHEt Bk 50

[Hea-Tyr', D-Arg?, Phe(pCl)P, Har®, Tyr(Me)™®, Abu'™®, Nis¥, D-Arg®, Agm®JhGH-RH(1-28)
Bk 51

[PhACc-Tyr', D-Arg?, Phe(pCl), Har®, Tyr(Me)™, Abu™®, Nie¥, D-Arg® Agm™JhGH-RH(1-29)
fik 52

20
[Hea-Tyr', D-Arg®, Phe(pCh)®, Har’, Tyr(Me)'®, Abu'®, Nie¥, D-Arg® Har®, Har’JhGH-RH(1-
30)NH, fik 53

[Dat-Tyr", D-Arg®, Phe(pCl)®, Har®, Tyr(Me)™°, Abu™®, NIz?’, D-Arg®, Har™, Har®JhGH-RH(1-30)NH,
ik 54

25 [ipa-Tyr', D-Arg’, Pha(pCl)®, Har®, Tyr(Ma)™, Abu™, NIg¥, D-Arg®, Har®, Har®JhGH-RH(1-30)NH,
Bk 55

[Hea-Tyr', D-Arg”, Phe(pCl)°, Har®, Tyr(Me)™, Abu® Nig¥, D-Arg®, Har®, Har®JhGH-RH(1-
30)NHEt fk 56

30

11
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[Hea-Tyr', D-Arg?, Pha(pCh®, Har®, Tyr(Ma)™®, Abu'®, Nie¥, D-Arg®, D-Arg® Har®hGH-RH(1-
30)NH, Bk 57

[Hea-Tyr!, D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, Abu'®, Nie¥, D-Arg®, Har®, D-Arg®hGH-RH(1-
30)NH, Bk 58

5 [Hea-Tyr', D-Arg®, Phe(pCl)®, Har®, Tyr(Me)™®, Abu'®, NIe”, D-Arg®, Har?®, Agm™JhGH-RH(1-30)
ik 59

[PhAc-Tyr', D-Arg®, Phe{pCl)®, Har®, Tyr(Me)™, Abu'®, Nie?, D-Arg?®, Har®, Agm>JhGH-RH(1-30)
Bk 60

[PhAc-Tyr', D-Arg®, Pha(pC])°, Har®, Tyr(Me)™, His", Abu'®, Nie?’, D-Arg®, Har*hGH-RH(1-
10 20)NH, Bk 62

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, Har'', Abu'®, Nie¥, D-Arg®, Har®JhGH-RH(1-
28)NH: fk 63

[PhAc-Tyr', D-Argy, Phe(pCl)°, Har®, Tyr(Me)’°, Amp™, Abu'®, Nie¥, D-Arg?, Har*JhGH-RH(1-
' 28)NH, Bk 64

15
[PhAc-Tyr', D-Arg®, Pha(pCl)®, Har®, Tyr(Me)™, Cit"', Abu™, NieZ, DArg®;: Har®IhGH-RH(1-
28)NH, BK 65

[PhAc-Tyr", D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™®, Abu'® His® Nie?, D-Arg® Har’JhGH-RH(1-
29)NH; fik 84

20 [PhAc-Tyr', D-Arg’, Phe(pCl)®, Har, Tyr(Me)™, His"!, Abu®, His®, Nig¥, D-Arg®, Har“JhGH-
RH(1-29)NH, Bk 85

[PhAc-Tyr', D-Arg?, Phe(pCl)°, Arg®, Cit'®, Nie?, D-Arg®, Har®JhGH-RH(1-22)NH,

Fk 99
s 6AUFIESN 5 Bk, HiEBa THABRMAT:
[CHy(CH,):CO-Tyr', D-Arg?, Pha(pCl)®, Arg®, Abu"® NIe?, D-Arg®, Har®nGH-RK(1-28)NH,
k4
[HOOC(CH,)sCO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie”, D-Arg?, Har®®JhGH-RH(1-23)NH,
K 5
30

12
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[HOOC(CH,)sCO-Tyr', D-Arg?, Pha(pCl)®, Arg®, Abu™, Niz?, D-Arg™, Har ]hGH-RH(1-23)NH,
B 7 '

[HOOC(CH,)+,CO-Tyr", D-Arg?, Pha(pCl)®, Arg®, Abu'®, Nig”, D-Arg®, Har hGH-RH(1-29)NH,
BE 11

[PhAc-Tyr", D-Arg?, Phe(pCl)", Cit®, Cit®, Abu'®, Niz¥/, D-Arg™®, Har JhGH-RH(1-28)NH,
Bk 22 -

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har, 2-Nai”®, abu™, Nie?, D-Arg®, Har’}hGH-RH(1-29)NH,
Bk 35

[PhAc-Tyr!, D-Arg?, Phe(pCl)¥, Har®, Dip™®, Abu'®, Nie¥, D-Arg?®, Har"JhGH-RH(1-28)NH,
Bk 36

[PhAc-Tyr', D-Arg?, Pha(pChF, Har®, Phe(pNO.) ™, Abu™®, NIz, D-Arg®, Har®JhGH-RH(1-28)NH;
Bk 39

[PhAC-Tyr', D-Arg?, Pha(pCN)®, Har®, Tyr(EY)™®, Abu'®, Niz¥’, D-Arg®®, Rar*]hGH-RH(1-28)NH,
BK 41

[PhAC-Tyr', D-Arg®, Phe(pCl)®, Har®, Tyr(Me)™, His™, Abu', NieZ, D-Arg®, 'Har®JhGH-RH(1-
28)NH, Bt 62

7 RRESR 5 faBk, HikEETIIARNAT:

[CHa(CH2)sCO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg®, Har JnGH-RH(1-29)RH;,
ik 4

[HOOC(CH,)sCO-Tyr', D-Arg?, Pha(pCl)®, Arg®, Abu'®, Nie”, D-Arg™, Har JnGH-RH(1-29)NH,
Bk 7

4
[PhAC-Tyr', D-Arg?, Phe(pCl¥, Cit?, Arg®, Abu'®, Nie¥, D-Arg®, Har®|hGH-RH(1-28)NH;
Bk 21
[PhAC-Tyr', D-Arg?, Phe(pCIf%, Arg®, Amp™, Abu'®, Nie®’, D-Arg®, Har’lhGH-RH(1-23)NH;
fik 30

PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Amp™, Abu'S, Nle¥, D-Arg®, Har*]hGH-RH(1-28)NH,
(
fik 31

13
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[FHAC“; yr’ D-Arg P he(pCl)B Har®, Phe H t A 27 D-Arg®® H rz - H
' ’ o 101 » v(pN )’ ' bu’ ) Nie
2 N g, mar }hGH RH(‘i 28)NH;

P ' T ' '~ N = p ) N y (E ¥ [ '

[PhAc-His', D-Arg?, Tyr®, Har® Bpa'™®

) AbU1 Nle ;D‘Arg Ha hG - -
’ ’ ’ H RH 1
\ I ] ( ZQ)NHz

[PhAC-Tyr', D-Arg?, Phe(pCI, Rar®, Tyr(ie)™
20)NH, ik 62

SAUHIZENK 1 8L 5 MAE—TMHEDEREAVAEYFTRHINE, ks
YA SR TESENS GH KFH 2E PHI% GH K.

ORAER 1 805 ME—THEDERZSAYAESYFTIHINA, ik
V)28 & W)HNE B E B AR W IGF-1 B IGF-TI B7KFE, FidBEB8H
#5 IGF-1 AR IE .

10AAER 1 805 MAE—TIMLEDER S AYWASYFRINE, iy
VA& B R EER EE W IPEHLR P H VEGF KFE.

ILALHFIE SR 1 805 FE—Tb SR S AWA AW N, Fridzy
YR A ) T 7 T B IH] IGF-1 KF/) B %) IGE-1 /K.

128 ESK 1 8L 5 MAE—TRR L ETES S AW A SR RIS, iRz
VA G B E PR IE IGF-1 K, FridEE BEEL IGF-1 %4
HJEEAE o

I3AHER 185 WAL EES ELEDHEW RN, ks
WA EDNFEE T GH /KF, Frid BF RFEW IGF-1 X GH K4k
I AE o

14RRER 1 85 BE—TLEDEFSADAEEYFTHNE, Fridss
YA S AN B E PR GH-RH Z4F, frid 85 BFHHEH GH-RH K151
15 FEMF GH /KF R EE % GH /K FRIHE, RBLL R EE
FEF IR BRI E R 1 5 5 KT — TR & YI3R3#AT

16. £ BH AR BE MR A LR & IGF-1 8 IGF-I /KFRI ik, Bk
FEAETE T IGF-1 K524k, B FiEiBid 4 Frid B 38 5 I 4178 2 B 1R

e 31 15
» His™, Abu™, NjeZ, D-Arg®, Rar*JhGH-RH(1-
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Bk 185 MAE—IRRMLEPIET .

17. 0% B EAR B EWBALAPH VEGF BI/KFHFE, LBSAAH
BB SR ME AR ESR 1 85 FME—IRBLEP#T.

18.7E & EFI IGF-1 /KRB E P E IGF-I K FHI A, HBEAR
BERAMEEREINFER 1 3¢ 5 WAL EP#HIT.

19. ZF BE WA BRE DHMEIMTE IGF-1 KI/KFRITEE, FrREEES
IGE-1 K152 4%, Frid FikBid 4 prid B M Al I B HEMIRIER 1505
HE— B IHAT .

20. 7EBHEENBRE TS GH KK, FridEERE® IGF-1 5
GH K4k, Fid FEBIA R B E AN ERERINFIERK 18 5
AT — TR S I3AT «

20367 BEEENBEENE, FIdEESET GH-RH (Z4E, Frdliik
I BT B e A I Tid GH-RH ZAEMERIACRIER 1 5 5 1T
— I EYRAT

22 —FE| BE R GH FI/KFRHATES A EELANAEY, HEXEN
FER 1 805 AR A EEHER.

23, —Fh3 ] B 5 AR 4 4R P IGF-1 5% IGF-T1 FI/K PRI AT BT 25 B 2240 20
WEY), HERHNFER 1, 55 WHEDNGREBEHER, TREE
BAEEE IGF-1 ZERERE.

24 — T B EEENBEMEALR S VEGF MK PR R HESS
HREEY, EEABHFER 135 WEDMAREEHERM.

25.— M3 B R IGF-1 KRB AE2SHNASY, HELXR
A ER 1 5 5 A RHEEA K.

26. —FhiNEIEE GH MK FHTTEIHEZLALENAEY, HELHN
FIER 18 5 LEMMZRABEAR, FridEEEFHR IGF-I1 Bl GH
W2 IR R E

27. —FNE BER IGF-I /K EEAEXAANAEY), HER
MR ES 1 585 MUY AREAR, FridBEBHFHEW IGF1 K
ZARRIRAE .

28— EFEET GH-RH FIZ A TRTABEEAANAESY, HER

15
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BARIER 1 35 MEMARBEAR, FidEE BFEY GH-RH
ZARRIREAE .
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GH-RH BJFEH1IRA4(2003)
s R
Z & B8 #5 4y BB Medical Research Service of the Veterans Affairs
Department HJBUF X FFE L. ZBURXT A BE B H — & BF (VA
No.03-084, 2003 & 7 A 25 H¥ik).
R AW RIS R, HMFIR B DEFREKBENER
10 FFENEE HiER R AR E N EEREE, U RE X EH AR
BITAEY.

RBER
AKBEBRBEEZEGHRDE—MBETHAEANSWMEBHEENE
15 BRE/ERLERRE, ZXELEELEFERIK(VIP), EEREFR
H AL ESIE LK (PACAP) R B . A GH-RH (hGH-RH)fk B 44 NEEBRZE
#R. GH-RH WFEEMEMBEMSATER, ERERALAHIIASRE
#H& e . hGH-RH B i KEN A ZEFEMNNEHEARGEE) ™%,
GH-RH RERFAEEFARBEAIEZINGE, T L GH-RH 2—F WK
0 AWBHSE, HEIERY GH-RH ZFEREEAL, AHFERAEK
BWEGHM2W . GH-RH 7 ZE kSN extrapituitary) H R F FIE B INEERA
B, R, BRSRBE KT GH-RH & MEETERN B 2-W/55 23
FERKRFHERRERE. ANRTRAEEEPHIIFLE GH-RH FIBIEE
RESV)ZAE, BEE ZEMHNBEM—LEESNASREPHAER.
25 FRUE B /554y GH-RH BUYERTAT IR INEIX L5324k . tbst, VIP
MZERMEE, WNEFKEMNRLEENZEE AR GH-RH HI5E[H .
YT GH-RH 7625 GH BRHIA AT FIRI1ER, £F GH-RH HI¥
MBPHERLUPHONAE, BT HHBIT RERBT SMRESL
.
30 GH £—#AF 191 MEERNZK, ERBAREKRATF, FlmE
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BEFAERKET I(IGF-D), R4, FRBRBIAFSHR(EH. H4HHA.
LA FA P R B A KRR & AR B 2 iR G IR AN E B R & A, FF
WInARMRVER, (BRMBERESW). A GH BT B T Mo miR
BEAFFRIHEFRES, EFERBBRETZ GH-RH M ghrelin, HHE
ERMFIEFREEKBEAFE.

GH B REMER. GH ¥ KR —MEm RN IR EXE, HPHFE
HE/KFH GH. HERAFERNEMNRE, ULOLHEERTEL
#iF GH-RH FHEHFIBATIRT . WA GH KI5 SN BI5 TR =248 PR 73 A M9
FAFERANE SR . FEIXLER T 2RI ENE R, SBURAR
FINEEMIEIR, ARG 2 H T GH Wi £ . AlEE i HEA RAY
GH-RH #H75R A (LB EE Z 315 -

EFRRERBRAELERRNEHF, —EHRECZAETNAR
£ RKBERIMEIROELY), —F GH BRBIMBIFIRIZS] GH 1 IGF-1 K
K. R, WMBRBMFER, BAEKBEIHRAFRLUDEE M GH B
IGF-1 Bk FEIEENEE. R 5 GH-RH BERFAISG A, REKEE
P RN BE L b3 IGF-1 7K F

SRTT, GH-RH #EHFEENHERESEF (SR T Schally AV and
Varga JL, Trends Endocrinol Metab10 : 383-391, 1999 ; Schally AV et al,
Frontiers Neuroendocrinol 22:248-291, 2001; Schally AV and Comaru-Schally
AM, in : Kufe DW, Pollock RE, Weichselbaum RR, Bast Jr. RC, Gansler TS,
Holland JF, Frei Il E, Eds. Cancer Medicine, 5 6 hiR. Hamilton, Ontario: BC.
Decker, Inc., 2003, p.911-926). GH-RH #EHiFIE I E T E & GH BHH
45 B )32 R 4> WAL B3 GH A0 IGF-1 RIE K Fwp, URREE
B B A SRR BB R A

GH-RH REMEHETHEESV)ZHEFET AFE. ANGFIRE. A
FIRRE. ANURERE. AFENEE. ABE. N\IBE. ABERE. N5E
AN B EEF (N Halmos Getal, Proc Natl Acad Sci USA 97: 10555-10560,
2000 ; Rekasi Z et al, Proc Natl Acad Sci USA 97:10561-10566, 2000; Schally
AV et al, Frontiers Neuroendocrinol 22: 248-291, 2001; Schally AV and
Comaru-Schally AM, in: Kufe DW, Pollock RE, Weichselbaum RR, Bast
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Jr. RC, Gansler TS, Holland JF, Frei IIl E, Eds. Cancer Medicine, 38 6
hR. Hamilton, Ontario: BC. Decker, Inc., 2003, p.911-926). f#/& GH-RH
2B REFEAEXEENMETRIE s WEKET. GH-RH K5
FUERAYI AT %] GH-RH RORIBUE IR RSN I BN PTS EE R E
A b, FEAARENERNTUEEERENE L. GH-RH FBHFIK
BEFUEEERRENEMERE L& S R). BT GH-RH B4 7+ AT
JE SV ZARZ 41, VIP KIZEFIE T, tiZ 5K IR M AR 4 4 € 1% 446 & GH-RH
FEIUFIRIEE A .

BTt GH # IGF-1 M4 wMsgmst, SR GH-RH #EH
Flyg > — Lo A K R F /0 B 9IRS W s R/ TR e R 4R X

A K EFEFE IGF-1, IGF-II, GH, mMENEEKEF(VEGF), MR

EAMAEKETFFGE). Bk, ETXEEKETH B 5W/55 50w R B
(stimulatory loops) B35 H B F GH-RH FEHUFIME A TUITE AR TR
IGF-1 f IGF-II % F & MEIER BT A RRE Lo RIERR 80 W/
Sy AE K R FIGF-1H 2 W WA KEF, 3 BN AT &7KF 1 IGF-1
RERBRIFIGE. MEMEHERENEBRXRET. IGFIEKATE
COEILIRE. RIFIRE. 48, EHENEEEERHBTHERERS
B, B2, @it IGF-I KT B 2-il/55 7 Wiz Hl RV £ IF 8 8
FEREF. IGF-1 #1 IGF-Il Bid#¥ W IGF-1 2 RECIIHIEEMT-H T
MM, IGF-1 MZAFETRERALRE. sI5IRE. fiE. E0E. &
. BREASAREL. EESREEENEE. WE. 5 RE.
B, ILAME. UREE. WE. BREREMNRET, A GH-RH HEHHET
I¥EIT 724 IGF-1 F1/8% IGF-I 7K-FRIsD, BB EKRIMFI(GFE T
Schally AV and Varga JL, Trends Endocrinol Metab 10: 383-391, 1999 ;
Schally AV et al, Frontiers Neuroendocrinol 22: 248-291, 2001; Schally AV
and Comaru-Schally AM, in: Kufe DW, Pollock RE, Weichselbaum RR,
Bast Jr. RC, Gansler TS, Holland JF, Frei Ill E, Eds. Cancer Medicine,
% 6 fR. Hamilton, Ontario: BC. Decker, Inc., 2003, p.911-926). FE—£&
B, IGF-1 ZAKRE WY GH-RH HEHFI D . Bk, BT IGF-1
A0 IGF-I1 KA 73U 50 B 3 b/ 35 50 i RIBA B3R A B T GH-RH 7L R
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TR

£ MXT #BREEEF, B GH-RH HHRE T B T g4
¥, BT ME+ GH 1) mRNA 7KFF GH BREOIRE, FME T GH 24
H] mRNA 31X (Szepeshazi K et al, Endocrinology 142:4371-4378, 2001).
GH B MXT RILBE4 . MCF-7 AFUBEARMEEIEHEER
MAEKET. FEik, GH-RH AN BEMME GH KFRMHEEER
BT ENRTUEIER.

GH-RH #HiFE2 BnE NERE- R BB E TR A K50
5| PR AR Y P H05) VEGF 9 mRNA 7KFFE B UK E (Letsch M et al, Proc
Natl Acad Sci USA 100:1250-1255, 2003, Plonowski A et al, Prostate 52:
173-182, 2002)3 AEXMAZE BT ENMIMERR, EH VEGF E#H
MEFBRMEFFHBHERTEEEERNBIEM. MH, X3 GH-RH 3%
PR BR B i S XX LA MR BT S E R R A AR
VEGF 4> W\ FN18 %8 (Siejka A et al, Life Sci 72:2473-2479, 2003).

FIEEFAMDELMAT GH-RH #I&MEIMKE S GH-RH MNEMEH
EEGZH EMEEZANXR, ZBHREEFRSNBIEFERERLY
ERHIRIEY . Eit, BHRENRERE 129 MEERREN GH-RH A
B8 GH-RH(1-29)REF EHAEYFEEAFTHNENFI. ZHERE 50
% B % MRS GH-RH M Ih A B 5 » & T 1 22T hGH-RH(1-29) NH,
K45 9/ GH-RH K9-8 288147 . hGH-RH(1-29) NH, B H I FEERF
F:

Tyr-Ala-Asp-Ala-Ile5 -Phe-Thr-Asn-Ser-Tyr'°-Arg-Lys-Val-Leu-Gly'*-GIn-Leu-
Ser-A]a-ArgzO-Lys-Leu-Leu-Gln-AspzS-Ile-Met-Ser—Argzg-NHz

FFROCERF AR S K ERFXELTT GH-RH HIRLY), KR
GH-RH B8 sh57(EN, RIE(E A RIE GH BB B) S A 44 LK) GH-RH
FI3ETFIER R EE RIS GH FBR). KEZHXLHKE GH-RH(1-29)
BFE, BBEBFTENEEAZ A LB MEEhEFE T R ka1
i, T, BT —Lflsh, MARMEXERMYREERIEREREAR
Lk, FIRBEARREARTEEETRIAMMPLEY GH-RH Zk. (VF
— LN FFRIRHE A B E A S M-TE R R I L E T GH-RH KRR E
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4 B A0 B R B S PL(EE B E (UL Rekasi Z et al, Endocrinology 141:
2120-2128, 2000; Halmos G et al, Proc Natl Acad Sci USA 97: 10555-10560,
2000; Rekasi Z et al, Proc Natl Acad Sci USA 97: 10561-10566, 2000; Kiaris
Hetal, Proc Natl Acad Sci USA 99: 196-200, 2002), H BRI H®INE, ®
BRANEFES L Za&E. B, ST EARNEEETERRE
) GH-RH KLU R 41955 R FERIIEF .

R E — NMHRH GHRH # i # , [Ac-Tyr' ,
D-Arg’]hGH-RH(1-29)NH, FH iFhGH-RH(1-29)NH, %} K i Z AR 5 M fR H B
BRI, ESCERT, BHEE[Ac-Tyr', D-Arg’ThGH-RH(1-29)NH, #R
S “AFEFEPUN Y. HHFRIBEZEFEARFN R AP PR BT GH-RH X H 2461
H, EM&IsEKEBESW. EEK VPN AR HERHEHH
(Ocampo-Lim B et al, J Clin Endocrinol Metab 81 :4396-4399, 1996; Jaffe CA
et al, J Clin Endocrinol Metab 82:634-637, 1997). KFBHIXFh#EHI7I(400
u g/ke)fEIEHE HIZRE PHEKR T EEK GH W 3FM& 7 4% GH-RH HY
N&. FridinvE GH-RH #EHiEmD T AR Kin B XEREER GH /K
Y. R, FIREKMARG, FEELK GH-RH KB RFETAL.

THEHREMALRBEAFE GH-RH WEAZ 4 L EFEEEEMER
% GH-RH 4. R MEH X TXLERLY)ETEMBAM ERIE
HEMERNREMTR.

EEEF 4,659,693 AFF T GH-RH HHitEK4Y, H7E GH-RH (1-29)
FFHIRIALE 2 PEEEM N, N-ZRE- o -IE o -FEBRERE.

NTFFRI B E W091/16923 Zid THET B HEERFFIRKEE
hGH-RH ) Z R &M E PR . XERIHZAEHE: AT D-2EF
SREUAR Tyrl, Ala?, Asp® B{ Asn®; F§ L-8{ D-Ser, D-Arg, Asn, Thr, Gln
2 D-Lys BV Asn®; B Ala BUAR Ser’® LI BTk KM PIEM:; /A Ala
2%, Aib BUAX Gly”. MEERBHE R £ D- Arg, 3FHE R R’. FIR® W
FEFAREEAR, AARBTUEERE. AWAXEETUEIES TIENY
W4 & WK LIV T ST B/K ) GH M BI5m, Bl Biim B KAE .

Wk £ B % M 5084555 H hGH-RH 2K Ul

“ISer’-psi[CH,-NH]-Tyr'° ThGH-RH (1-29)” K HE BT R A ROB
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2 EFRIREEGEN, #ERAN[CH,-NHIBF KBTS E. Ait, AA
[Ser’-psi[CH,-NH]-Tyr'“ThGH-RH(1-29) 1 4% #T ¥ R b 4% ¥E 35 #1 7,
[N-Ac-Tyr', D-Arg’]hGH-RH(1-29)-NH, &%,
HiULAEAREMARAZILEANEZEEF 5,550,212, %EEF
5,942,489, FIEE%EF 6,057,422, /AFF hGH-RH(1-29) NH, HIZ:114, A
AR R INFEFUE I E KR T GH-RH-5 /2 /) GH BI04 8
e PR EFLE AT 18] o TA 93X e 57 B PAZE GH-RH(1-29) NH, B N 37 B 55 & IR ER
FRERRARESFHEERFFITHRENT T, EXREEF 5,942,489 1
EEEF 6,057,422 PEEEEANBIFNMBEMGE AL EHELS
LTREANBEERNREMBEDNRBRBLUIER. FENREXESH
5,550,212, M7EREEH) 5,942,489 F, R —HZ Ser, M R" 1 R AT £
Arg, D-Arg, B Cit ffE—. EEEEF 6,057,422, KiER+, R°ATRE
Arg, Har, Lys, Om, D-Arg, D-Har, D-Lys, D-Om, Cit, Nle, Tyr (Me),

- Ser, Ala, B Aib Fff—, ™ R"FR* —HE Arg.

R AR

4t 7 hGH-RH (1-29)NH, 1 hGH-RH(1-30)NH, HJ— & 51| 51 19-& it
K. XLRYFFIR BE IV EANEKBEENEIGFETE
BEERTEARMMENEERNEE. SLUEIH#ERLE, FRUPHNE
58 P T3 B & Fh R ERR RV EURBT R 3L

AR\FEY REET AR

R-A%-ALA% Asp-Ala-A°-AS-Thr-A%-A’-A'-AM A Val-Leu-AP-A'"-Le
u-Ser-AP-A*-AY_ A1 eu-Gln-Asp-Ile-A*-A®-A%-A-R,

He R, ZBHTHIHEMBIARIT: a)PhAc, Hca, Dat, IndAc, Ipa,
1-Nac, 2-Nac, 1-Npr, 2-Npr, Ibu; CH;3(CH,),CO, E& HOOC(CH,),CO,
Han £ 220 PEL, Fb)yEAMEE 6-14 MrRETFHESE, R, TE,
WA, NAMBBANAMERRERZR, UK 3-8 MxREF IR
EAFEHEREER, EXHNFEEZE 1 NMRFIELS. NFO M
B,

A" & Phe, D-Phe, Arg, D-Arg, BiBs-F &4,
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A' & Tyr 5 His,

A’ & D-Arg 8 D-Cit,

A° £ Ile B¢ Val,

AS £ Phe, Tyr, Nal, B Phe(Y), X9 Y=F, Cl, Br, &I,

A% 2 Asn, D-Asn, Cit, D-Cit, Gln, D-Gln, Ser, D-Ser, Thr, D-Thr,

Ala, D-Ala, Abu, D-Abu, EX Aib,

A° £ His, D-His, Amp, D-Amp, Gup, & D-Gup,

A& Tyr, Tyr (Et), Tyr (Me)s Phe (¥), % Y=H, F, Cl, Br, &I

Amp, His, Cha, Chg, Bpa, Dip, Trp, Trp (For), Tpi, 1-Nal, 2-Nal,

3-Pal, 4-Pal, Phe(NH,), 3 Phe (NO,),

A £ His, D-His, Arg, D-Arg, Cit, Har, D-Har, Amp, D-Amp, Gup»

g%, D-Gup,

A2 Z1Lys, D-Lys, Om, D-Om, Har, D-Har, Cit, D-Cit, Nle, % Ala,

A B Gly, Ala, Abu, Aib, Nle, Gln, Cit, 3 His,

A'S £ Gln B Arg,

AY R Ala B Abu,

A2 £ His, D-His, Arg, D-Arg, B Cit,

A £ Lys, D-Lys, Om, D-Om, Cit, B¢ D-Cit,

AZ B leu, Ala B Aib,

A? B Met, Leu, Nle, Abu, B¢ D-Arg,

A% B Arg, D-Arg, Har, D-Har, Ser, Asn, Asp, Ala, Abu, &, Cit,

A® B Arg, D-Arg, Har, D-Har, Cit, D-Cit, Bk Agm,

A® £ Arg, D-Arg, Har, D-Har, Cit, D-Cit, Agm, B R TR - B UK

B,

R, 2-NH,, -NH-NH,, -NH-OH, -NHR;, -NR;R;, -OH, EX-OR;,

Ry F1 Ry 2 Cryo B, Coao HEIGE, Coio BB EE, CoieBEbTE, -CeHs

B-CH(CHs), FE—A: TR A¥ £ Agm, B4 AY MR, BAFEN, JF

BIE AV £ Agm, 4R, BAFEN, REZLAHE.
Mk R EE ERPHEK, 2P A" AYH—AEEAER

Arg, D-Arg, 3K Cit Z5MHT.
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Bk, BT ZEMEZNHE:

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Amp®, Tyr(Me)™®, Abu'®, Nie”’, D-Arg™, Har’ hGH-RH(1-29)NH,

fk 67

[PhAc-Tyr', D-Arg?, Phe(pCi)®, Amp®, Abu™S, NieZ, D-Arg®, Har’hGH-RH(1-28)NH,

fik 68

[PhAC-Tyr!, D-Arg?, Phe(pCl)®, His®, Tyr(Me)™®, Abu'®, Nie¥, D-Arg®, Har’ JhGH-RH(1-29)NH;,

Bk 69

[CH5(CHo)sCO-Tyr', D-Arg?, Phe(pCl)®, Amp®, Tyr(Me)™, Abu'S, Nie?, D-Arg?®, Har*JhGH-RH(1-

29)NH, Bk 70

[HOOC(CH,)sCO-Tyr",- D-Arg?, Phe(pCl)®, Amp®, Tyr(Me)'®, Abu'®, Nie¥, D-Arg® Har*JhGH-

RH(1-28)NH,

Bk 71

[HOOC(CH,):2CO-Tyr", D-Arg®, Phe(pCh® Amp®, Tyr(Me)™®, Abu'®, Nie¥’, D-Arg®, Har”JhGH-

RH(1-29)NH,

Bk 72

[PhAC-Tyr', D-Arg?, Phe(pCh)®, Amp®, Tyr(Me)'®, His'™, Abu™, Nig¥, D-Arg®, Har’]hGH-RH(1-

29)NH; fk 73

\[PhAc-Tyr", D-Arg?, Phe(pCl)®, Cit®, Amp®, Tyr(Me)'°, His'', Abu™, Nie?, D-Arg?, Har"]hGH-RH(1-

29)NH, Bk 74

[1:Nac-Tyr', D-Arg?, Phe(pCl)®, Git®, Amp®, Tyr(Me)™®, His", Abu', Nie?, D-Arg®, Har]hGH-

RH(1-28)NH;

Biws’

[CHs(CHRsCO -Tyr', D-Arg?, Phe(pCl)®, Cit’, Amp®, Tyr(Me)™, His", Abu'®, Nie”’, D-Arg®,
ik 76

HarPhGH-RH(1-28)NH,

[HOOC(CH 1O -Tyr', D-Arg?, Phe(pCh)®, Cit’, Amp®, Tyr(Me)™, His”, Abu'®, Nie”, D-Arg™,
Bt 77

Har®]hGH-RH(1-29)NH,

[CHa(CH2)sCO -Tyr!, D-Arg?, Phe(pCl)®, Cit’, Amp® Tyr(E)™ His", Abu'®, Nie”, D-Arg®,

Har?®JhGH-RH(1-29)NH,

ik 78

24
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[CH3{CHo)CO -Tyr", D-Arg®, Phe(pCl)’, Cit®, His®, TyrED' His", Abu® Nie¥, D-Arg®
Har"JhGH-RH(1-29)NH, Bk 79

[CHy(CH.)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, TynEN™, His", Abu® Nie?, D-Arg®,
Har®lhGH-RH(1-29)NH, ik 80

[HOOC(CH2)sCO -Tyr', D-Arg”, Phe(pCl)®, Ala®, His®, Tyr(EH™, His'", Abu™, Nie¥, D-Arg®
Har®JhGH-RH(1-28)NH, Bk 81

[HOOC(CH,)1:CO -Tyr', D-Arg’, Phe(pCl)®, Ala®, His®, Tyr(EY)™, His", Abu® Nie?, D-Arg?®,
Har®JhGH-RH(1-29)NH, Bk 82

10 [SH3(CHo)sCO-Tyr', D-Arg?, Phe(pCl)}, Ala®, His®, Tyr(Et)", His", Abu™®, His® Nie?, D-Arg®,
Har**JhGH-RH(1-29)NH, Bk 86

[CH3(CH)sCO-Tyr', D-Arg?, Phe(pCl)°, Ala®, Amp®, Tyr(ED)'®, His'", Abu™, His®®, Nie?, D-Arg®,
Har®JhGH-RH(1-29)NH, fik 87

[HOOC(CH,):2CO-Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)™, His", Abu™ His®, Nie?, D-Arg®,
15 Har®hGH-RH(1-29)NH, B 88

[HOOC(CH,)+.CO-Tyr', D-Arg®, Phe(pCl)°, Ala®, Amp®, Tyr(Et)', His", Abu'®, His®, Nie?, D-Arg®,
Har®}hGH-RH(1-29)NH, fik 89

[1-Nac-Tyr', D-Arg®, Phe(pCI)®, Ala®, His®, TyrEN)™, His", Abu™, Nie?, D-Arg®, Har®JhGH-RH(1-

29)NH, Fk 91
20

[CHA(CHR):CO -Tyr', D-Arg®, Phe(pCl)°, His’, Tyr(EY™, His"', Abu'S, Nie”, D-Arg?, Har®hGH-
RH(1-29)NH, Bk 92

[CH3(CHL)sCO -Tyr', D-Arg®, Phe(pCl)°, Al2®, His®, Cit'®, NIe?, D-Arg®, Har®JhGH-RH(1-29)NH,
fik 93

4
25 [CH5(CH)sCO-Tyr', D-Arg®, Phe(pCl)’, Ala®, His®, Tyr(EN®, His', His" His®, NIe?’, D-Arg®,
Har*JhGH-RH(1-29)NH, B 94

[CH3(CHo)6CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)'®, His', Om™, Abu™, Om?', Nie?, D-
Arg®, HarlhGH-RH(1-29)NH, Jix 95

30

25
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[CHA(CH)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(E)™, His"', Om™, Abu™®, His?® Orn?', Nie?,
D-Arg®, Har’hGH-RH(1-29)NH, Rk 96

[CHy(CH.)sCO -Tyr', D-Arg?, Phe(pCl®, Ala®, His®, TyrEH'™, His", Abu' NieZ. D-Arg®,

s Har®]hGH-RH(1-28)NHEt fik 97
[CH3(CHo)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala® His®, Tyr(EY)™, His'", Abu', Nie”, D-Arg®
Har*]hGH-RH(1-28)NHEt Bk 98
[CHy(CH2)10CO -Tyr', D-Arg?, Phe(pCl)°, Ala®, His®, Tyr(EY)', His", Abu'®, Nie”, D-Arg®
Har**JhGH-RH(1-28)NHEt Bk 99

10
[Hea -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)™®, His'', Abu’®, Nie¥’, D-Arg®, HarJhGH-RH(1-
29)NHEt fik 100
[CH(CH2)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)°, His", Abu’ Nie¥, D-Arg®
Har®]hGH-RH(1-29)NHMe BK 101

5 [HOOC(CH2):.CO -Tyr', D-Arg?, Phe(pCl)°, Ala®, His®, TynEY)™, His'’, Om'2 - Abu', His®, Om?,
Nie?, D-Arg®, Har®]hGH-RH(1-28)NH, Bk 102 :
[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Tyr(Et)', His", Om'2, Abu'®, His®, om?,
Nie¥, D-Arg®, Har*®hGH-RH(1-29)NH, Bk 103
[CH3{CH,)sCO -Tyr', D-Arg?, Phe(pCl)°, Ala®, His®, Dip™, His'!, Om™ Abu™, His®, Oom?!, Ni=Z, D-

" Arg®, Har’hGH-RH(1-29)NH, Bk 104
[CH3(CH2)CO -Tyr', D-Arg?, Phe(pCh®, Ala®, His®, Phe(pNO,)™, His'!, Om', Abu'®, His®, Om?,
Nie?, D-Arg®, Har®IhGH-RH(1-29)NH, Bk 105
[CH5(CH,)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(EY)'®, His"', Om™, Abu'®, His®, Om?', Nle?,
D-Arg?, Har®lhGH-RH(1-29)NHEt fik 106

25 1 9
[HOOC(CH_):2CO -Tyr', D-Arg?, Phe(pCl)°, Ala®, Amp®, Tyr(Et)™, His"', Om™®, Abu™, His®, Om?,
Nie?, D-Arg®, Har®|hGH-RH(1-28)NH, Bk 107
[HOOC(CH;)::CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Dip™, His"', Om™, Abu™, His®, Om?', Nie?’,
D-Arg®, Har®lhGH-RH(1-28)NH, Bk 108

30

26
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[HOOC(CH.)1.,CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Phe(pNO,)"®, His'’, O Abu'®, His®,
om?', Nig?, D-Arg®, Har®JhGH-RH(1-29)NH, X 109

[HOOC(CH,)1,CO -Tyr', D-Arg®, Phe(pCl)®, Ala®, His®, Tyr(Et)"® His"', Om™, Abu®, His®, om?,
Nie”", D-Arg®, Har”®JhGH-RH(1-29)NHEt Ak 110

[CH3(CHZ)sCO -Tyr', D-Arg’, Phe(pCl)®, Ala®, Amp®, Dip™, His'", Om™, Abu'®, His®, om?', NIe?,
D-Arg®, Har*JhGH-RH(1-29)NH, B 111

[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCl)°, Ala®, Amp®, Phe(pNO,)™®, His'', O™, Abu'®, His®, Om?,
Nie?”, D-Arg?, Har®JhGH-RH(1-28)NH, Bk 112

[CHa(CH2)sCO -Tyr', D-Arg?, Phe(pChP, Ala®, Amp®, Tyr(EY)'®, His', Om™, Abu®™, His® om?,
Nie?, D-Arg?, Har®JhGH-RH(1-29)NHEt Ak 113

ICH5(CH2)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Dip™, His'', Om'2 Abu™, His®, Om?, Nie?, D-
Arg®, HarhGH-RH(1-29)NHEt fk 114

[CH3(CH2)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Phe(pNO,)™, His'"', Om™, Abu'®, His®, Om?',
Nie?, D-Arg®, Har*JhGH-RH(1-28)NHEt Bk 115

[HOOC(CH,)1,CO -Tyr', D-Arg?, Phe(pCh®, Ala®, Amp®, Dip™, His", Om', Abu®, His® Om?,

_Nie¥, D-Arg®, Har*JhGH-RH(1-29)NH, fk 116

.[HOOC(CH,)1,CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Phe(pNO,)'°, His"', Om™, Abu®™, His®,

om®', Nie”, D-Arg®, Har®IhGH-RH(1-29)NH. K 117

[CH5(CH,)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Dip™, His'", Om™ Abu', His® Om*, Nie?,
D-Arg?, Har hGH-RH(1-29)NHEt ’ Bk 118

[CH5(CH,)sCO -Tyr', D-Arg?, Phe(pCI)®, Ala®, Amp®, Phe(pNO,)™, His'', Orn™, Abu™®, His®, Om?',
Nie?, D-Arg?®, Har®|hGH-RH(1-29)NHEt Bk 119

[HOOC(CH,)1.CO -Tyr', D-Arg®, Phe(pCl)®, Ata®, Amp®, Dip'®, His"', Om'™, Abu'®, His®, Om®,
NieZ, D-Arg®, Har®|hGH-RH(1-20)NHEt ' Bk 120

[HOOC(CH,):,CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Phe(pNO,)™, His"’, O™, Abu®, His®
om?', Nie?, D-Arg?, Har’jhGH-RH(1-29)NHEt K 121

AR Fard A B & EE AR K ERE:
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[CH3(CH,)CO-Tyr', D-Arg?, Phe(pCh®, Arg®, Abu'®, Nie?, D-Arg® Har’jhGH-RH(1-
20)NH, fik 2

. [HOOC(CH,).CO-Tyr', D-Arg?, Phe(pCi)°, Arg®, Abu™®, NIe?, D-Arg®, Har”*hGH-RH(1-29)NH,

Bk 3

[CH3{CHL)sCO-Tyr', D-Arg?, Phe(pCl)’, Arg®, Abu'®, Nie®, D-Arg®, Har*IhGH-RH(1-28)NH,
ik 4

[HOOG(CH,)sCO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu™®, Nie?”, D-Arg®, Har*)hGH-RH(1-29)NH;
Bk 5

[CHa(CH,)sCO-Tyr', D-Arg?, Phe(pCl), Arg®, Abu™®, Nie?, D-Arg®®, Har®|hGH-RH(1-29)NH,
i

[HOOC(CH,):CO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie”’, D-Arg®, HarJhGH-RH(1-28)NH,
Bk 7

JCHa(CH5)1sCO-Tyr", D-Arg?, Phe(pCl)°, Arg®, Abu'®, Nie?’, D-Arg®, Har hGH-RH(1-29)NH,
fik 8

[HOOC(CH,)1cCO-Tyr*, D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg®, Har |hGH-RH(1-29)NH,
ik 9 :

[CHa(CH2)12,CO-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie®”, D-Arg®, Har JnGH-RH(1-29)NH;
fik 10

[HOOG(CH,)1:CO-Tyr, D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg®, Har*IhGH-RH(1-29)NH,
Bk 11

[CH3{CH2)14CO-Tyr', D-Arg?, Phe(pChP, Arg®, Abu'®, Nie?, D-Arg®, Har IhGH-RH(1-29)NH;
Bk 12

[HOOC(CH,)4CO-Tyr', D-Arg?, Phe(pCl)°, Arg®, Abu'®, Nie”, D-Arg”, Har JhGH-RH(1-28)NH,
Rk 13

[CH5(CH2)sCO-Tyr', D-Arg?, Phe(pCl), Arg®, Abu'®, Nie®", Har™®, D-Arg™hGH-RH(1-29)NH,
Rk 14

28
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[PhAc-Tyr', D-Arg? Phe(pCIl)°, Arg®, Abu™ Nie?', Har?®, D-Arg=IhGH-RH(1-28)NH,
fK 15

[CH3(CH2)1.CO-Phe®, D-Arg?, Phe(pCl)P, Arg®, Abu'®, Nie?’, D-Arg™, HarJhGH-RH(1-29)NH,
fik 16

[CH3(CHa)14CO-D-Phe®, D-Arg?, Phe(pCl)®, Arg®, Abu™, Nie”, D-Arg™, Har hGH-RH(1-29)NH,
Bk 17

[PhAc-Arg®, D-Arg?, Phe(pCl)°, Arg®, Abu', Nle”, D-Arg”, Har*JhGH-RH(1-29)NH,
Rk 18

[PhAc-D-Arg®, D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?’, D-Arg®, Har JhGH-RH(1-29)NH,
fik 19

[PhAc-Tyr', D-Arg?, Phe(pCi)°, Cit’, Arg®, Abu'®, Nie™, D-Arg®®, Har’ |hGH-RH(1-29)NH;
Bk 21

[PhAC-Tyr", D-Arg?, Phe(pCl)°, Cit®, Cit®, Abu'®, Nie™, D-Arg®, Har ]hGH-RH(1-29)NH;
Bk 22

[PhAC-Tyr', D-Arg, Phe(pCl)°, Cit?, Arg®, Abu'®, Nie?”, Har™®, D-Arg™]hGH-RH(1-29)NH,
ik 23

[PhAC-Tyr", D-Arg?, Phe(pCI)®, Cit®, Cit’, Abu'®, Nie”, Har®, D-Arg®hGH-RH(1-28)NH,
Bk 24

[HOOC(CH,),CO-Tyr", D-Arg?, Phe(pCl)°, Cit’, Cif’, Abu®, Nie?, D-Arg® Har"JhGH-RH(1-
29)NH, Bk 25

[PhAG-Tyr', D-Arg?, Phe(pCl)?, D-Ala®, Arg®, Abu'®, NIe™, D-Arg”, Har JnGH-RH(1-29)NH;
Fk 26

4
[PhAC-Tyr', D-Arg?, Phe(pCI)?, Abu®, Arg’, Abu®, NieZ, D-Arg®, Har®JhGH-RH(1-20)NH,
fk 27

[PhAC-Tyr!, D-Arg?, Phe(pCl)?, Cit®, Abu™, NieZ’, Har®®, D-ArgZJhGH-RH(1-29)NH,
fk 28

29
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[PhAC-Tyr*, D-Arg?, Phe(pCI)®, Arg®, Amp™, Abu'®, Nle?, D-Arg?, Har*lhGH-RH(1-29)NH;
Bk 30

[PhAC-Tyr', D-Arg?, Phe(pCI)®, Har®, Amp™®, Abu™®, Nie?’, D-Arg?®, Har*|hGH-RH(1-29)NH,

5 fk 31
[PhAc-Tyr', D-Arg?, Phe(pCi)®, Arg®, His™, Abu™®, Nie?, D-Arg®, Har”*JhGH-RH(1-29)NH,
Rk 32
[PhAc-Tyr', D-Arg?, Phe(pCh®, Arg®, Cha'®, Abu'®, Nie?, D-Arg®, Har*JhGH-RH(1-29)NH,
fk 33
10
[PhAc-Tyr', D-Arg?, Phe(pCI)®, Har®, Tpi*°, Abu'®, Nie?, D-Arg?, Har ]hGH-RH(1-29)NH,
Bk 34
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, 2-Nal™®, Abu'®, Nie¥’, D-Arg®, Har’|hGH-RH(1-29)NH,
fk 35
15 [PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Dip™®, Abu™, Nie?, D-Arg®, Har’JhGH-RH(1-28)NH,

Bk 36

[PhAc-Tyr', D-Arg?, Phe{pCl)®, Har®, Phe(pNH,)"°, Abu™®, Nie?’, D-Arg®, Har*JhGH-RH(1-29)NH,
Bk 37

[PhAC-Tyr', D-Arg?, Phe(pCl)°, Har®, Trp'®, Abu'®, Nie?’, D-Arg®®, Har**JhGH-RH(1-28)NH,
20 fik 38

[PhAG-Tyr', D-Arg?, Phe(pCl)°, Har®, Phe(pNO,)™, Abu'®, Nie?, D-Arg?, Har*]hGH-RH(1-29)NH,
Bk 39

[PhAC-Tyr', D-Arg?, Phe(pCl)?, Har®, 3-Pal™, Abu’®, Nie”, D-Arg?®, Har*|hGH-RH(1-28)NH,

fix 40
25
[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Et)'°, Abu'®, Nie”, D-Arg?®, Har®JhGH-RH(1-29)NH,
BE 41
[PhAc-His', D-Arg?, Tyr®, Har®, Bpa™, Abu'®, Nie?, D-Arg®, Har ]hGH-RH(1-29)NH;
Rk 42
30

30
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[PhAC-Tyr', D-Arg?, Pha(pCl)®, Arg®, Har'?, Abu'®, Nie?’, D-Arg®, Har®JhGH-RH(1-29)NH,
ik 43

[Hea-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™®, Abu'®, Nie”, D-Arg™, Har®JhGH-RH(1-29)NHEt
fiK 45

[PhAc-Tyr', D-Arg?, Phe(pCl)°, Har®, Tyr(Me)™, Abu'®, Nle?, D-Arg®, Har*hGH-RH(1-29)NHEt
fik 46

i [Hea-Tyr", D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg?®, Har*JhGH-RH(1-29)NHEt

Rk 47

IFHAC-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'S, Nie?, D-Arg?, Har®hGH-RH(1-29)NHES
ik 48

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)'™®, Aib™, Nie?, D-Arg®, Har®|hGH-RH(1-29)NHEt
ik 49

[PhAc-Tyr', D-Arg®, Phe(pCl)®, Har®, Tyr(Me)®, Om'?, Abu'®, Nie?, D-Arg®, Rar®hGH-RH(1-
2NNHEL Hj& 50

[Hea-Tyr", D-Arg?, Phe(pCl)®, Har®, TyrMe)', Abu™®, Nie”, D-Arg®, Agm*JhGH-RH(1-29)
Bk 51

-[PhAc-Tyr, D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, Abu'®, Nie¥, D-Arg®, Agm*JhGH-RH(1-29)

Bk 52

[Hea-Tyr', D-Arg®, Phe(pCh®, Har, Tyr(Me)™, Abu', Nie?’, D-Arg®, Har”®, HarhGH-RH(1-
30)NH, Bk 53

[Dat-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr{Me)™, Abu™, Nie?, D-Arg®, Har™®, Har®JhGH-RH(1-30)NH,
fk 54

[ipa-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)'"®, Abu™®, Nle?, D-Arg®, Har™®, Har JhGH-RH(1-30)NH,
9
Bk 55

[Hea-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)”, Abu™® Nie¥, D-Arg® Har®, Har“IhGH-RH(1-
30)NHEt Bk 56

31



200480022286. 8 oW P FE1e/111m

[Hca-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)'®, Abu'®, Nie?’, D-Arg?®, D-Arg®, Har*JhGH-RH(1-
30)NH; Rk 57

[Hea-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™®, Abu'®, Nie?, D-Arg®, Har®, D-Arg®IhGH-RH(1-

S 30)NH, fik 58
[Hea-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™®, Abu’®, Nie”, D-Arg®®, Har™®, Agm*JhGH-RH(1-30)
Bk 59
[PhAC-Tyr’, D-Arg?, Phe(pCl)®, Rar®, Tyr(Me)™, Abu'®, Nie?, D-Arg®®, Har™®, Agm™hGH-RH(1-30)
Bk 60
10
[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)'™, His", Abu™, Nie”, D-Arg?®, Har’JhGH-RH(1-
29)NH, K 62
[PhAc-Tyr', D-Arg®, Phe(pCl)®, Har®, Tyr(Me)'®, Har'', Abu'™, Nie¥, D-Arg?®, Har’]hGH-RH(1-
29)NH, fik 63
s [PhAc-Tyr, D-Arg®, Phe(pCl)®, Har’, Tyr(Me)™, Amp'’, Abu™®, Nie¥, D-Arg®, Har’JhGH-RH(1-
' 28)NH, Rk 64
[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, TyriMe)®, Cit"', Abu®, Nie”, D-Arg™, Har*JhGH-RH(1-
29)NH, fik 65
[PhAC-Tyr', D-Arg®, Phe(pCl)®, Har®, Tyr(Me)™®, Abu™, His® Nie?, D-Arg®, Har”JhGH-RH(1-
20 29)NH, fik 84
[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, His™ Abu'S His®, Nie¥, D-Arg®, Har®JhGH-
RH(1-29)NH, Bk 85
[PhAC-Tyr", D-Arg?, Phe(pCl)®, Arg®, Cit'®, Nie?’, D-Arg™, Har®]hGH-RH(1-29)NH;
fik 90
25

FEENE, R4 GHRH 4FH 30-44 HEEBMBELT RSN
PR, ENNEELTFERELER. Fl, xR
MEEN LR ELIMIAEE B hGH-RH(1-29)NH, A
hGH-RH(1-30)NH, 2R LIHJ 8 C-35 AR X L6235 LI/ % GH-RH 354

30 FUKIZIR . MR KX LS AR — LRI R nE hGH-RH(1-29)NH, 244
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Y189 C 3%, R IS EBRIRE T 5K hGH-RH 73 #15%E 30-44 AH[A,
BRALELNFEND.

B RITIE

BEAENTEENESSEEMAARER, BIHoEMEER, &
A B e A BRI 2 YA AR B R & LA LRI AR .

ok % BB HO R I B AR T IEHT A RE, CORBREEI, AP EL
AONE 4 S EM E A Y@ IR ETN TH « EEERAGR, WReE
&, HFEMNEEEAERIPE. TREZPERE, ¥« RERFERAN
HENEEBREZR, FAT—MNEFEESERTH « KEZRACIK
FASEHMETEERNEERRE, 25 AP AP, A, F%.
FAREWHIMANGE, NSRRPESER, BRMUSERFENREER. &
A MEREER DA USENIRFRIERS, AN XFY LRET
SkHTEE ST ET P RIRE RS B/ MER NG T, BEFE MR
], MEREBSEYHNEALMALEE, NTHRAREENSEEHELR
RIS

o B I B R 7E B B 5 BT 72 P B R 1 B M BUBMR T B R R R
EBE o SEDE. XBEPENZAEBFEKEERBR&GTIRENS
t, MRS HEER, TR EKAKEFRN S XFHFHEF O
A EFIMEEER . EA W o 2RI ELRE Boc A Fmoc.

EZ%NA

A LY hGH-RH #EHFIBL, Bk SRS Ea s HERENAHA
FE S, FHTFRTREEBNBERTASSY. TR KAE TS
GH /K FH 1497 52 B/KFH GH HXBI5MR, B110%E Rz L M R A
E%, FEREE. SREBIBARANASYHRATREZXERT
I MESR VAT X R B 7. R, GH-RH BHAIMNEENHRERE
FEAUR, Bl AR, ARTSUBRE. AFLIRE. AOREE. ATFENERE.
ANBRE. N&ERE. NBERE. NBE. ABEMARES, FdEET
777 GH-RH. IGF-IVIGF-II., BY GH W%/, FEKBTEITAKEFE
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1 GH-RH, IGF-I, IGF-II, GH, B} VEGF FI%|&.

YLk B SC T REJFR

A &5

FAF PRS2 Frid Rk &5 B0 TUPAC-IUB A ir B R REME, HFP
EREMART, & N-nWEEEARTEMNNE C-mREEZARRE
M. ATAXE, RE “RRIER” BEARNTRATFENEBRFH
EILH), RAFER L-HERZ—: Gly, Ala, Val, Leu, Ile, Ser, Thr,
Lys, Arg, Asp, Asn, Glu, Gln, Cys, Met, Phe, Tyr, Pro, Trp fl His.
URAREERZERGRMEAN, ZAXRFHRL-ERANEER, BT
FHINEFRTE S

A IERB P EER, NEEREXLYE S B GH-RH #HHm+. (“3E
" MEERRAERNTRAFENEBRTHY 20 HRAZER
FHMERER). AXLEERLDIAER, REERRLUY, REREER,
HERUR LERXNEER, BIEBIMERIEH.

RATAEXNGES

Abu a-BETE

Ac LB E

AcOH B

Ac,0O LERET

Agm ARET B

Aib o -BERTR

All KR

Alloc PSS S

Amp XTAL-BA - R B R
Bpa XL PR - R T R R

Boc W-TERERE
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Bom
2BrZ
Bzl
Cha
Chg
cHx
Cit
2ClZ
Dat
DCM
DIC
DIEA
Dip
DMF
Et
Fm
Fmoc
For
GH
GH-RH
Gup
Har
HBTU

Hca
Hca-OH
hGH-RH
HOBt
HPLC

TEERE
2-R-FEERE

FHE

KREERER
HEEHER

neE
RERQ-BE-5-RENE)
2-F-FEERE
FRERER

) o

NN -ZHRRER T
ZRRELE
GRI3-ZEE)NER

— R R

7%

HERE

b E A AR

FR Bt

EKER

GH BHEE

ST -AE-FE AR
RREER

2-(1H- % ¥ = ™®  -1-
%)-1,1,3,3-tetramethyluronium 75 %
BEEREE

SHAERE

S AER

A GH-RH

1- FRERF =M

B AR AE L
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Ibu

IndAc

Ipa
MBHA
Me
MeOH
MeCN
Nac

Nal

Nle

NMM
Npr

Om

Pal

PAM

Ph

PhAc
PhAc-OH
Phe(pCl)
Phe(pNH,)
Phe(pNO,)
rGH-RH
RP-HPLC
SPA

TFA

Tos

Tpi

Tyr (Me)
Tyr (Et)
Z

7T Bt
M5|k-3- Z. Bk 5

B Mk -3- TR Bk
XTOL-FREE KRR
GiE S

G2

LIE

R ZEE
EZHERNER
ERER

N- FF 2 e
EERH

S58R

ntk e E N R
EERIBEERE
ZwEE

FEZEHE
FHZB
XA-R-EAER
A-RE-ERNE R
XL -THE- R RN E R
K i GH-RH

A8 HPLC
XT-HEBE-FEE OB E
=HRLEK

XF i - FR 2T Bt

1,2,3,4-V4& norharman-3-R &

O-FE-BER
O-Z.E&-ERE B
FTEEHRE
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B. GH-RH L4

XA K BIH hGH-RH 31T i+ IZEEAKE, F/SZEREK
S AN TN X LR R B — L, E IR 4, BE 7, K21, FK 30, K
31, Bk 37, Bk 41, Bk 42, ik 62, Bk 67,F1kk 69 BB EmATWHEIHEREE,
TEARSNAE N B 300 B hGH-RH (1-29) NH, /¥ 19 GH B 36 % F 30
KERE S, FERMES GH-RH AN ESSEME, —L3R40l
Y, ¥Rk 4, BK 5, Bk 7, Bk 11, K 22, Bk 35, Bk 36, Bk 39, Bk 41,
Ak 62, Bk 67, Bk 69, Bk 70, Bk 72, Bk 76, Bk 77, Bk 79, Ak 80,
Bk 86, Bk 95, Bk 96, #fk 97, BrRABMIMEINEIRIAEH BREXT
GH-RH HIEZAMIEE RS EFME. &5 A K BRI E#AT &2
#IENRERREIRE . |

B, METEHNESBEEDEENLHETR:

[CH3(CH,),CO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nle?, D-Arg®®, Har*hGH-RH(1-23)NH,
fk 2

[CH5(CH,)sCO-Tyr", D-Arg?, Phe(pCl)°, Arg®, Abu'®, Nie?, D-Arg®, Har®JhGH-RH(1-29)NH,
fik 4

[HOOC(CH,)sCO-Tyr', D-Arg®, Phe(pCl)°, Arg®, Abu'™®, Nie?, D-Arg®, Har®JhGH-RH(1-29)NH,
Bk S

[CHa(CH,)sCO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg®®, Har’®|hGH-RH(1-29)NH,
fx 6
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[HOOC(CH)sCO-Tyr', D-Arg?, Phe(pCl)®, Arg®, Abu'®, Nie?, D-Arg?, Har®hGH-RH(1-29)NH,
Bk 7

[HOOC(CH)1,CO-Tyr', D-Arg? Phe(pCl)®, Arg®, Abu™, Nie?, D-Arg?, Har*JhGH-RH(1-28)NH,
Bk 11

[CH3(CHZ)eCO-Tyr', D-Arg?, Phe(pCl)’, Arg®, Abu'®, Ni”, Har®, D-ArgZ]hGH-RH(1-29)NH,
Bk 14

[PhAC-Tyr', D-Arg?, Phe(pCl)°, Arg®, Abu'®, Nie?, Har®®, D-Arg?hGH-RH(1-29)NH,
Bk 15

fPhAC-Tyr', D-Arg?, Phe(pCI)°, Cit®, Arg®, Abu'®, Nie?’, D-Arg?, Har*JhGH-RH(1-28)NH,
Bk 21

[PhAc-Tyr', D-Arg®, Phe(pClP, Cit®, Cit®, Abu™®, Nie?, D-Arg?®, Har’*IhGH-RH(1-29)NH,
Bk 22

[PhAC-Tyr', D-Arg®, Phe(pCI)®, Abu®, Arg®, Abu'S, Nie?, D-Arg?, Har®JhGH-RH(1-28)NH,
fik 27

[PhAc-Tyr', D-Arg?, Phe(pCl)’, Cif’, Abu™, Nie?, Har®, D-Arg]hGH-RH(1-28)NH,
Bk 28

[PhAC-Tyr', D-Arg’, Phe(pCl)’, Arg®, Amp™, Abu™, Nie?, D-Arg®, Har®]hGH-RH(1-29)NH,
Bk 30

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Amp™, Abu®, Nie?, D-Arg?, Har®JhGH-RH(1-20)NH,
Jik 31

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, 2-Nal'®, Abu'®, Nie?, D-Arg?®, Har?JhGH-RH(1-20)NH,
Bk 35

[PhAC-Tyr', D-Arg?, Phe(pC))®, Har®, Dip™, Abu'®, Nie”, D-Arg®, Har®}hGH-RH(1-29)NH,
fk 36

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Phe(pNH.)™, Abu™®, Nie?’, D-Arg?, Har®JhGH-RH(1-29)NH,
fk 37
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[PhAC-Tyr', D-Arg?, Phe(pCh)®, Har®, Phe(pNO,)™°, Abu™®, Nie?, D-Arg®, Har®}hGH-RH(1-29)NH:
fix 39

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Et)™, Abu™, Nie?, D-Arg™®, Har*|hGH-RH(1-29)NH,
5 Bk 41

[PhAc-His', D-Arg?, Tyr®, Har®, Bpa™, Abu'™, Nie”, D-Arg®, Har*]hGH-RH(1-29)NH,
Bk 42

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, Abu®, Nie”, D-Arg®, Har’ |hGH-RH(1-29)NHEY
fik 46

10
[PhAC-Tyr', D-Arg®, Phe(pCi), Har®, TyriMe)™®, His'", Abu™, Nie”, D-Arg®, Har"hGH-RH(1-

289)NH, Bk 62

[PhAC-Tyr', D-Arg?, Phe(pCht, Amp®, Tyr(Me)'®, Abu™®, Nle?, D-Arg®®, Har’IhGH-RH(1-29)NH,
fik 67

[PhAC-Tyr*, D-Arg?, Phe(pCh®, Amp®, Abu'™®, Nie?, D-Arg®, Har*hGH-RH(1-20)NH, -
Jik 68

15

[PhAC-Tyr', D-Arg?, Phe(pCl)®, His®, Tyr(Me)™, Abu™®, Nie”, D-Arg®®, Har*JhGH-RH(1-29)NH,
fk 69

[CHs(CH,)eCO-Tyr', D-Arg?, Phe(pGl)®, Amp°®, Tyr(Me)™, Abu'®, Nie?’, D-Arg™, Har*JhGH-RH(1-

o 29NH, % 70

[HOOC(CH;)CO-Tyr", D-Arg?, Phe(pCl)°, Amp’, Tyr(Me)™, Abu'®, Nie”, D-Arg”™, Har®*JhGH-
RH(1-29)NH, Bk 71

[HOOC(CH,):,CO-Tyr', D-Arg®, Phe(pCl)®, Amp®, Tyr(Me)™®, Abu'®, Nie”, D-Arg®, Har*JnGH-
RH(1-28)NH, Bk 72

25
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Amp®, Tyr(Me)'®, His', Abu'®, Nie”, D-Arg™, Har*]hGH-RH(1-
' 28)NH, Bk 73

[PhAG-Tyr", D-Arg?, Phe(pCh)°, Cit®, Amp®, Tyr(Me)™®, His™', Abu'®, Nie”, D-Arg™, Har*JnGH-RH(1-
29)NH, Bk 74

30
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[1-Nac-Tyr', D-Arg® Phe(pCl)®, Cit’, Amp®, TyrMe)™, His", Abu', NIe”’, D-Arg®, Har’IhGH-

[CHy(CH)sCO -Tyr', D-Arg?, Phe(pCl)®, Ciff, Amp®, Tyr(Me)™, His", Abu®, Nie”, D-Arg®,

- Har*hGH-RH(1-29)NH, Bk 76

[HOOC(CH.):2CO -Tyr', D-Arg?, Phe(pCl)®, Cif®, Amp®, Tyr(Me)®®, His", Abu', Nie”, D-Arg”,
Har®JhGH-RH(1-29)NH, fik 77

CHs(CH)6CO -Tyr', D-Arg?, Phe(pCl’, Cit’, Amp®, Tyr(EY™, His", Abu®, Nie”, D-Arg®,

Har®JhGH-RH(1-28)NH, fix 78

[CHs(CH)sCO -Tyr', D-Arg>, Phe(pCl)®, Cit’, His®, Tyr(E)™, His", Abu's, Nie¥, D-Arg®,
Har’®]hGH-RH(1-20)NH, Bk 79

[CHs(CHo):CO -Tyr', D-Arg?, Phe(pCl®, Ala®, His®, Tyr(EH', His", Abu'®, Ni2¥, D-Arg®,
Har’®lhGH-RH(1-29)NH, Bk 80

[HOOC(CH,)CO -Tyr', D-Arg?, Phe(pCl)®, Ala® His®, Tyr(EN)", His", Abu's, NieZ, D-Arg?,

' Har’lhGH-RH(1-29)NH, fik 81

[HOOG(CH2):,CO .-Tyr', D-Arg?, Phe(pCl)°, Ala®, His’, Tyr(En)”, His'!, Abu® Nie¥, D-Arg®,
Har®*1hGH-RH(1-29)NH, Bk 82

[PhAC-Tyr', D-Arg2, Phe(pCl)®, Har®, Tyr(Me)™, Abu'®, His®, Nie™, D-Arg®, Har®JhGH-RH(1-
29)NH, Bk 84

[PhAc-Tyr!, D-Arg?, Phe(pCl)®, Har®, Tyr(Me)™, His'', Abu™, His®, Nie®, D-Arg®, Har”’JhGH-
RH(1-29)NH, Bk 85

[CHs(CH2)sCO-Tyr", D-Arg®, Phe(pClF, Ala®, His®, Tyr(EY'®, His", Abu'®, His?, Nie?, D-Ag?,
Har®hGH-RH(1-29)NH, ik 86

[CH(CH,)eCO-Tyr, D-Arg?, Phe(pCl)’, Ala®, Amp’, Tyr(ED)™, His'', Abu'®, His™, Nie?’, D-Arg®, »
Har®JhGH-RH(1-29)NH, Fk 87

[HOOC(CH2)::CO-Tyr', D-Arg?, Phe(pCl)°, Ala®, His’, Tyr(ED™, His"', Abu'®, His®, NieZ’, D-Arg®,
Har*JhGH-RH(1-29)NH; Jik 88
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[HOOC(CH;)1,CO-Tyr', D-Arg®, Phe(pCh¥, Ala®, Amp®, Tyr(EH)™®, His'', Abu™®, His®, Nie?, D-Arg®,
Har®IhGH-RH(1-28)NH, Bk 89

[PhAC-Tyr", D-Arg?, Phe(pCl)®, Arg®, Cit'®, Nie?, D-Arg®, Har®JhGH-RH(1-29)NH,
Bk 90

[1-Nac-Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)'®, His"', Abu'®, Nie”, D-Arg®®, Har®JhGH-RH(1-
29)NH, Bk 91

[CH3(CH2)CO -Tyr', D-Arg?, Phe(pCl)°, His®, Tyr(EH'®, His", Abu', Nie?, D-Arg®, Har*JhGH-
RH(1-29)NH, Bk 92

[CH3(CHRCO -Tyr‘, D-Arg?, Phe(pCI)}, Alz®, His®, Cit', Nie?, D-Arg®, Har*hGH-RH(1-20)NH,
Bk 93

[CH3(CH,)CO-Tyr', D-Arg?, Phe(pCl)°, Ala®, His®, Tyr(Et)'°, His", His™, His®, Nie”, D-Arg™,
Har®JhGH-RH(1-29)NH, fik 94

[CHa(CH,)sCO -Tyr', D-Arg?, Phe(pCh®, Al®, His®, Tyr(Et)"®, His™, Om', Abu’®, Om®, Nie”, D-

: Arg®®, Har®]hGH-RH(1-29)NH, Bk 95

[CH5(CH,)sCO--Tyr", D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(EY™, His", Om'2, Abu'®, His®, Om?, Nie?,
D-Arg?, Har")hGH-RH({1-29)NH, Bk 96

[CH3(CH2):CO -Tyr', D-Arg®, Phe(pCl, Ala®, His®, Tyr(ED'™, His", Abu'>, Nie”, D-Arg®
Har**]hGH-RH(1-29)NHEt Bk 97 '

[CHs(CH.)sCO -Tyr', D-Arg®, Phe(pCl)®, Ala®, His’, Tyr(E', His', Abu®™, N, D-Arg®
Har’*]hGH-RH(1-29)NHEt fk 98

[CH3(CH1eCO ~Tyr', D-Arg”, Phe(pCl®, Ala® His®, TyrEt)’®, His", Abu', Nie?, D-Arg®,
Har®JhGH-RH(}1-29)NHEt fik 99

[Hea -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(EN)'®, His", Abu'®, Nie?, D-Arg®, Har’]hGH-RH(1-
29)NHEt Bk 100

[CHs(CH2)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)®, His'', Abu'®, Nie”, D-Arg®
Har*hGH-RH(1-29)NHMe B 101
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[HOOC(CH,),zCO -Tyr', D-Arg?, Phe(pCl)¥, Ala®, His®, Tyr(E™, His", Om'™, Abu™®, His®, Om?,
Nie”’, D-Arg?, Ha*hGH-RH(1-29)NH, fik 102

[CH5(CH2)sCO -Tyr', D-Arg?, Phe(pCl)°®, Ala®, Amp®, Tyr(ED)™, His'', O3, Abu®, His®, om?,
Nie? D-Arg?, Har®JhGH-RH(1-29)NH, Bk 103

[CH3(CH2)6CO -Tyr", D-Arg?, Phe(pClP, Ala®, His®, Dip™, His'', Om'?, Abu™, His®, Om*, Nie”, D-
Arg®, Har*JhGH-RH(1-20)NH, fk 104

[CH3(CH2)sCO -Tyr', D-Arg?, Phe(pCh®, Ala®, His®, Phe(pNO,)™, His™, Om'™2, Abu™, His®, om”',
Nie?’, D-Arg®, Har®]hGH-RH(1-20)NH, Bk 105

[CH3(CH2)%CO -Tyr", D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(E)™, His", Om'2, Abu™, His®, Om?*, Nie”,
D-Arg®, Har"IhGH-RH(1-29)NHEt fik 106

[HOOC(CH,):2CO ~Tyr', D-Arg?, Phe(pCl), Ala®, Amp®, Tyr(Et)'°, His"', Om'?, Abu™, His®, Om®",
Nie”, D-Arg®, Har®*JhGH-RH(1-29)NH, Bk 107

[HOOC(CH,12CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Dip'®, His"', Om™2, Abu™, His®, Om?', Nie™,
D-Arg®, Har’JhGH-RH(1-29)NH, Bk 108

[HOOG(CH;):,CO -Tyr', D-Arg?, Phe(pCl), Ala®, His®, Phe(pNO,)", His'’, Om™, Abu’®, His®,
om?, Nie?, D-Arg®, Har”’]hGH-RH(1-29)NH, Bk 109

[HOOC(CH,):,CO -Tyr', D-Arg?, Phe(pCll¥, Ala®, His®, Tyr(E)", His"', Om'?, Abu', His™, om®,
Nte?, D-Arg”, Har}hGH-RH(1-20)NHEt fk 110

[CHa(CH2)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Dip™®, His", Om'2, Abu’®, His®, Om®’, Nie?,
D-Arg®, Har’]hGH-RH(1-29)NH, Bk 111

[CHs(CHZ)sCO -Tyr*, D-Arg?, Phe(pCl)®, Ala®, Amp®, Phe(pNOy)'™, His'', Om'?, Abu™, His®, Om?",
Nie?¥, D-Arg?, Har®hGH-RH(1-29)NH. fk 112

[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCh®, Ala®, Amp®, Tyr(ED™, His", om™, Abu', His®, om?,
Nie?’, D-Arg®, Har JhGH-RH(1-29)NHEt Bk 113

[CH3(CH)eCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Dip®, His'', Om'?, Abu™, His®, om?', Nie¥’ D-
Arg®, Har®JhGH-RH(1-28)NHEt ik 114
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[CH3(CH2)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Phe(pNO,)™, His"', Om'™, Abu™, His®, Om~",
Nie?, D-Arg®, Har®JhGH-RH(1-28)NHEt Bk 115

[HOOC(CH,)1,CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Dip®, His'', Orn™, Abu'®, His®, Om?,
Nie?, D-Arg®, Har"JhGH-RH(1-28)NH, Bk 116

[HOOC(CH,)1,CO -Tyr', D-Arg®, Phe(pCl)¥, Ala®, Amp®, Phe(pNO,)'®, His'!, Orn'® Abu', His®,
Oom?', Nie?”, D-Arg®, Har*}hGH-RH{1-28)NH, fk 117

[CHa(CH2)eCO -Tyr', D-Arg?, Phe(pCh®, Ala®, Amp®, Dip™, His'', om'™, Abu™, His®, om®, Nie”,
D-Arg™®, Har’]hGH-RH(1-29)NHE} Bk 118

[CH3(CH2)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Phe(pNO,)™, His™, O™, Abu'®, His®, Om®,
Nie?, D-Arg”?®, Har®JhGH-RH(1-29)NHE? Bk 119

[HOOC(CH,):,CO -Tyr', D-Arg?, Phe(pCl)°, Ala®, Amp®, Dip®, His', Om™, Abu™, His®, om?,
Nie?, D-Arg®, Har JhGH-RH(1-20)NHEt Rk 120

[HOOC(CH,)1,CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, Amp®, Phe(pNO,)", His™, Orn®, Abu™, His®,
om?', Nie?, D-Arg®, Har*JhGH-RH(1-29)NHEL ik 121

=+AEFREAEETREF

CH3(CHR)eCO-Tyr'-D-Arg®Asp®-Ala*-lle®-Phe(pCh>-Thr'-Asn®-Arg®- Tyr'®-Arg' -Lys ?-Val-Leu™-
Abu'S-GIn**-Leu'-Ser'®-Ala!®-Arg®-Lys®' -LeuZ-Leu®-Gin**-Asp®-lie®-Nie?-D-Arg?-Har"-NH,
ik 4

HOOC(CH,):CO-Tyr'-D-Arg®Asp™-Ala*-lle®-Phe(pCl)*-Thr’ -Asn®-Arg®-Tyr'°-Arg " -Lys*-Va)™-
Leu'*-Abu*®-GIn'®Leu"-Sar'*-Ala"®-Arg?-Lys?-Leu®-Leu™-Gin**-Asp™-lle?*-Nie?-D-Arg™-Har*-

NH2 Bk 5

HOOC(CH_)sCO-Tyr'-D-Arg>-Asp’-Ala*-lle®-Phe(pCl)>-Thr’ -Asn®-Arg®-Tyr'°-Arg ' -Lys *-Val'>-
Leu™-Abu-GIn'*-Leu"-Ser'®-Ala'-Arg?-Lys?'-Leu®-Leu®-Gln?*-Asp?-lle®-Nie?-D-Arg?-Har*-
NH-» Bjx 7

HOOGC(CH3)12CO-Tyr"-D-Arg®-Asp®-Ala*-lie®-Phe(pCl)°-Thr'-Asn®-Arg> Tyr*-Arg'-Lys'>-Val*-
Leu“-AbU’ 5'G)n 15_Leu ‘7-SEI‘18—A{B1B~A|'92D-L)'SZT "Le uzz_.Le ua_Gln24_AspZ5- “eZB_N‘e27_D_Argzﬂ_Har2§_

NH, BKk 1
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PhAC-Tyr'-D-Arg’-Asp™Ala*-lle®-Phe(pClP-Thr-Cit*-Arg® Tyr '®-Arg*-Lys 2. val™ Leu™-Abu'>-
GIn™-Leu"-Ser**-Ala"-Arg®-Lys?'-Leu™ | eu®-Gin?-Asp® J1e® Nie¥D-Arg?_Har®NH,
Bk 21

» PhAC-Tyr'-D-Arg*Asp®-Ala‘-lie®-Phe(pChe-Thi'-Cit’-Cit®- Tyr'*-Arg' "-Lys 2-Val'®-L eu™-Abu'5-Gin'e-
Leu"-Ser™-Ala"*-Arg®-Lys'-Leu?-L eu™-GIn*-Asp®-ie®-Nie”-D-Arg®-Har>-NH,
Bk 22

PhAC-Tyr'-D-Arg*-Asp™-Ala*-lle®-Phe(pChe-Thr'-Asn-Arg®-Amp'®-Arg'-Lys 2 Vai'>-Leu™-Abu -
' GIn'*Ley'"-Ser'-Ala"-Arg®-Lys*'-Leu™-Leu™-GIn*-Asp®-lle®-Nie¥’-D-Arg?-Har>-NH,

Bk 30

PhAc-Tyr'-D-Arg*-Asp®-Ala‘-lle®-Phe(pCl)°-Thr'-Asn®-Har’-Amp °-Arg '-Lys % Val">-Leu- Abu -
Gln'*Leu"-Ser'®-Ala™-Arg®-Lys?'-Leu?-Leu™-GIn?*-Asp®-lle?®-Nle?’-D-Arg?-Har®-NH,
Bk 31

PhAc-Tyr'-D-Arg®-Asp®-Ala*-lle®-Phe(pCl)>- Thr’-Asn®-Har-2-Nai"-Arg'-Lys'2-val* L ev-Abu™-
Gin"*-Leu'-Ser'®-Ala"-Arg?-Lys”' LeuP-Leu™-Gin**-Asp?-lie®-Nie? -D-Arg?-Har®-NH,
fk 35

15
PhAc-Tyr'-D-Arg*Asp®-Ala*-ile®-Phe(pCl)®-Thr’-Asn®-Har’-Dip™®-Arg'-Lys*%-Val|*-Leu"*-Abu -

Gin'*Leu"-Ser"®-Ala"-Arg™-Lys*'-Leu™-Leu™-GIn**-Asp™-lle®-Nie*-D-Arg?-Har*-NH,
Fk 36

PhAC-Tyr'-D-Arg®-Asp®-Ala*-lie®-Phe(pCI)*-Thr'-Asn®-Har’-Phe(pNH,) "°-Arg'-Lys 2-Val'™>-Len™-
Abu'*-Gin"-Leu""-Ser"®-Ala"-Arg®-Lys?'-LeuZ-Leu™-Gin®*-Asp?-lle?*-Nie?'-D-Arg-Har>-NH,

20 Bk 37

PhAC-Tyr'-D-Arg’-Asp®-Ala*-lie®-Phe(pCl)’-Thr'-Asn®-Har’-Phe(pNO,) *-Arg -Lys ?-Val - Leu™-
' Abu"-GIn"-Leu"-Ser'®-Ala"-Arg?®-Lys*'-L eu?-Leu®-Gin*-Asp®>He?®Nie?’ -D-Arg?-Har-NH,
fk 39

PhAc-Tyr'-D-Arg’-Asp®-Ala*-lle®-Phe(pCl)°-Thr'-Asn’-Har’- Tyr(Et) °-Arg "'-Lys™%-Val -Leu*-Abu'™.
G}n 15_Le u‘l 7_Ser18-A{a 1Q_ArgZU_Ly521_Leu22_Leu23_G‘n24_Asp25_’ ‘ezs_N‘ez7_D_Argzs_Har29_N H 2

25 )
Bk 41

PhAc-His'-D-Arg*Asp®-Ala*-lle®-Tyr®-Thr’-Asn®-Har*-Bpa'®-Arg'-Lys'2Val™-Leu'*-Abu"-GIn -
Leu'"-Ser'®-Ala'®-Arg?®-Lys” L eu® | eu™-Gin**-Asp™-lle®-Nlg?’-D-Arg®-Har*-NH,

Bk 42

30
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PhAC-Tyr'-D-Arg>-Asp>Ala*ile’-Phe(pCi)>-Thr'-Asn’-Har Tyr(Me) *-Arg"'-Lys *-Val'>-Leu™-
Abu™-GIn"-Leu'"-Ser'-Ala"-Arg®-Lys?' LeuZ-Leu®-Gin**-Asp™le**-Nie?’-D-Arg?-Har”-NHEt

Bk 46

PhAc-Tyr'-D-Arg2-Asp-Ala*tle®-Phe(pCl)>-Thr-Asn’Har’- Tyr(Me) °-His""-Lys%-Val >-Leu™-Abu™-
5 GIn'Leu"-Ser'®-Ala'"-ArgZ-Lys?'-LeuP-Leu®-GIn*-Asp®Hle®-Nie? -D-Arg?-Har™®-NH,
Rk 62

PhAG-Tyr'-D-Arg?-Asp-Ala‘-lie®-Phe(pCl)>-Thr'-Asn®-Amp®-Tyr(Me) "*-Arg"'-Lys -Val *-Leu™-
. Abu™-GiIn'-Leu'-Ser'®-Ala ®-Arg®-Lys?-LeuZ-Leu®-Gin?*-Asp®-ile?*-Nle?'-D-Arg?-Har-NH,
fik 67

10 PhAc-Tyr’-D-Argz-Aspa-Ala"—Iles-Phe(pCI)S-Thr7-Asn°-Hisg-Tyr(Me)“’-Arg"-Lys‘Z-Val“-Leu"-Abu’s-
GIn"™®-Leu"-Ser'®-Ala™-Arg®-Lys?"-LeuZ-Leu™-GIn*-Asp™-lle?-Nie”’-D-Arg”*-Har*-NH,
fik 69

CHa(CH,)eCO-Tyr'-D-Arg2-Asp®-Ala*-lle®-Phe(pCl)*-Thr'-Asn®-Amp®-Tyr(Me) °-Arg ' -Lys'*-Val -
Leu™-Abu"*-Gin ™ Leu'"-Ser'®-Ala"-Arg?-Lys?'-LeuZ-Leu™-Gin?'-Asp®-lle”-Nig”-D-Arg-Har™-

NH. Rk 70
15

HOOC(CH2)1ZCO-Tyr'-D-Argz-Asp3-Ala‘-l\es—Phe(pCl)G-'mr’-Asna-Amps-Tyr(Me)’°—Arg"-Lys12-
Val-Leu*-Abu"-Gin*®-Leu"-Ser*-Ala P-Arg®-Lys?'-LeuZ-Leu™-GIn*-Asp*-Hle**-Nig”"-D-Arg™-
Har*>-NH, fk 72

c‘Hg(CHz)sco-Tyr‘-D-Argz—Asp3-Ala‘-x1e5-1>he(pCt)“-Thr’-Cit‘-Amp’-Tyr(Me)‘“-His"-Lys“-Val”-
Leu™-Abu's-Gin"*Leu"-Ser®-Ala"-Arg?Lys?'-Leu-Leu®-Gin**-Asp®-lle*-Nie?" D-ArgZ-Har-

20 N, Bk 76

Hooc;(CHz),zco-'ryr‘—D-Arg’-Asp3-Ala‘-l;es-Phe(pcl)s-Thr’-cn‘-Amp"-Tyr(Me)“‘-His"-Lys”-Van’B-
Leu™-Abu'®-GIn"-Leu"-Ser™-Ala"-Arg®-Lys?'-Leu™-Leu™-GIn*-Asp?-lle?®-Nle”’-D-Arg™-Har*"-
NH, ik 77

4

CH3(CHz)sCO-Tyr1-D-Argz-Asp3-Ala‘-lles-Phe(pCI)s-Thr7-Cit"-His’-Tyr(Et)“'—His"-Lys‘z-Val”'-Leu1
Abu®-Gin™-Leul-Ser®-Ala-Arg®-Lys? LeuZ-Leu™ Gln**-Asp?-le®Nig?’-D-Arg?-Har”’-NH,

ik 79

25

cHa(cHz)sco-Tyr'-DLArgZ-Asp°-Ala“-ue5-Phe(pcx)s-Thr'-AratHis’:ryr(st)’°-His"-Lys‘z-Val”-
Leu™-Abu™-GIn-Leu"-Ser®-Ala"-Arg?®-Lys?'-LeuZ-Leu®-Gin**-Asp?-lle?-Nie”’-D-Arg”-Har?*-
NH» . fik 80

30

45



200480022286. 8 oW P FE30/111m;

HOOC(CH2),,CO-Tyr'-D-Arg®-Asp®-Ala‘~lle’-Phe(pCl)®- Thr'-Ala®-His®- Tyr(Et) *-His " ’-Lys - Val™>-
LEU 14_Abu15_Gln 1 E_Leu‘l 7-58!'1 S-Alaf S_Argzo_Lysz‘l _LeUZZ_Leuza_GmZA_ASpzs_”ezs_N IEZT-D-Anga-HafE—
NH, Bk 82

- CH3(CHo)sCO-Tyr'-D-Arg%-Asp>-Ala‘-lleS-Phe(pCl)t-Thr-Ala®-His®- Tyr(Et) -His'-Lys2-Val -
5 Leu'-Abu®-Gin'-Leu"-Ser’-Ala"-His®-Lys?' L eu?-Leu™-Gin**-Asp®-lle®*-Nle”’-D-Arg®*-Har*-
NH, fik 86

. CH3(CH2)sCO-Tyr'-D-Arg?-Asp>-Ala®-lle®-Phe(pCl)>-Thr -Asn®-His®- Tyr(Et) °-His**-Lys'2-Val -
Leu™-Abu™-Gin'®-Leu'".Ser'-Ala™-Arg®-Lys?'-LeuZ-Leu®-Gin*-Asp?*-lie”-Nie?’-D-Arg*-Har™-
NH, fk 92

10 CH3(CH,)sCO-Tyr'-D-Arg>-Asp*-Ala‘-lle®-Phe(pCl)®-Thr'-Ala®His®-Tyr(Et)'"*-His''-Orn ?-Val™-
Leu'-Abu™-GIn's-Leu""-Ser™®-Ala"-Arg?-Om?'-Leu?-Leu®-Gin**-Asp™-le”*-Nig?’ -D-Arg**-Har™*-
NH, Bk 95

CHa(CH,)sCO-Tyr'-D-Arg>-Asp*-Ala*-lle®-Phe(pCl)°-Thr'-Ala®-His®-Tyr(Et) °-His'-Om*-val >
Leu™-Abu-Gin'®-Leu'"-Ser'®-Ala'®-His®-Om*' -Leu?-Leu™-GIn**-Asp®*-lle®Nie?’-D-Arg®-Har*-
NH; ik 96

15

CHa(CH,)sCO-Tyr'-D-Arg*-Asp®-Ala*-lie®-Phe(pCl)>-Thr-Ala®-His* Tyr(Et)-His"-Lys *-Val**-
Leu™-Abu'S-Gin*-Leu"-Ser®-Ala'-Arg®-Lys?'-Leu?-Leu®-Gin*-Asp™*-lle®*-Nie”’-D-Arg?*-Har*-
NHEL fik 97

HEERDTHENEAT, XBETREEIWT:
20 [CH(CH,)eCO-Tyr", D-Arg?, Phe(pCl)’, Arg®, Abu'®, Nie?”, D-Arg™, Har®JhGH-RH(1-29)NH;
Fk 4

[HOOG(CH2)sCO-Tyr", D-Arg?, Phe(pCl)°, Arg®, Abu', Nie”, D-Arg®, Har®}hGH-RH(1-29)NH,
Rk S

[HOOC(CH,)sCO:Tyr", D-Arg?, Phe(pCl)’, Arg’, Abu™, Nie?, D-Arg®, Har’hGH-RH(1-29)NH,

25
Rk 7

[HOOC(CH,);2CO-Tyr', D-Arg?, Phe(pCHh°, Arg®, Abu'®, Nie?, D-Arg™, Har ]hGH-RH(1-29)NH;
fk 11
[PhAc-Tyr", D-Arg?, Phe(pCl)°, Cit’, Arg®, Abu'®, Nig?’, D-Arg®, Har”)hGH-RH(1-29)NH;

30 B 21
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IPhAc-Tyr', D-Arg? Phe(pCI)®, Cit%, Cit’, Abu™, Nie?’, D-Arg®, Har’JhGH-RH(1-29)NH;
Bk 22

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Arg®, Amp™®, Abu™®, Nie’, D-Arg®, HarJhGH-RH(1-29)NH,
Bk 30

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, Amp™, Abu'S, Nle?, D-Arg?, Har®]hGH-RH(1-28)NH,
Bk 31

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har®, 2-Nal'®, Abu®, Nie”’, D-Arg®, Har’*JhGH-RH(1-29)NH,
Bk 35

[PhAc-Tyr', D-Arg?, Phe(pCl)°, Har®, Dip'®, Abu'®, Nie”, D-Arg™, Har’ ]hGH-RH(1-29)NH,
Rk 36

[PhAC-Tyr', D-Arg?, Phe(pCl)?, Har®, Phe(pNH,)"™, Abu™®, Nie?’, D-Arg®, Har]hGH-RH(1-29)NH;
Bk 37

[PhAc-Tyr", D-Arg?, Phe(pClf, Har®, Phe(pNO,)™, Abu™®, Nie?’, D-Arg®, Har®InGH-RH(1-28)NH;
fik 39

[PhAc-Tyr', D-Arg? Phe(pCly’, Har®, Tyr(Et)'®, Abu™®, Nie?’, D-Arg®, Har**IhGH-RH(1-20)NH,
Bk 41

[PhAc-His!, D-Arg?, Tyr®, Har®, Bpa™, Abu'®, Nie?, D-Arg®®, Har ]hGH-RH(1-29)NH,
X 42

[PhAC-Tyr", D-Arg?, Phe(pClh)®, Har®, Tyr(Me)™®, Abu®®, Nie”’, D-Arg®®, Har*JhGH-RH(1-29)NHET
fk 46

[PhAC-Tyr', D-Arg?, Phe(pCl)®, Har®, Tyr(Me)'°, His'', Abu™, NIe”, D-Arg™, Har*JhGH-RH(1-
29)NH, Rk 62

[PhAc-Tyr'.‘D-Argz. Phe(pCl)®, Amp®, Tyr(Me)™, Abu'®, Nie”’, D-Arg, Har®JhGH-RH(1-29)NH;
fk 67 '

[PhAc-Tyr", D-Arg?, Phe(pCl)®, His®, Tyr(Me)™, Abu™®, Nie”’, D-Arg”, Har*JhGH-RH(1-28)NH,
Bk 69 -
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[CH3(CH,)sCO-Tyr', D-Arg’, Phe(pCl)®, Amp®, Tyr(Me)™°, Abu'®, Nle?, D-Arg?®, Har®JhGH-RH(1-
29)NH, Bk 70

[HOOC(CH_)1,.CO-Tyr', D-Arg?, Phe(pCl)®, Amp®, Tyr(Me)™, Abu™, Nie¥, D-Arg?® Har®*JhGH-
RH(1-29)NH, Bk 72

[CH3(CH,)sCO -Tyr', D-Arg?, Phe(pCl)°, Cit’, Amp®, Tyr(Me)®, His", Abu®, Nie?, D-Arg®,
Har*}hGH-RH(1-20)NH, Bk 76

' [HOOC(CH,):.CO -Tyr', D-Arg®, Phe(pCl)®, Cit® Amp®, Tyr(Me)™, His'', Abu'® Nie?, D-Arg®,
Har*hGH-RH(1-29)NH, Bk 77

10 [CHy(CH)CO -Tyr', D-Arg?, Phe(pCl, Gif!, His®, Tyr(EY)"®, His", Abu. Nie?, D-Arg®,
Har®JhGH-RH(1-29)NH, Bk 79

[CH3(CH)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, TyrEH™ His", Abu" Nie¥, D-Arg®,
Har*)hGH-RH(1-29)NH, Bk 80

[HOOC(CH211.CO -Tyr', D-Arg®, Phe(pCl)®, Ala®, His®, Tyr(Et)'®, His"", Abu™, Nie?, D-Arg®,

I3 HaPhGH-RH(1-28)NH, ik 82
[CH(CH)sCO-Tyr', D-Arg®, Phe(pCl)®, Ala® His®, Tyr(Et)"®, His"', Abu™, His® Nle¥, D-Arg®,
Har®’JhGH-RH(1-20)NH, kX 86
[CH3(CH,)CO -Tyr', D-Arg®, Phe(pCl)®, His®, Tyr(ED)'®, His", Abu™, Nig¥, D-Arg®, Har*JhGH-
RH(1-20)NH, Bk 92

20
[CH3(CH2)sCO -Tyr', D-Arg®, Phe(pCl)®, Ala®, His®, Tyr(Et)*®, His", Om™, Abu™, Oom?', NigZ, D-
Arg®®, HarhGH-RH{1-29)NH, Bk 95
[CH3(CH2)sCO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®, Tyr(Et)™, His™, Om'?, Abu'®, His®, Om?', Nie?,
D-Arg?, Har®JhGH-RH(1-20)NH, Bk 96

25

[CH3(CH2)CO -Tyr', D-Arg?, Phe(pCl)®, Ala®, His®’, Tyr(E)™ His", Abu'® Nie”, D-Arg®,
Har®®lhGH-RH(1-29)NHEt Bk 97

C. H& M

1. FREIGRR
30 BEEBRTEERI EWBILHEMAER. BOEHER. A
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B G REREBAAE K. i, HHEMEERMBRZES “Solid Phase
Peptide Synthesis”, J. M. Stewart 1 J. D. Young, Pierce Chem. Company,
Rockford, Illinois, 1984 (2nd. ed.), 1 M. Bodanszky, “Principles of Peptide
Synthesis”, Springer Verlag, 1984 48 & . REET LIEH W UFTREH
FRBREEENHHFEERTIE, RiEFHEHEEREWE% S
Merrifield, J. Am. Chem.Soc., 85 p. 2149 (1963)Fr iR (17, Sk %t Frik hGH-RH
BIFREATH % .

REENN « REEBRHRFHEERBITER. Mk, BREL
BRI R E(Boc B, Fmoc) BT o« EEEFHE.

EEMERT, EUEREE C-RERLHRNEBEERN N-a -
RPHNEERB I EREWEIXFYERER. ERBERNTRE, o5
ERPEFOAFREHB EURTHENBBRRNERERRE, Mikh,
= N-a fRIPER Boc B, LA 50% B#I7E DCM H ) TFA #47, 2% N-a-
R E R Fmoc AT, LL 20%7E DMF F FIVRREHIT . ¥4 2 H U Boc B8
Fmoc-fr#7#) « REZFNFRNEERZ S BEERIMIE EHTREER
HiEBEEREEAURBFENKTS . BEARERRES C-HEEN o &
EEAERE, S hGH-RH UMK EKFFIETF C-w¥F R N-wmHE.
HELRBEBRFIIN, £ N-Imx R IT B R, FHFBENTRER
BB %

TEQS H 3 2B EASIMERFNEERIFBEE BB RNE
DCM. DMF HHEBEWT#HIT. EEIMNE, LOKE)ET=EE RSN
BERRNTRNEE. EREATEBENEE S, ERRET I EER
ZHIBEER « RERFEZA, ESFRBRER, BIRRNEEE
AR B AL AT g .

BAUNESHRABETTRIMERILI P,

=1
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{ Al Boc- SRR B SR 7Y & BB HA R 5 58

S’ %l TR 8] (53 5)
LERY 50%7E DCM ] TFA 5+25
DCM ¥tk 1
2- A EEUER 1
2.9 5%7E DCM # ] DIEA 1
DCM ¥k 1
MeOH 3E#%k 1
5%7E DCM F ] DIEA 3
MeOH ¥tk 1
DCM %3 X) 1
3.fREK 3 ¥EMZE DCM = DMF

F ) Boc-EEMR+3 HEW
DIC E#HEITH) Boc-&H &

B2 #) HOBt fg 60
MeOH BE#(3 iK) 1
DCM BE#(3 1K) 1
4. 784k TERLRE 1 # Ac,0(30%) 10+20
(R EIE) MeOH #E#(3 1K) 1
DCM ¥E#(3 1K) 1

*x1I
5 {#H Fmoc- KRR BB SN ABAHM AR
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TR =%l YEFARY [B) (43 4F)
1L.ERF 20%7E DMF F B TRAE 5+15
DMF ¥ (3 1K) 1
2.1BEK 3 4B #7E DMF # ) Fmoc-
HEM+3 XEM DIC
11

+3 ¥EH) HBTUH+3 H¥E
¥ HOBt+6 &/ DIEA 60

DMF ¥tk 3 Ik 1
3.8tk 3 ¥EWZE DMF 8] 1-Z 30
(IR EIE) w95 U

DMF BE#:(3 1K) 1

& RGERSE . FIAE A R ZE R A BT B AN B T VR SR SE BB A e EROR
% -

2LXFREYHIEFE

AT E L F LT EY), Bl MBHA. Merrified. PAM. Rink BifZEL Wang
W Ps E-& R hGH-RH EHFIEK. FridErEEREFE, MBHA BHE
B2 RE A RELEHITH AR LT A . XL R B XY
F C-RBREEFANEEN S MR- IAREN 4-REFERFRHMBA)E
LR AR T BB EMEEFR#ITEENR- TR E X - B -2
A& LB E(SPAE kL.

L{FH Boc EKIEMABEBEIE C-umELRT, MERRAER
MBHA. EEE | #RHFE DIC-HSHBEFERTH C-RinEE
BR 51z IR )& .

KT HIEEE C-if ZEBIE(-NHEYEHRIAK, 715 Boc HMEEE&1F
Fi Merrifield # A2t HMBA-MBHA # 5. @it TH®EE T HELH
(KF)E 4t 2N S R EBCR K C-inE ZEBIE R 2 Merrifield 4 H8 L.

T FE C-iifIRE Agm PIRKHIE B, MRiE X #F4H 2 MBHA 4 JEEUE
EFEMAE. Boc-Agm HIMEZEFABIRER, B ESRBEIELED
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XL -FR B - E B CH B (SPA) 2 KK Boc-Agm HIMIEER S ZHE
EYFHITIEE. Fa-HE-Boc-R¥FH Agm S5ABEREXEELR
C1-SO,-C¢H,-O-CH,-COOH & % LA B Boc-Agm-SO,-CgH,-O-CH,-COOH.
SXJ& f# F DIC 8¢ HBTU-HOBt-DIEA {E A7 AT Z U EME X HERE
), B0 MBHA # g {58k LA™ 4 Boc-Agm-SPA-MBHA.
3EHEERTEY

NEGREER, MAEFNEERANSTRLE, KZHLUENIH N-a
Boc-8{ Fmoc-fTEMM RN FHUHITEH. Eit, ¥ Boc-Gly-OH
Fmoc-Gly-OH AV T 46 Gly BE . RARFENERREERZ Gly,
Ala, Val, Leu1le, Phe 1 Pro, #H A& BB+ —Lex BT B 483ESR
BN EREEERE Abu, Aib, F Nle.

FridfAp) — LT ERZREAEFNGEERE, FIAEREASH T RS
EZRPPRFNEETRNE. SXEMNEERATFEN, SENRIPESIXL
B AEBRUER TR RNFEIEABEBMNERNRE. EiEE
HEMERFETEBEOTERAN: () EREREZHT, RIPEMRE
R EERFEFFEATR, b) EERNEBIEZERY, RIFEEER
o FERFENFG TR ZERERN, ONERFEEMFTERERTFTIIN
ERERE, BRI ERHBEREERN RN &H T LARTERR.

4% Boc-REBAEERFH, RNEMEE R F# R
%tF Arg #1 Har, Tos BXAEEWNNO,); X T Asp 1 Glu, cHx B{ Fm; XFF
His, Bom; XtF Lys #1 Om, 2CIZ & Fmoc; XIF Ser A1 Thr, Bzl; XtF
Trp, For; FiXtF Tyr, 2 BrZ. Asn 1 Gln FMWEEARIIRI . 7E Fmoc &
MBS, RNEMNSEEEETHD TREESERFERRT: XT
Arg M Har , 2, 2, 4, 6,7-1 F2- S F FH g -5-FEBEE (Pbf)BX bis-Boc;
XtF Asp 1 Glu, -1 Z(tBu); X T Asn 1 Gln, BERIPEH=ZXKHF
E(Trt)R$; XF His, Trt; XF Lys 1 Om , Boc Bl 4-FEE=FKFE
(Mmt); XtF Ser 1 Thr, tBu & Trt; X+ Trp, Boc, FXT Tyr, tBu &k
2-F=F FEQ2CITrt).

BT LR ERTZ TR REMIERISEER, ARIEHN—&KE
B NEIIERAD R E TR E I - BRE- K N E R (Amp); WHAL-TE-E R
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H R (Gup); F 2EHWE B (Cha); 1, 2, 3,4-tetrahydronorharman-3-32 B (Tpi);
Q-EH)HEARQNal); (3-"FFE)NERDip); X{-BE-FRER
[Phe(pNH,)]; % A7 - A 2= - 2K 79 & ER [Phe(pNO,)];  (3-PHBE Z) N &R R (3-Pal);
O-ZE-FEER[Tyr(E)]; FXAL-EFBE-FENEER(Bpa). EEIHEKE
ERRPEERTEDRBILEEERZRES ST . ATLUEARXE
BRVPPEERTEYRIE-HSFIRINT: Boc-Amp (Alloc)-OH,
Boc-Amp-OH, Fmoc-Amp (Alloc)-OH, Fmoc-Amp-OH, Boc-Gup (Tos)
-OH, Boc-Gup-OH, Fmoc-Gup(Boc),-OH, Fmoc-Gup-OH, Boc-Cha-OH,
Boc-Tpi-OH , Boc-2-Nal-OH , Boc-Dip-OH , Boc-Phe(pNH-Z)-OH ,
Boc-Phe(pNO,)-OH, Boc-3-Pal-OH, Boc-Tyr(Et)-OH, #1 Boc-Bpa-OH.
ERBEMIERBEERVBERPATEDTEE N — LR HENERS,
iR B N3 B FE: Bachem (King of Prussia, PA), Peptides International
(Louisville, KY), Novabiochem (San Diego, CA), Advanced Chem Tech
(Louisville, KY), #1 RSP Amino Acid Analogues DBA (Worcester, MA).

4 BERBRENZE L BE

AL RRENIFREAYIEER C-mEERE Agm BE/R, BT
RIK A S TT5E L3 LU 5 IR S B A A AT & . R TR E-ZE A TS
SEBRE, SIMMAPPHEERUA=FERIERTEEK, FEHR
(B EERT LLZEA BT 0 DMF-DCM (1: 1EFE B 31 i DMF 5 DCM F#H1T .
EEBBRAFFERELSTREARNRTBES . EABRRF, 5558
)R N, N-—RRAEBR - TEDIC), 5% DIEA &R, 5 HOBt &K
HBTU . 7E& B EE B BABE R N B B Th i s il it /K & B = R o
ITHR ., EATLBERENERT, EE2R RERPERN, ERB/EK
25, BUFRINERFINT IS S &k R N EERERIT LB FEK
IR 2 1- SEEEEK PR Ac,O-IiEiE .

Ll 5 LART RO BB R 077 R 5E U R R R XS IR N-SRiH TR E L
Btih, ARENEAAENRBRIAEER. 3 °RRE5 N-mEEn, E8
HIRAUE —4-COOH A5 EERm R NN, HFXLRNARE),
AN ZRBOE A TEK. P2 - RBROAFETAEBK; £HER
T, @it H DIC AbEE Skl &iX LR I T BB H 5 2 TRk
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SN HREY L RIR BRI ER ER

LAWMERE, RN HHE LB TRFAEMERFERE
.

3T Boc $5B&7E MBHA, Merrifield, B PAM # g L #|& R B BLEIL
(] C-3#(-CONH)EREH C-miREER(-COOMHIKERH, BELH
RAENBEERLEH)HW L EREKRNWE LER. X THE
Boc-Agm-SPA-MBHA #AE_ L& RKRIBEFBRIXRE. E—EBRF, K
& HF HRRETE NRI& MR E. R, WRXNF HF LBEFHHE
B R M IERL b, NiZT RN RB T RUERIZERPE.
Fi, 7 HF A2 giekZ j5, BIiTHA 20% /972 DMF FRIVRIEZHAT AL E
Sk 2 Fm # Fmoc 3P %, FrET A PA(PPhs), HALTIFIEEZIE RIS
ZF& AlL A0 Alloc ZH .

EYH, 7E 0°CHBMYN T ERMP IR KIAK-H AL 60-120 23-%F
LUNBYBE 4R BRI+ 5% HF-A R EMSERIFE, FdREDHE k-
FPEH 1.0mL B m-FEYA 10mL BT KELELRK. ERRAMEZET
EREMNEE, BABUTIEHFSRIK, diE, ABMIRZERSE, B 50
% B ZERHIR FF AT R R T4

Bt Boc % BL7E Merrifield B HMBA-MBHA W ig L #|& BH Z Bz
(-NHEN)C-3 FIBKRIEFEF, SR MKE S8 ZERENH)T R EE
AP RE EBUAR TR, &2, KA EINH, BB 2R R . EERBEERM
H, FTREEA S TRAMEEFRR-MAE. Wi BINH, HENEUER
BR-BEAE . BETREmER, FTFEEABE EINH, #3) 3.5 DB AT A
REEA. WE, BERUTUKEEE. 3T Hid 58 4& EINH,, B THE
HRAYAEMIEFRMENIKKEESY, ikl EEEENRIFE.
W TR, BEER AT TR AT HF &2, ATERETR KRN
HRPE.

6. itk

18 A Bk 2 b AT B A1 VAR SEBRAR R 24k . Bian, A Vydac
218TP510 RABAE(10 x 250 mm, F§ C18 FERZEEE, 300A LK/, 5 mMR
ki K/ (The Separations Group Inc., Hesperia, CA), FJUAFEEFH Knauer
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UV JtE+H#1 Kipp 1 Zonen BD40 123% #% i) MacRabbit HPLC % 4t(Rainin
Instrument Co.Inc., Woburn, MA) BT84k . FBERI RS REBTIARE,
FTRE R R H(A) 0.1%7K 1 TFA FI(B)LLEL MBS EREAX (I, 7E 120 &
Bhipy, 30-55% B)HIFE 70%7K 1 MeCN F #] 0.1% TEA. 7E 220nm i3t
B4, F4#F Hewlett-Packard Model HP-1090 y& #8 & 351338 13 4 #fr HPLC
SRR MRSy HGHHITEHUABEBRPAEE. FIRSEERE Vydac
218TP52 R FAE(2 x 250 mm, C18, 300 A, Sum) bi#4T447 HPLC, Frid
& mE e B B IR B (A)FI(B)A R I R 4t - 7E 220 71 280nm i .
BIT 4T HPLC HIWT T iR AR EA LM (>95%). BT BEAL L RGE
NFE, HETREROTTRIELT M EERA K.

D.Z5 4 4H FFN e A AR K

ARFARIKATLLIZEHA, JeEHSEmBRA MmN #ITHE .
XEEFR R N BB TR EBILY) . SRLY). TREREE. R, EHE
B3th. gluconate. BT, DRMRE. LB, ZFERRE. TERE.
FERLI, JEWPRLL. BERE. WEERE. ERRE. FUANRKRE. &
A%, SAMENERTEREBENLDL, AR ERES. XE&
BREE R KRR (8]

ARBINEDETE T .c)s NAGm)SFHkAGY); &K EFHER
B BIEERAE, RS BTAYERNESREWEEW D, L-
RACEE-1E Z 2B WA R R (B0, AR SR BB AT YD) &
LA ZREANSSY, ERMEEREARMER. HEShE
HARBEARAMTEERN, B, HFEFHE. EREAF. BFEENN. E
R B R R B IR E S . WA A AR Z R AT SE
17, EEEKREERN, REETUFERE A8 0 R EE.

PRk itie @ iE e 4. A BT EFEEkA S RBSE NS E
HAGHITHER . BUE, BATRKEARE EEREN BB EF BB
HBNHATHA . — Ml EERZRIEABRE BB G
MEREE . BB EAAREAD KIS FE RN, RS BEY T RERNE
EREY), PIME-WAEE-F£ LTEE.

FrEMKNERRTAYMAS YRR AEANER . EAZEKER
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% GH-RH #HABERERS, B im 3 sciEst, S ERBER
B E AR RBATHA, mR—R—RE 5% 2-4 RHEA/R, BRER
FIBNTF 2-20mg/R/BEZE. 2% GH-RH HRFBEIEFEKNERSAA
BER, RERFETE 8-80ug/ke HE/REEN, SR 1-4 FANEST
JRBBE A T E R . 518 GH-RH #EH A MAEFHIF], Flan@EiEx
FEMBEBEBRENE TR imEs, ST EE 5T £V ERE
(EBEPRFETUEAL SRR E. REEADR imB s.c.itiA
B, BEKFIENT 1-10 mg HEHF/R/BEZHE.

E. GH-RH # #1571 8916 77 N H

FRH GH-RH FEHFH B EE M VA7 1 N 2 P 22 M P 4l 22 B 4
. —&% GH-RH FERFEEEESKTE LRI EREFEERAWAE
A, 1% GH-RH-51/E/ GH B, H&EZLwD> GH M IGF-1 HiEKF.
HT GH-RH HHi7@ TN GH-RH RIE AL, B & 8o/
AR A4 K E F (i 0 IGF-1. IGF-II. GH. VEGF. FGF)F=4£F/E T AE
MBS A EEEMEKELEER, HFERENEE K ERERRNTF
VER . IR ERETIN ARG RS, K5 B SET U
%, RE5WTHSREREEES. IEREMEYTTHTISHEETTRER
JEEH LR . H'E R GH-RH FHFESEMHERANS, EENET
R PSR EEE R TRBE RIEER. Bk, &7 GH-RH HHAmE
BT IS RET BN ERIETAR.

T EAAEETEAR GH-RH MU HEENS GH A1 IGF-1
pmyE K FEEERKERT. B, e FLUEEF~4% GH M IGF-1 4
BE B R AR IR 4, UL 3R3& IGF-1, IGF-11 8 GH K= & R AERY
VaIT, Mg sE K EFRIBHE AR TERER.

(RAKEEMHZ RO GH HBIFIEFEIRIT B GH 0 IGF-1 31
BRI R R 2B . AT, GH-RH #HHFIRERFHETIRS,
XERAEKEEMEZR DA GH BHFIPNAFRATRER . XL
H#HR T GH-RH HERANWERKIZFILE, EIBR T #I%] GH A IGF-1 §
R4, EATMEMAMKET GH-F IGF-1 X B E e A A E
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BEE 0. GH-RH R RARSARNSREKBEMNFRRLD—E,
L\ —FEAIEINE GH #1 IGF-1 K PRAFLEE . GH BRAN—FMAE

- EREERRLE GH KT ELRBHEIF R, K@ GH-RH U

(e PR 45 LA BE 5

Bt B4 KEESIEN —MERRRBIREXE, HRARENERET
FIFEMK. GH-RH HEHUFIEEM B BRI IRARRIL, Bt
BB, OEMERALCOLERFNECEHNIERTE. B8
GH-RH #5407 T 1897 8 PR 7 T A0 M B8 (OB PR P ok B RO = ZE R ) AN
BRFEER, EPAABRMENRGS5 28T GH 28 BRAEE
EE B GH-RH ERFGRAEMKIES ZHERETHRE, KRS
/> GH 1 IGF-1 /K ERIIX L AV RE D BR R IRBR . ust, BT EL]
%) GH B, X7 #% GH-RH #HAIATREVREFRIANHE.

BEREHAEKETFEENZYEI GH-RH HHLE7E S fHaiRag — L
EERNRRREESREPHSHRFRE RN, PRGN E e RImE 4
. &SELEMEXEOIUE, EPRAFHERBTRERENERD.
Ak, BB HWIRIT BRI E B BE A R 30 Bk B K (percutaneous
transluminal coronary angioplasty) (PTCA)EHIHHRE K RETRE KNI
BORR A, B¥ENA GH-RH BHFl. B4 &R =A% RE
ERHEEQLH-RODEEHFIRFBRFEA GH-RH HHARET —L£a%8
5, WWE. FERNERMEMSEINEESIE. GH-RH EHAE
TEV87 BRI ARAE R (BPH), METER BB ELEM REEAERRK
hREERK, RS EP, FE GH-RH ZE.

SRT, GH-RH HEMFIMEENFAEBEMEF . GH-RH #5057, %
B R7EMR K L B R EBER L, ST R R E R A
SRS EBRIER TN, 5T GH-RH HHRAVIUEE/FERHREL
—EeHLEIFEIN R, X AYI TFIRIT KBRERT AR, B EEE
% #FH GH-RH. IGF-I. IGF-II. GH. VEGF. 1 FGF RIBI B 73/
S AR b B AR L

GH-RH ## 70 T Mg RERK, FridERiL GH-RH Z4HF
B¥% GH-RH A1 B0 W/Z 5 uwEREF XEEERBEaE, BART,
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fE. BIFISE. TLIRE. UREVE. TEABE. BE. BE. BRE.
=i B, PR, UERBAKRRARE. BEARE. BRENKEE.
@i PABT GH-RH 1M 4, XE&FH M - GH-RH FRIBIER, %
fi 98 A B HI A1

GH-RH ¥ 7#BIH RE KB EMH ZR U — MIBET GH-RH
R B T s RN ES, IRRESRFRAEKEENHERE
{8334 GH-RH HIFE R4k, Bl AE RE.

TFIF GH-RH #EHFNGTRIEME, FridBiEERIE IGF-1 Z1&
HELRT IGF-1 /= IGF-II fENAKEF. XEBREMBERE, 5l
FE. BUAIBE. SRR, DREE. FERNBRE. BE. 8hERE. &
R . ISR, FETE. BRI PE . GH-RH 5P 7E> M3 IGF-1 ZKF.
HE| g A IGF-1 /8, IGE-1I K B 4/ 4y =4, FH T8 IGF-I
2RI KRR X TREER T RAE FIR.

WA A GH-RH HHFRE T LB TR REE, BB T
GH /Eh 4 ¥ FF. GH-RH HEHFI LiE GH KF . #if GH B 8 7%
PrAE T GH ZARILMEENERT (beneficiate) FLEFIREMHEE
AP RIVATT

BT eI BT IR ASATIE S N EARE R VEGE R3EliERE, 5
2 EF TN EA RIS AR, GH-RH SBHmEANILE £
H1FRA AN . FEit GH-RH FEHATN T 1877 LR ZUKE T VEGF
7 1M1 & 4= Fi(neoangiogenesis) I FfE 2 i HY

SE a5
AR LS T RSSHEIEATHR, FRREEs L TEFIUARKE
(O3 . ZESEHEGIT, BRARRERIIR, A LSRR A R S ER.
b8 5 1 ST AR H B 3 B AR R & BT GH-RH 5N &85V,

S 1
CH,(CH,)sCO-Tyr'-D-Arg?-Asp’-Ala‘-Ile’-Phe(pCl)’-Thr’-Ala®-His - Tyr(Et)"°
-His”-Lyslz-Vall]3 Leu'*-Abu” -Glnm-Leu”-Serlt;—Alalg-Argzo—Lys2 l.Leu?-Leu’
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3_GIn**-Asp?-11e**-Nle*’-D-Arg?*-Har”-NH,(fk 80)
{[CH,(CH,)sCO-Tyr', D-Arg?, Phe(pCl)’, Ala®, His’, Tyr(Et)', His'', Abu",
Nle”’, D-Arg®®, Har”] hGH-RH(1-29)NH,}

EAFHNEMKEREEUESTRAHAITER. 5L, B 5%HE
DCM ] DIEA 3k H Fixd 47 - FF 2 — K B E FZ(MBHA) 4 g (Bachem, King
of Prussia, PA) (720 mg, 0.50mmol), FHiZMRK I RFTARTE»ITIEG. &
FrhEMKAREE P H B FMBM M DICQ235uL, 1.5mmol) # 5/
Boc-Har(NO,)-OH (500 mg, 1.5mmol)7ZE DMF- DCM(1: 1) I 1 /MES
FERIT MK A =E AR BERRNTARE, BITR T FRERPH
ch MR 7 T 2= B Boc S35 & B4 g LT T — M EER I EE.
8k 4233 1T & A IF BT B 7R K (indicated)FUF 44 T H I R R ER B EE]
Mg EURBRENKFFIREZE DS BAkE : Boc-D-Arg(Tos)-OH,
Boc-Nle-OH , Boc-Ile-OH , Boc-Asp(OcHx)-OH , Boc-GIn-OH ,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z))-OH , Boc-Arg(Tos)-OH ,
Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH,
Boc-Leu-OH , Boc-Val-OH , Boc-Lys(2C1Z)-OH , Boc-His(Bom)-OH ,
Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH,
Boc-Phe(pCl)-OH , Boc-Ile-OH , Boc-Ala-OH , Boc-Asp(OcHx)-OH ,
Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH.

B EPHEERBREETTIRE Bachem)ZRER T EZHE
PRELEER. HBEEEBNNEERANSENRIFPELUNERS
R. LXK OH ZERARTENRENREREF K.

Pl DIC(235uL, 1.5mmol)RIBEH RIFHEER (E4 1.5 mmoD),
B4 T Boc-Asn-OH 1 Boc-Gln-OH LLEAIAITIE AT HOBt BEZEAT 1B EK.
M Tyr' B2 N°- Boc R # /5, f#/ DIC (235uL, 1.5mmol)fE A fREEIR
i SEBZ[CH5(CH,)sCOOH](475uL, 3mmol)Rid BB ALK .

A T ¥ BT R Bk MR B _E 2 T SR AT 2R, 4 130mg B TR
B BE #8435 0.5 mL A9 m-FF B0 5 mL BB EHF) T 0C— @R TH#:
%2 /hif. EERKRTHEESTER HF G, ATKZZBMLRZES
VR TR A BRI R R P B ARTE S0% M 2R HF BT T I8
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MBS RAT S . FKBBAAGRTIRG, KA 75 mg S,

1# F§ BF Supelco Discovery HS C18 &ABAE(2.1 mm x 5 cm, LA C18 EE
REsE, 120A FLK/, 3um BURIK/M)(Supelco, Bellefonte, PA) FZk
B BE BN (1 40, 40-70% B)HJ Hewlett-Packard Model HP-1090 ¥AH &3
I LS R S8 B 404 HPLC SRS ZHEAK, TR R R FKH(A) 0.1% 7K
TFA FI(B) 7E 70% 7KPE MeCN ) 0.1%/) TFA A k. A T8 ¥ &
HPLC #4744k, % 75mg FHAREAETE ACOH/H0 F, iR, TIRHN
F#E Beckman Ultraprep ODS A£(21.2 mm x 15 cm, ] C18 EEZEHEE, 300A
AR/, 10 pm BRI AN . FridiE AR EER (B, 7 120 78R
(4 40-60% B ) Fi L IR BB FI RGHATEEMR:; FUE 10mL/7r 4. 7£ 220nm
WS, F@iT 44T HPLC SRAEMIFTIR R4y BAE®T 95U WERT &
I BITAGTBRNTIEE 7.7 mg 474, LA 0.2ml/min TR EHSFE
PER7E 3R Supelco C18 RARFE L4747 HPLC, FridSE¥ER AR L
BREEFIRSE. 7E 220 #1280 nm M. &L 47 HPLC H B iR =4
BEAM( > 95%)K). BEBEENREERESTE, FEIEERI
SRAE LT EA ) B A

Bk 2, Bk 4, Bk 6, Bk 8, BK 10, Bk 12, Bk 14, K 16, Ak 17, Bk 79,
Ak 86, Bk 92, Bk 93, Bk 94, fk 95, fk 96, Ak 1041}k 105 LIEfk 80
MR RETER, BT XERETIN NIREEEHERNEERIN
ME TR RIRNBRERD.

TFRK 2 BA R, H% S R [CHy(CHy)CO-Tyr' , D-Arg’
Phe(pCl)® , Arg’, Abu® , Nle”’, D-Arg” , Har”]hGH-RH(1-29)NH,,
W10 F BRSPS UL B R T (indicated order){BEBXE] MBHA Mg

: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-CH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, BEJ5F CH;(CH,),COOH i#iTBEL
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StFRK 4 8 & B, H ¥ 4% 2 [CH(CH)CO-Tyr' , D-Arg’
Phe(pCl)® , Arg’, Abu" , Nle”’, D-Arg® , Har”1hGH-RH(1-29)NH,,
T MR B ER UL B R BRAF B 5L 2] MBHA M AE L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bz!)-OH,. Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

10 OH, BE/5H CHs(CH,);COOH BT BE{L
St F Bk 6 BI& B, AL %% H R [CHy(CH,)CO-Tyr', D-Arg’
Phe(pCl)® , Arg’, Abu” , Nle¥’, D-Arg”® , Har”]hGH-RH(1-29)NH,,
¥ F R EER U E RN FEEE MBHA B i L: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
15 Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-CH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-

Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, ABoc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F4/5FH CH;(CH,)sCOOH #1TEkAk .

20 SRR 8 HI& B, HAk 2% # R [CHy(CHy)CO-Tyr', D-Arg’
Phe(pCl)’ , Arg’, Abu'® , Nle?’, D-Arg®® , Har”]hGH-RH(1-29)NH,,
BT R S B UL B S SR B E] MBHA 8 £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gln-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
25 Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc—Arg(To_s)—OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F&/5 A CH;(CH,);(COOH #1TBE1L
30 St F ALK 10 MI& R, HA %S R [CHy(CHy)CO-Tyr', D-Arg’
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Phe(pCl)® , Arg’, Abu”, Nle”’, D-Arg”®, Har”hGH-RH(1-29)NH,, #
mT MR EER U EREIFEEE MBHA # g £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Glin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl}-OH,

Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)}-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl}-OH, Boc-
Phe(pCH)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(T 0s)-OH, Boc-Tyr(2BrZ)-

OH, P85 H CH3(CH,);,COOH #1TEkfL

10 ST R 12 B4 R, H %4 R [CHy(CH,)CO-Tyr', D-Arg’
Phe(pCl)® , Arg’, Abu®, Nle?’, D-Arg®”®, Har”’]hGH-RH(1-29)NH,, ¥
T R FPEER U ERRIUFEBCE] MBHA B8 £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(QcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
15 Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, BocVal-OH, Boc-Lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boe-Thr(Bzl)-OH, Boc-,
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(T o0s)-OH, Boc-Tyr(2BrZ)-

20 OH, B&J5H CHs(CH,);4COOH #1THiik.
5T TR 14 BIA A, H ¥4 R [CHy(CH)eCO-Tyr', D-Arg’
Phe(pCl)® , Arg’, Abu'’, Nle¥’, Har®, D-Arg”]hGH-RH(1-29)NH,, #
T RBRTEER L B RFEBcE MBHA #E L. Boc-D-
Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH, Boc-
25 Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-
Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2C!IZ)-OH, Boc-Arg(Tos)-

OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-
lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

30
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B&J5 F CH;(CH,)sCOOH #AT B AL .

StF Bk 16 W&, H% % # £ [CH(CH,),CO-Phe’, D-Arg’
Phe(pCl)® , Arg’, Abu®, Nle*’, D-Arg®, Har”’]hGH-RH(1-29)NH,, %
T B R R R UL B R 10T B 8K E] MBHA #i5 E£: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, Boc-Phe-OH, BE/5F CH3(CH,),,COOH #1THitk .

HFRE 17 &K, HAb%¥ 4 £ [CHy(CHy)14,CO-D-Phe’, D-Arg’
Phe(pCl)’, Arg’, Abu"’, Nle?’, D-Arg®®, Har”’]hGH-RH(1-29)NH,, #1n
TR R EER L EREIRF R E] MBHA 4§ L: Boc-

Har(NO.)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,

Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-

Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCi)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2Brz)-

OH, Boc-D-Phe-OH, F#J5H CH;(CH,);,COOH #1TERiL

TR 79 KI& B, H AL % 4 # R [CHy(CH,)CO-Tyr', D-Arg’
Phe(pCD)®, Cit*, His’, Tyr (Et) ', His", Abu'®, Nie’, D-Arg®,
Har”ThGH-RH(1-29)NH,,
BT R PEER M BRFRFFEBCE] MBHA # 5 £: Boc-

'Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
*tis(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Cit-OH,l Boc-Thr(Bzi)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,
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B& 5 B CH;(CH,)sCOOH #1TEEL .

TF K 86 1A AL, H k¥ & # 2 [CHy(CH,)CO-Tyr', D-Arg’
Phe(pCl)®, Ala®, His’, Tyr (Et) '°, His", Abu®, His®, Nle?’, D-Arg®,
Har*ThGH-RH(1-29)NH,,

BT R EER U B R IRFEB 2] MBHA A JE k: Boc-

Har({NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bz!)-OH,
Boe-Leu-OH, Boc-Gin-OH, Bop—Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)}-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bz!)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B& /5 F§ CH5(CH,)sCOOH 4Tk 1L .

St F R 92 BI& B, H k%4 2 [CHy(CH)sCO-Tyr', D-Arg’
Phe(pCl® , His® , Tyr(Et)®, His'', Abu”, Nle¥ , D-Arg®,
Har*ThGH-RH(1-29)NH,,

BT KR EER UK BB 2] MBHA #ffE k: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
 His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Asn-OH, Boc-Thr(Bz!)-OH, Boc-Phe(pCl)-
OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B& /5 F CH,(CH,)sCOOH #4TBE1L

ST BK 93 BIA R, H ¥ 45 R [CHy(CHy)eCO-Tyr', D-Arg?
Phe(pCl)®, Ala®, His’, Cit"®, Nle*’, D-Arg®, Har®]hGH-RH(1-29)NH,,
BT BRI EER U B RFIF BB S MBHA WA LE: Boc-

Har(NO.)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bz/)-OH
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Boc-Leu-OH, Boc-Gin-OH, Boc-Cit-OH, Boc-Leu-OH, Boc—ValDH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)}-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B&J5F CH;(CH,)sCOOH #t1TEiL -

StFBE 94 B A R, 34k % 44 2 [CHy(CH,)CO-Tyr', D-Arg’
Phe(pCl)’, Ala®, His’, Tyr(Et)", His", His”, His®, Nle*’, D-Arg”,
Har”ThGH-RH(1-29)NH,,

W T R E E R UL E SRR E] MBHA #HE L: Boc-

Har(NO,)-OH, Boc-D-Arg(T 0s)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-His(Born)-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzi)-OH, Boc-Phe(pCl)-
OH, Boc-le-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-QH,

B& J5 B CH,(CH,)sCOOH #1TBEA.

5t F Bk 95 B4 R, k%4 # R [CHy(CHy)CO-Tyr' , D-Arg’
Phe(pCl), Ala®, His’, Tyr(Et)"°, His'', Om'%, Abu”®, Om”, Nle”’, D-Arg”,
Har”ThGH-RH(1-29)NH,,
KT R R R R 8 UL B R IUF R B3 MBHA B L: Boc-

Har{NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boe-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B& 5 F§ CH5(CH,)sCOOH #4T B, o

st F Bk 96 M4 B, k24 R [CHy(CHy)sCO-Tyr' , D-Arg’
Phe(pCl)’, Ala®, His’, Tyr(E)'®, His", Om'?, Abu", His® , Om®,
Nle?’, D-Arg®, Har]hGH-RH(1-29)NH,,
¥ T R E 2R L B RHF BB E MBHA A5 L: Boc-
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Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OchHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boe-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, éoc—His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B J5 A CH5(CH,)sCOOH i#4T Bt/ .

XFT Rk 104 B9& A, H A% 54 £ [CH(CH,)CO-Tyr', D-Arg®
Phe(pCl)°, Ala®, His’, Dip'%, His", Om', Abu”, His® , Om?*, Nle7,
D-Arg®®, Har®]hGH-RH(1-29)NH,,

BT R R EERUEAH)RFREE MBHA #§ L: Boc-

Har(NO.)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Omn(2C1Z2)-OH, Boc-
His(Bom)-OH, Boc-Dip-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCIl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

‘B J5 F CH3(CH,)sCOOH #1TBifk .

StF K 105 B4 R, H k% 45 # & [CHy(CH)eCO-Tyr', D-Arg’
Phe(pCl)’, Ala®, His’, Phe(pNO,)", His'', Om', Abu'’, His® , Om?,
Nle?’, D-Arg®, Har®]hGH-RH(1-29)NH,,

BT R EER U ERMINFEBE MBHA # A8 E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)}-OH, Boc-Nle-OH, Boc-lle-OH, .Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzi)~OH,
Boc-Leu-OH,, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzi)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, FEJ5H CH;(CH,);COOH #1TBtL .
Bk 2, Bk 4, Bk 6, Bk 8, Bk 10, Bk 12, Bk 14, Bk 16, Bk 17,
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Bk 79, Bk 86, Bk 92, Ak 93, Bk 94, Bk 95, Bk 96, fk 104, FfK 105
) HF SR AEFI, LGB ¥ 414 HPLC BIFEE4iib anfk 80 BB
RAT. Wit H7 HPLC HIBT 4L Itk SR EA( > 95%)4ER) . BT R
EA R BTN S FEFETEER)TE SRR EERA K.

RG] 11

HOOC(CH,);,CO-Tyr'-D-Arg> Asp*-Ala*-Ile’*-Phe(pCl)*-Thr'-Asn®-Arg’-Tyr '’
-Arg]I-Lyslz-Val'3-Leu14-Abu15-G1n16-Leu17-Ser18-Ala19-Arg2°-Lys21-Leuzz-Leu
2_GIn®*-Asp?-11e*-Nle?’-D-Arg?*-Har”-NH,(fk 11)
([HOOC(CH,),,CO-Tyr!, D-Arg?, Phe(pCl)’, Arg’, Abu®, Nle”’, D-Arg®,
Har”]hGH-RH (1-29) NH,}

FRENEMAREREEUZES TARHRITER. BEZ, B S%HTE
DCM = fJ DIEA &= #1 MBHA #4 fi§(Bachem, King of Prussia, PA) (720 mg,
0.50mmol), FIZEFE I PR FIEHT IR . EFIEAKREHERETH
s IEF] DIC(235pL, 1.5mmol)k#E3) Boc-Har(NO,)-OH (500 mg,
1.5mmol)7E DMF- DCM(1: 1)FHI¥EH 1 NEf. EEEAEKEEH =R
WF SE{REE R N R RUE BT R 1 AR 9 R RSP FI S FIFEFF T % BR Boc
(R IEE I8 & R B LG AT T — N EER B . #EHIT R AOHERI L
BoRHR T % R S ER AN L WTIRE TR RIS
k% 5 R BKEE . Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-Ile-OH ,
Boc-Asp(OcHx)-OH , Boc-GIn-OH , Boc-Leu-OH , Boc-Leu-OH
Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH,
Boc-Lys(2C1Z)-OH, Boc-Arg (Tos) -OH, Boc-Tyr(2BrZ) -OH, Boc-Arg (Tos)
-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-lle-OH,
Boc-Ala-OH Boc-Asp(OcHx)-OH Boc-D-Arg(Tos)-OH
Boc-Tyr(2BrZ)-OH. Ll DIC(235uL, 1.5mmol) KB {RIF K EER(E
1.5 mmol), BT Boc-Asn-OH 1 Boc-Gln-OH LAEATRI T ALY HOBt Bf
FEATIRER .

M Tyr' £ N°—Boc R EE, BB T HENIERE 1, 12-
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+ I RE X ARET TR . AT ARTE 0.5 mmol FR KK, B
388mg(1.5mmol) A 1,12-+ — %% Z R E[HOOC(CH,),,COOH]E MR TE 5-10
mL ¥ DMF-DCM (1: 1), ¥ 235uL(1.5mmol)f DIC Jn N ZEWH, I
B REESMANEZRSERF 30 04. ZMEE, BEEVEBIEE
£ Tyr' B EEERHMK-WENEREST, FHTBILER.
T I BRZHRRK, FEXTEEITERY, ¥ 274mg BT BB BE HY
#4505 mL m-FEF 5 mL FALEMHF) —&T 0°CHiRE 2 i, AR
SRTHMEFSFEK HF 5, ALK BN L8R CERVERITRARY .
1 ZURR IR = (R K IR ARTE 50% 2B H BT iy 4 ik M Ag . A K
BRWGETIRE, RE 160mg K. |
{# F B % Supelco Discovery HS C18 RAHFE(2.1 mmx 5 cm, LAC18 &E
o2, 120A FLR/D, 3um BRI K/M)(Supelco, Bellefonte, PA) F&ktE
BEFE YERL R () 4, 50-80% B)HJ Hewlett-Packard Model HP-1090 ¥R 18 &%
I LAYE R S8 A 404 HPLC SR ZAR AR, Frid B I RS H(A) 0.1% K%
TFA FI(B) 7E 70% 7Kt MeCN K 0.1%M7 TFA A k. A T EIFH%
HPLC #4744k, 3% 160mg KIFRRKEAETE AcCOH/H,0 F, HiH, TUEHN
Fi7F Beckman Ultraprep ODS #£(21.2 mm x 15 em,A C18 EEREZE, 3OOA
FLA/N, 10 pm BRIKAN). FrRAELAR R EEAR B, 7 120 75 A
f7 50-70% B Y LR RIBFIRGUATEE R Y& 10mL/2r%F. 7E 220nm
WSMBE, @4 HPLC SRR R 5. BAERT IS5SUHET &
BTG TRMTIBE 6.0mg 74, LL 0.2ml/min MREEREE
¥R 7E_F 3R Supelco C18 RARKE L#4T 44T HPLC, FrdEFERB AR L
BREEF RS . 7E 220 #1280 nm M. &FiT 5T HPLC HIWTETR =4
BEXRM( > 95%)K. BEBREMRIEERESTE, FEIRERS
SR SE TR EA B B R BR 4H
Bk 3, BK 5, Bk 7, Bk 9, Bk 13, Bk 25, Bk 81, Bk 82, Bk 88, Jk
102, BE 108 F1fk 109 LISk 11 AWM A RFETER, BT XEREE
118 N-REAFEENEERIANEEHER B —RERNBEER .
SHFRK 3 BIE R, HEN%EH Z[HOOC(CH,),CO-Tyr', D-Arg’, Phe
(pCDC, Arg®, Abu’’, Nle?, D-Arg®, Har” ThGH-RH(1-29)NH,,
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KT R R EER U B K)RFREE MBHA # 8 L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CiZ)}-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F&/5H HOOC(CH,),COOH #4TEk .

STFRK S BE R, HAEEHE[HOOC(CH,)sCO-Tyr', D-Arg®, Phe
(pCD®, Arg®, Abu”®, Nle”’, D-Arg®, Har” ]hGH-RH(1-29)NH,,
BT PR S ER L BT R 2 MBHA #AE L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(T 05)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCI)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F&/EH HOOC(CH,);COOH #1TBEL .

SFRE 7 W&, HA%ESEHE[HOOC(CH,)CO-Tyr!, D-Arg?, Phe
(pC1)°, Arg®, Abu"®, Nle?’, D-Arg®®, Har”]hGH-RH(1-29)NH,,
YT B8 R R E B UL E R B ECE] MBHA #FE_L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tes}-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bz)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B&J5 F HOOC(CH,)sCOOH #4TEk{k .

STFRE 9 &R, HA%EEHRE[HOOC(CH,),(CO-Tyr', D-Arg®, Phe
(pC1)%, Arg®, Abu®, Nle?’, D-Arg®®, Har”’ThGH-RH(1-29)NH,,
KT R E R LB R MR EELE] MBHA A5 E: Boc-
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Har(NO,)-OH, Boc-D-Arg(Tos}-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GiIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boe-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, B9c-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B&/E F§ HOOC(CH,);(COOH #1T Bk .

STFRK 13 B8 /%, HAL% 4 H R [HOOC(CH,)4CO-Tyr', D-Arg?, Phe
(C1)°, Arg’, Abu'®, Nle”’, D-Arg*, Har” ThGH-RH(1-29)NH,,
¥ T BRI EER U RSHINFEERE MBHA M5 E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BiZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCi)-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F/5 A HOOC(CH,),s,COOH #1T Btk .

St Rk 25 BIA R, HALZE L R[HOOC(CH,),CO-Tyr', D-Arg’, Phe
(pCDS, Cit?, Cit’, Abu"®, Nle”’, D-Arg”, Har”’ThGH-RH(1-29)NH,,
BT B R EER U B RERUFEEE MBHA #AE L: Boc-

Har(NO,)-OH, Boc-D—Arg(Tos)—QH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)l-OH. Bog¢-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Cit-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boe-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

K8 /5 Bl HOOC(CH,),,COOH #4T Btk .

SHFRE 81 A B, HAZEE R [HOOC(CH,):CO-Tyr', D-Arg®, Phe
(eCD®, Ala®, His’, Tyr(E)'®, His", Abu”, N, D-Arg®,
Har*1hGH-RH(1-29)NH,,
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R T B R EER UL B 7R RIBUF BB 2] MBHA # A5 L£: Boc-

Har(NO;)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, .

B8 /5 F§ HOOC(CH,)sCOOH #4TEEL .

STk 82 BI& AL, HALZ £ H Z[HOOC(CH,),,CO-Tyr', D-Arg®, Phe
(pCl° , Ala®, His’, Tyr(Et)®, His", Abu”, Nle’, D-Arg®,
Har*ThGH-RH(1-29)NH,,

B30 F BRI EER LB R KRR {REC 2] MBHA # A5 L: Boc-

Har(NO2)-OH, Boc-D-Arg(Tos)}-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzf}-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B & A1 HOOC(CH,),,COOH #1TBi1t
Xt F Bk 88 HI& R, H AL 4 # R[HOOC(CH,)1,CO-Tyr', D-Arg®, Phe

(PCD, Ala®, His®, Tyr(Et)'®, His", Abu'’, His®, Nle?’, D-Arg®,

Har”]hGH-RH(1-29)NH,,

BT R EER U BN RECE] MBHA WAE E: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-He-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)}-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-

His(Bom)-OH, Boc-Tyr(Et)-OH, Bac-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCh)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b6 /5 F§ HOOC(CH,),,COOH #H{TEEAL .
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X F AR 102 B9 B, EAL2 £ 2 [HOOC(CH,),CO-Tyr', D-Arg®, Phe
(@C1°, Ala®, His’, Tyr(Et)'°, His", Om'’, Abu®, His®, Om?, Nle7,
D-Arg®®, Har”ThGH-RH(1-29)NH,,

KT R AP EER D ERIUFEELE] MBHA WAS L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om{2CIZ)-OH, Boc-
His(Bom)-OH,l Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

F& /5 F§ HOOC(CH,),,COOH #1TEE 4k .

% FRK 108 BIA B, H A2 S5 2 [HOOC(CH,),,CO-Tyr', D-Arg®, Phe
(pC1)°, Ala®, His’, Dip'’, His"', Om'?, Abu", His?, Om?, Nle?’, D-Arg?%,
Har®1hGH-RH(1-29)NH,,

BT RPEERUERSPRFEBE MBHA #AE_L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-

His(Bom)-OH, Boc-Dip-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzi)-OH, Boc-Phe(pCl)-OH,
Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b& /5 F§ HOOC(CH,),,COOH #1TBE1k .

ST Ak 109 B4 B, HAL 4 # B [HOOC(CH,),,CO-Tyr', D-Arg®, Phe
(pC1)¢, Ala®, His’, Phe (pNO,)'’, His'', Om'?, Abu", His®, Om?*', Nle?,
D-Arg®®, Har”ThGH-RH(1-29)NH,,

KT B AR R ER U B R IRF B8 MBHA A8 L: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,

Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2C1Z)-0OH, Boc-
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His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)}-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp{(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-
OH, B3 Fl HOOC(CH,);,COOH #1TBi{k .

Bk 3, Bk 5, Bk 7, Bk 9, Bk 13, Bk 25, Bk 81, fk 82, fk88, fk
102, Bk 108, FOBK 109 B HF RAEMERY, UUKEIT F 54 HPLC KIFE
JEALINER 11 MIBRETIR#IT. BT 4 #r HPLC HBafb b & _RE
(> 95%)4R . BEBENTEERBEECNINS FEFESEERI T
UESETRAR R R R A A%

SE ] 10T
PhAc-Tyr'-D-Arg?Asp>-Ala*-Ile’-Phe(pCl)’-Thr’-Asn®-Har’-Tyr(Me)'%-His''-
Lys'2-Val'>-Leu'*-Abu">-GIn'*-Leu'’-Ser'*-Ala"®-Arg®-Lys*'-Leu”*-Leu®-GIn**
-Asp® -11e**-Nle?’-D-Arg*-Har”’-NH,

(i 62)
{[PhAc-Tyr', D-Arg’, Phe(pCl)°, Har’, Tyr(Me)'’, His", Abu'’, Nle”’, D-Arg®,
Har”’]hGH-RH (1-29)NH,}

FRFHEMEREREEUZRSTRHATER. FIEL, A S%HE
DCM 5 ) DIEA 3R 7 FIXt AL - B 2 2 R A RZ (MBHA )M fiE(Bachem, King
of Prussia, PA) (720 mg, 0.50mmol), FHIZMFE [ PR T EHITI . &
FhE KA BEE T HPAEMIERN DIC(235uL, 1.5mmol)K 3 3)
Boc-Har(NO,)-OH (500 mg, 1.5mmol)7E DMF- DCM(1: 1) RIEHR 1 /AT,
R RE KGR =R BRI NTHGE, #ITR I PENER
PP FFEF N ER Boc RIFEFFHIEIR-P A LT T — 1 EEKR
BBk, ST IR T E SR EER LB/ 80 IUF 15 B2
R b AT 3R 18 B 75 B0 Bk 7 51 R 3B 25 76 BBk 88« Boc-D-Arg(Tos)-OH,
Boc-Nle-OH, Boc-Ile-OH, Boc-Asp(OcHx)-OH, Boc-Gln-OH, Boc-Leu-OH,
Boc-Leu-OH , Boc-Lys(2C1Z))-OH , Boc-Arg(Tos)-OH , Boc-Ala-OH ,
Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH,
Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-His(Bom)-OH, Boc-Tyr(Me)-OH,
Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
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Boc-Ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH ,
Boc-Tyr(2BrZ)-OH. BA DIC(235uL, 1.5mmol)RABERH (RIFHEER (B4
1.5 mmol), BT Boc-Asn-OH 1 Boc-Gln-OH LLEA T TR FLi) HOBt B
MHATIBEE, M Tyr' B2 N°- Boc RiP&/E, {#F DIC(313uL, 2mmol) LA
Z ®(PhAc-OH)(272mg, 2mmol)X} FTid BT BiiL .

3B T PR KA BE E 3R T R IFX AT R, T 0CH 286mg
TR A BE 204315 0.5 mL i m-FR B AN 5 mL B AL E(HF) — TS #
% 2 M. ERSKTHEELSTERHF R, ATK-ZBMIROEE
VER PR TR Y . 5 BHE RN = R MBS ARAE S0% M 2R BT I8
WA e BT . AKRBRIWGTIRE, KB 155 mg BAEKIFY.

4% I .75 Supelco Discovery HS C18 RAHAE(2.1 mm x 5 cm, ELC18 iE 5
BrEtEE, 120A FLA/B, 3pm BUKIK /M) (Supelco, Bellefonte, PA) FZ 1
K B PR (140, 40-70% B)H) Hewlett-Packard Model HP-1090 iR &1
1% LV RS A 447 HPLC SR ZRAL, Fid RS H(A) 0.1% KiE
TFA F1(B) 7E 70% 7K MeCN 18 0.1%H7 TFA 4. 2o TBiL4hl&
HPLC #4744k, ¥ 155mg ROBBRERETE ACOH/H,0 H, Bk, dIEHL
FI7E Beckman Ultraprep ODS ££(21.2 mm x 15 cm, /i C18 B2, 300A
ALF/N, 10 pm BRIK/N). B R ERER (B, 7E 120 3877
] 40-60% B Y Fl iR BIVEFIR S HATHE L VRE 12mL/5#F. 7E 220nm
WEMEERS, HIB4MHT HPLC SREMIFTAR S 5. BHAERT 9SBHEIT &
3 AT TR A TIEE] 13.3mg 4774 . UL 0.2ml/min KFEERFE
VS 7E_E3R Supelco C18 FARKE Ei#T4MT HPLC, FTdSEUEMAR L
REGVEFIZA L. 7E 220 F1280 nm M, &id 447 HPLC HBI TR
SEAM(> 95%)H. BERELFEERES TE, FELIRERIN
SRAIF SEFEA B R E R A X

Bt 15, k18, BK19, Bk 21, Bk22, Bk 23, Bk24, Bk 26, AK 27,
Rk 28, Bk 32, Bk 33, Bk 34, Bk 35, Bk 36, Bk 37, Bk 38, k39, fk 40,
Bk 41, Bk 42, Ak 43, Bk 53, Bk 54, Bk 55, Bk 57, Bk 58, Bk 63, Ak
65, Bk 69, Bk 84, Bk 85, fk 90, Mk 91 LAEAK 62 #ERAIT AT
&5, BTXEHREEEHEREB.
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XTTFIR 15 BE . HALFEEME
[PhAc-Tyr!, D-Arg?, Phe (pCl)®, Arg’, Abu"’Nle*’, Har*®, D-Arg®hGH-RH
(1-29)NH,,
¥ T R R ER U BRI FEBE] MBHA A8 £: Boc- D-

Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH, Boc-

Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bz!)-OH, Boc-
Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Eoc-Lys(ZClZ)OH, Boc-Arg(Tos)-
OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-
lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B /& i PhAc-OH 1T Btk
STFK 18 &/, HLEEHRE

[PhAc-Arg’, D-Arg?, Phe (pCl)®, Arg’, Abu®, Nle”’, D-Arg®®, Har’ThGH-RH

(1-29)NH,,

K0 F IR EER LB R 1T BB E] MBHA # g E: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-le-OH, Boc-Asp(OcHx)-OH, Boc-Gln-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CI1Z)-OH, Boc-Arg(T! os)—Ol'-l, Boc-Ala-OH, Boc-Ser(Bzl)-CH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-

Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)}-OH, Boc-Asn-OH, Boc-Thr(B2l)-OH, Boc-
Phe(pCh)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, Boc-Arg(Tos)-OH, Bf/&H PhAc-OH HEATBEAL.
STFRK 19 BFIA R, HAFESEHRE
[PhAc-D-Arg’, D-Arg?, Phe(pCl)°, Arg’, Abu'®, Nle*’, D-Arg?®, Har]hGH-RH
(1-29)NH,,
¥ FRBRFEER U ERHRFEERE MBHA A8 E: Boc-
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‘Har(NO,)}-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp{OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, ‘Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, 'Boc-Tyr(ZBrZ)-O_H. Boc-Arg(Tos)}-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, Boc-D-Arg(Tos)-OH, B&/5F PhAc-OH #ATEAL
SHF Ak 21 AR, HAZESEHEE
[PhAc-Tyr', D-Arg®, Phe(pCl)’, Cit', Arg’, Abu, Nle¥’, D-Arg”,
Har”’ThGH-RH(1-29)NH,,
K F B S E R L B /R K7 BB 2 MBHA R s L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(T! 0s)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boe-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b4 /5 B PhAc-OH #1TBiib.

TFK 22 KA R, HAZESEHZE
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Cit®, Cif’, Abu', Nle*, D-Arg®,
Har®]hGH-RH(1-29)NH,,
¥ tn T R R E B UL B R BBUF 1R BX 2] MBHA # 5 E: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,

Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CI2)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Cit-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

k&5 F§ PhAc-OH #HATEEL .
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Sk 23 BE R, HALESERR
[PhAc-Tyr', D-Arg®, Phe(pCl), Cit, Arg’, Abu'’, Nie¥, Har®®,
D-Arg?1hGH-RH(1-29)NH,,
i T R S E R U BRI R B E MBHA # g E: Boc-D-

Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-Nie-OH, Boc-lle-OH, Bos-Asp(QcHx)-OH, Boc-Gin-OH, Boc-
Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-
Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-
OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Cit-OH, Boc-Thr{Bzl)-OH, Boc-Phe(pCl)-OH, Boc-
lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boce-Tyr(2BrZ)-OH,

b8 /5 B PhAc-OH AT Bk
SRR 24 HIE R, HUEEME
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Cit*, Cit’, Abu®, Nle*’, Har®®,
D-Arg?”]hGH-RH(1-29)NH,,
BT B R E B L B RIIRFEE 2] MBHA M8 L: Boc-D-

Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH, Boc-
Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-
Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-
OH, Boc-Tyr(2BrZ)-OH, Boc-Cit-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-lle-OH,
Boc-Ala-OH, Boc-Asp(OcHx)-OH;,Boc-D-Arg(Tos)—OH, Boc-Tyr(2BrZ)-OH,

b /5 B PhAc-OH AT AL .

5t TFRE 26 BI& R, HUWEEWE
[PhAc-Tyr', D-Arg?, Phe(pCl), D-Ala®, Arg’, Abu®, Nl¢¥’, D-Arg®,
Har®]hGH-RH(1-29)NH,,
B0 T B BB UL B R R BB 2] MBHA # A8 L: Boc-

(i
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Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-lLeu-OH, Boc-Val-OM, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-D-Ala-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, P85/ PhAc-OH HATEEL .
TR 27 BE R, HAEEHER
[PhAc-Tyr', D-Arg?, Phe(pCl)’, Abu’, Arg’, Abu"’, Nle¥’, D-Arg”,
Har”?ThGH-RH(1-29)NH,,
40T BB RS BB UL E R BT BB 2] MBHA #5 L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,

Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos}-OH, Boc-Abu-OH, Boc-Thr(Bzl}-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2Br2)-

OH, F&/ZF PhAc-OH #1THifL.
ST Ak 28 BIA R, HILFEERE

[PhAc-Tyr' , D-Arg’ , Phe(pCl)* , Cit’, Abu'®, N¢7, Ha®®,

D-Arg”]hGH-RH(1-29)NH,,

¥ in T R R ER L B R KR BBt %) MBHA M8 L: Boc-
Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH, Boc-
Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-
Leu-OH, Boc-Gln-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-

OH, Boc-Tyr(2BrZ)-OH, Boc-Cit-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-lie-
OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B& J5 B PhAc-OH #HATERL .
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XFTHR 32 KGR, HiEZ4mEg
[PhAc-Tyr', D-Arg®, Phe(pCl)’, Arg’, His'®, Abu’, Nle¥, D-Arg®,
Har*’]hGH-RH(1-29)NH,,
¥ an T R RER U ERSTINFBEE] MBHA # A8 E: Boc-

5
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-His(Bom)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,
10

, B&J5 F PhAc-OH #HTER L.
XTTHK 33 RIER, HUEEHE
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Arg’, Cha'®, Abu'’, Nle*’, D-Arg®,
15 Har”’]hGH-RH(1-29)NH,,
¥ T R EER B RIFEBE MBHA #E L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)}-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Cha-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

20

B& /5 F§ PhAc-OH #ATEEL .
25 XTTRK 34 &R, EUEEHE
[PhAc-Tyr', .D-Arg?, Phe(pCl)®, Har, Tpi'®, Abu'’, Nle¥’, D-Arg®,
Har*]hGH-RH(1-29)NH,,
B in T KR EER L ERHRF B2 MBHA RS E: Boc-

30

79



200480022286. 8 oW P FEed/111m

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-ile-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,

Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Aia-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tpi-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

BE /5 F PhAc-OH #HATEE{L
xtFBK 35 AR, HiLFEEHR
[PhAc-Tyr', D-Arg?, Phe(pCl)’, Har’, 2-Nal'’, Abu'’, Nl¢”’, D-Arg®,
Har”’ThGH-RH(1-29)NH,,
10 BT R GRPEER BT {EECE] MBHA B g E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
_Boc—Leu-OH Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH Boc-Val-OH, Boc-Lys(2CIZ2)-OH, Boc-
_Arg(Tos)-OH, Boc-2-Nal-OH, Boc-Har(NOz)-OH Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
ﬁOH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

15

k& /S A PhAc-OH #4TBEAL -
T BL 36 HI& M, HikE4EE
20 [PhAc-Tyr', D-Arg?, Phe(pCl)’, Har’, Dip'®, Abu', Nle*’, D-Arg®,

Har”]hGH-RH(1-29)NH,,

BT R R EEB U B RIF B E MBHA W A8 L: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-NIe.-OH, Boc-Hle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Ti 0s)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,

25 BocLeu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-

Arg(Tos)-OH, Boc-Dip-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

30 B8J5H PhAc-OH #4TEE L .
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XITRR 37 AR, HibgEmE
[PhAc-Tyr', D-Arg’, Phe(pCl)’, Har’, Phe(pNH,)'"°, Abu'®, Nle?’, D-Arg?,
Har”?]hGH-RH(1-29)NH,,
R in T R R B E R UL B /R HRF BB E] MBHA M AS E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Phe(pNH-Z)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH,. Boc-
Phe(pCh-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

10

OH, B&/5H PhAc-OH H1TELL .
TRk 38 AR, HAFEHE
[PhAc-Tyr', D-Arg’, Phe(pCl)’, Har’, Trp'®, Abu"®, Nle¥’, D-Arg®,
15 Har*]hGH-RH(1-29)NH,,
KT BRI B ERR L BR BT BB E] MBHA #AE L: Boc-

Har(NO;)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH

Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
20 Arg(Tos)-OH, Boc-Trp(For)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

, B&J5 F PhAc-OH #4TBiAk
25 X FRK 39 BIA R, HiLEEWE
[PhAc-Tyr', D-Arg?, Phe(pCl)°, Har’, Phe(pNO,)'’, Abu'®, Nle?’, D-Arg®,
Har”ThGH-RH(1-29)NH,,
B in T BRI EER LB HIRT R85 E MBHA ® A8 £: Boc-

30
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Har(NO,)}-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg{Tos)}-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Phe(pNO,)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCI)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F#/5H PhAc-OH #H4TEEL .
XTT Rk 40 &AL, HUZELEHR
[PhAc-Tyr', D-Arg’, Phe(pCl)’, Har’, 3-Pal®, Abu', Nle?’, D-Arg®,
Har”ThGH-RH(1-29)NH,,
10 BT RS EER U ERIRT BB 2 MBHA WHS E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-3-Pal-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-

OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, * Boc-Tyr(2BrZ)-OH,
15

, B&J5F PhAc-OH #HTERL
XTFRK 41 BIE R, HUEEMR
20 [PhAc-Tyr', D-Arg®, Phe(pCl)®, Har’, Tyr(Et)"’, Abu"®, Nle¥’, D-Arg%,
Har”ThGH-RH(1-29)NH,,
¥ T R 2 E R U BRI BB 2] MBHA #HA8 E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,

25 Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Et)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)}-OH
30 , BB /5 F PhAc-OH HHTEL.
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TRk 42 K& R, HAFEERE
[PhAc-His', D-Arg’, Tyr®, Har’, Bpa®, Abu”, Nle¥’, D-Arg”,
Har®ThGH-RH(1-29)NH,,
Wi T R EP R R UL E 7 0)RF B2 MBHA # A5 L: Boc-

5
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-
Arg(Tos)-OH, Boc-Bpa-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Tyr(2BrZ)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(T: 0s)-OH, Boc-His(Bom)-OH
10

, F8/5 A PhAc-OH #1TELL..
ST Bk 43 B& R, HUFEERE
[PhAc-Tyr', D-Arg’, Phe(pCl)®, Arg’, Har'’, Abu®, Nie*, D-Arg®,
15 Har®ThGH-RH(1-29)NH,,
¥ T A S £ B U ERRF B2 MBHA M £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc—Leu—Ol-i:. Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Har(NO,)-OH, Boc-
20 Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bz)-OH, Boc-
Phe(pCl)-OH, Boc-ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg{Tos)-OH, Boc-Tyr(2BrZ)-

OH, BfJ5H PhAc-OH #H1TEL .
25 St F Rk 53 BI& R, HUZEEWRE
[Hea-Tyr', D-Arg?, Phe(pCl)®, Har’, Tyr(Me)'®, Abu®, Nle?’, D-Arg®,
Har®, Har’°lhGH-RH(1-30)NH,,
Y in T R E R L BRI EERE] MBHA #AE E: Boc-

30
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Har(NO,)-OH, Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-
OH, Boc-Gin-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys{2CiZ}-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH,
Boc-Ser(Bzl)-OH, Boc-leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-
Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-
OH, Boc-Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-

Tyr(2BrZ)-OH, Ff /5 F St AEEER(Hea-OH) AT ERAL -
SHFRK 54 BIA R, HUZEENE
[Dat-Tyr', D-Arg®, Phe(pCl)®, Har’, Tyr(Me)'’, Abu", Nle*’, D-Arg®,
Har”®, Har’’JhGH-RH(1-30)NH,,
10 BT I EFEER L ERKIRTEECE] MBHA # g E: Boc-

Har(NO,)-OH, Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-
OH, Boc-Gin-OH, Boc-Leu-OH, Boc-Leu-OH, Boe-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH,
Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-
Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Tyr{Me)-OH, Boc-Har(NO;)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-

s OH, Boc-Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-

Tyr(2BrZ)-OH, Ff /5 Fi fit-E%-EE & B (Dat) BT BE AL .
Bk 55 AR, HUELEHME
20 [Ipa-Tyr', D-Arg’, Phe(pCl)’, Har’, Tyr(Me)'’, Abu'’, Nle*’, D-Arg®,
Har®®, Har’*]hGH-RH(1-30)NH,,
KN F B R R R U B R RN BB S MBHA 8 E: Boc-
Har(NO,)-OH, Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH!| Boc-lle-OH, Boc-Asp(OcHx)-
OH, Boc-Gin-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH,
25 Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-

Lys(ZCIZ)-OH.. Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-
OH, Boc-Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp{OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-

30 Tyr(2BrZ)-OH, B85 FiW5IMk-3-A BR (Ipa-OH) AT BRAL
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XITFRE ST a R, HihFEgEmE
[Hea-Tyr', D-Arg?, Phe(pCl)’, Har’, Tyr(Me)'?, Abu®’, Nle?, D-Arg®®,
D-Arg?, Har’’lhGH-RH(1-30)NH,,
BT BRI EER U BR80T EECE MBHA HBE £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nje-OH, Boe-lle-OH, Boc-
Asp{OcHx)-OH, Boc-GIn-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH,
Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-
OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH,
Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boe-D-

10

Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, F#J5F Hca-OH #4TEEL .
XFF Rk 58 K& R, HUEEHE
[Hca-Tyr', D-Arg®, Phe(pCl)®, Har’, Tyr(Me)'’, Abu®, Nle*’, D-Arg®,
15 Har®, D-Arg’’]hGH-RH(1-30)NH,,
¥ T R EER L ERHIUFEBE MBHA # A5 E: Boc-D-

Arg(Tos)-OH, Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-
OH, Boc-GIn-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH,
Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-ValOH, Boc-
20 Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-
OH, Boc-Phe(pCl)-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-

Tyr(2BrZ)-OH, PF&/5F Hea-OH #4TBtik .
25 XFTHK 63 BEr, HUELEMER
[PhAc-Tyr', D-Arg®, Phe(pCl)®, Har’, Tyr(Me)’, Har'l, Abu'’, Nle?,
D-Arg®, Har®]hGH-RH(1-29)NH,,
B TR RIFEER U BB BB E] MBHA M A5 L. Boc-

30
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Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-

Har(NO,)-OH, Boc-Tyr(Me)-OH, Boc-Har(NG,)-OH, Boc-Asn-OH, Boe-Thr(BzI)-OH, Boc-Phe(pCl)-
OH, Boc-le-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(28rZ)-OH,

B& /5 A PhAc-OH #HATHEL .
St F Rk 65 AR, HAEEHR
[PhAc-Tyr', D-Arg?, Phe(pCl)’, Har’, Tyr(Me)'%, Cit''» Abu'’,Nle?’, D-Arg®,
Har”]hGH-RH(1-29)NH,,
Yt F B R SR U B R IR BB 2 MBHA ®AR L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys{2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-Cit-
OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCH)-OH, Boc-
'lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B8 /5 A PhAc-OH #ATERL.
5t TFRE 69 AR, HUFEEME
[PhAc-Tyr', D-Arg?, Phe(pCl)°’, His’, Tyr(Me)'®, Abu®, Nle”’, D-Arg”,
Har”’ThGH-RH(1-29)NH,,
BT R R T BB L B R HIRUF (B84 2] MBHA B8 £ Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-eu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-His(Bom)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc—lle-OH; Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b& /5 B PhAc-OH #HTHEEAL .
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[PhAc-Tyr', D-Arg®, Phe(pCl)°, Har’, Tyr(Me)°, Abu®, His®, Nle?,
D-Arg®, Har®1hGH-RH(1-29)NH,,
R a0 R B PR IP EE R UL BRI 1B B4 E) MBHA MBS |: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-ValOH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bz{)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

10

b8 5 B PhAc-OH #4T B4k, .
XTT ik 85 BB R, HUFLEHWR
[PhAc-Tyr', D-Arg®, Phe(pCl)®, Har’, Tyr(Me)'’, His', Abu'’, His®,
15 Nle*’, D-Arg®, Har®hGH-RH(1-29)NH,,
K an T R RIPEER LB RHIFEERE MBHA # B8 L. Boc-

Har(NO,)-OH, Boc-D-Arg(Tas)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Me)-OH Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc—lle—OH Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(28rz)-OH,

20

B8 J& F PhAc-OH #4TBEAL .
25 XTTFRK 90 BIE R, HUZELEHE
[PhAc-Tyr' , D-Arg’, Phe(pCl)’, Arg’, Cit”, Nle¥’, D-Arg®,
Har”ThGH-RH(1-29)NH,,
R an T R RT RERR L B 7R T BBk 2 MBHA # 8 _E: Boc-

30
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Har(NO.)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Cit-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)}-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl}-OH, Boc-
Phe(pCHl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, Ftj5F PhAc-OH #1TERL.

st FRK 91 &Rk, HMFEFRZ
[1-Nac-Tyr', D-Arg?, Phe(pCl)°, Ala’, His®, Tyr(Et)', His', Abu'’, Nle”,
D-Arg®, Har”]hGH-RH(1-29)NH;,
¥ 00 T B RS % LU B R IR P BBk 3] MBHA i b2 Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
'Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

S R 1-25 ZF(1-Nac-OH) AT B k..

Bk 15, Bk 18, Bk 19, BE21, Bk 22, k23, BK24, fik 26, Bk 27,
Bk 28, Bk 32, Bk 33, Bk34, Bk35, BK36, BK37, Rk 38, Ak 39, Bk 40,
k41, Bk 42, Bk43, BKs3, Bks4, Bk55, Bk ST, Bk 58, fk 63, BK 65,
Bk 69, Bk 84, fik 85, Bk 90, IRk 91 i) HF S4B =FY, DRED 4
% HPLC B jE Ak ik 62 MIE AR AT . &It 434 HPLC HIBraifk
A YR EE A (>95%) 41 . B it B FUE R B EA] o FEHED
SRR TS TN EERA M.

LR IV

PhAc-Tyr'-D- Arg’-Asp’ -Ala*-Tle -Phe(pCl) -Thr’-Asn®-Amp’ Tyr(Me)
Arg"'-Lys'>-Val"-Leu'*-Abu"- Gln'S-Len'’-Ser'®-Ala'-Arg?-Lys*'-Leu”-Leu®
_GIn*-Asp?-1le’-Nle*’-D-Arg’*-Har”-NH,
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(B 67)

{[PhAc-Tyr' D-Arg’, Phe(pCl)°, Amp’, Tyr(Me)'°, Abu'®, Nle?’, D-Arg®, Har*]
hGH-RH (1-29)NH,}

ERAFEEMERERREUZS FRBITER. FE5Z, B 5%HE
DCM i) DIEA 3R 5 FIXT {7 - B 2 — 2K B B i (MBHA)# g (Bachem, King
of Prussia, PA) (720 mg, 0.50mmol), FHIZBE I PR T EH#HITHE. &
FHEAKREBERE SR T RMENEM DIC(235uL, 1.5mmol)3k &)
Boc-Har(NO,)-OH (500 mg, 1.5mmol)ZE DMF- DCM(1: DF ¥ 1 /AT,
EBI RS =ARIE L BRRNTRE, #1TR I PR EF
PAMFREFNTEER Boc RIFEHFIEZI-HAELLRIT T —MEERN
I, 44T & EOHREIDE T EMS AT EER B R0INT B 2R
g LT3R 18 BT & RO BK PP 35U R B 5 7 Bk 8k . Boc-D-Arg(Tos)-OH,
Boc-Nle-OH, Boc-Ile-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH, Boc-Leu-OH,
Boc-Leu-OH , Boc-Lys(2Cl1Z))-OH, Boc-Arg(Tos)-OH , Boc-Ala-OH ,
Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH,
Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH,
Boc-Amp(Alloc)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-Ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg (Tos) -OH ,
Boc-Tyr(2BrZ)-OH. #{R#H. JE4GRIZEZEER Boc-Amp(Alloc)-OH A ¥
H RSP Amino Acid Analogue,Inc.( Worcester, MA ). F§ DIC(235uL, 1.5mmol)
BERERFHEER(EA 1.5mmol), B T Boc-Amp(Alloc)-OH .
Boc-Asn-OH A Boc-GIn-OH v H 569mg
HBTU+203mgHOBt+522uLDIEA(1.5:1.5:3mmol)# T BB K. M Tyr' £
N°-Boc fR#"# /5, f#F DIC(313uL, 2mmol)Fi % Z B (PhAc-OH)(272mg,
2mmol)XT FRBEATBRAL o KT3I B35 B B0 LR 37 B 15 B R IR E W i
DCM PE¥ 3 Ik, A MeOH ¥tk 3 IR, HFERET T T4

5, 1BidfF A Novabiochem(San Diego, CA) Catalog 2002/2003 #iik
W77, FRR-BEE T PA(0)-#E1LE Alloc fRIPEMBREERT Amp’ FRERY
k. BEF 0.033mmol fHTHILEER 255mg KIFKER RS FREMA
MWARES, FHRERABRRRBEREEH . BUERERESADRAELE,
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Frid @S NN BT BEER S %1% . B 116mg PA(PPhy)4(0.1mmol, 8% 3 3
B, FXTFIREN IS LEAER Alloc ZEENRE, BASH— AT ERIINRIR
e, N 4-5mL ) CHCl-AcOH-N-F Z Bk (37:2:1 vol:vol:vol), K
Ar SREETBRMEELTER, FRRAERRREES D, FH
Ar EERIARBES KT S 28K FriR R B 2 B8 M IR E T, 1518
BB SRR 2 /i, HIEMEMBEE. BTR, B ias
% 352 45 IR S 3 0.5%897E DMF H (1) DIEA(H T A% g ) A e
DMF H JI4REE R (0.5% wiw)(F T 2 BREEALT)IE L BEEk . F MeOH #E1T 5
— YRS, TERKA HE SR BUK TR B BT T8

WSEHE - Bk, @il °HF AEIRB K MBHA MIRHIZAE, H
BTSRRI B . INFESEHER LT A Friak #EAT 1, BEJE R AR
F1 HPLC 4i4kf=4 11.6mg 4Rk 67GEIT 4347 HPLC HI>95%HI 4 ). &
o B RERERN A TR, FEEER O TIE ST R 2R R H

L5k 67 ARG RAL 30, BE 31, ik 64, K68, Bk 73, Bk 74,
AR 75, BT XEOEES K ERBAR.

SRk 30 B& s, HUFEEWR
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Arg’, Amp'®, Abu”’, Nle”’, D-Arg’®, Har”’]
hGH-RH(1-29)NH,,
YR R R B R UL B R RODUT (R BX 2 MBHA # A5 E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc—éln—OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bz!)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
Arg(Tos)-OH, Boc-Amp{Alioc)-OH, Boc-Arg(Tos)-OH, B?c—Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-le-OH, Boc-Ala-OH, Boc-Asp{OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B#/E ] PhAc-OH BHATER .
SHFRE 31 &S, HiZEEwE
[PhAc-Tyr', D-Arg?, Phe(pCl)®, Har’, Amp'®, Abu'’, Nle”’, D-Arg*, Har”]
hGH-RH(1-29)NH,,
W T B R R R UL B 7S B0 U B B 2 MBHA #iE L: Boc-
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Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(le)-OH'
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH Boc:
Arg(Tos)-OH, Boc-Amp(Alloc)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc—Thr(Bz!)—OH,' Boc-
Phe(pCl}-OH, Bac-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, FE/EH PhAc-OH HHTHEAL.
% Tk 64 AR, HAEEEE
[PhAc—Tyrl, D-Arg’, Phe(pCl)G, Har’, Tyr(Me)lO, Amp'', Abu®®, Nle”,
D-Arg®”, Har”] hGH-RH(1-29)NH.,
a4 T BB E B8R UL B R KBUF RS MBHA Mps_E: Boc-

Har(NOQ-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Amp(Alioc)-OH, Boc-Tyr(Me)-OH, Boc-H@r(NOz)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-

Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, FJ5H PhAc-OH HATBEL.
s TRk 68 HIa AR, HALEFENR
[PhAc-Tyr', D-Arg’, Phe(pCl)’, Amp’, Abu”, Nle¥’, D-Arg®, Har”]
hGH-RH(1-29)NH,,
Wi T AR B R RR UL B R O IBUF B X E) MBHA MAEL: Boc-

Har(NO,)-OH. Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(QcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc—Lys(ZClZ)—OH. Boc-Arg(Tos)-OH, Boc-Ala-OH, Bogc-Ser(Bzl}-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Amp(Alloc)-CH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Bac-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F&J5 ) PhAc-OH HHATEEAL .
SRk 73 BE R, HAFEEHE
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[PhAc-Tyr', D-Arg?, Phe(pCl)’, Amp’, Tyr(Me)'’, His", Abu'®, Nie”,
D-Arg®, Har”] hGH-RH(1-29)NH,,
T B8 R R E R UL B R IBUT B4 E] MBHA M S E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Me)-OH, Boc-Amp(Alloc)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp{OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, Ffij5H PhAc-OH #1TEEL .
SHFRK 74 W& R, HALE SR

[PhAc-Tyr', D-Arg?, Phe(pCl)®, Cit®, Amp’, Tyr(Me)'’, His'', Abu®,

Nle?’, D-Arg®, Har*]hGH-RH(1-29)NH,,

W0 F BIw R S R LR AR )BT B EXE] MBHA MY iE L: Boc-
Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gln-OH, -
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-

His(Bom)-OH, Boc-Tyr(Me)-OH, Boc-Amp(Alioc)-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, W45 PhAc-OH BHATEEL.
STFRE 75 B R, HUFEEHE
[1-Nac-Tyr', D-Arg’, Phe(pCl)’, Cit®, Amp’, Tyr(Me)°, His', Abu®,
Nle¥’, D-Arg®, Har**] hGH-RH(1-29)NH,,
i T B R B 2R UL B R BT fRERE] MBHA 4§ L Boc-

Har(NO,)-OH, Boo-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gln-OH,

Boc-Leu-OH, .Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Me)-OH, BOc-Amp(Alloc)-O}-i, Boc-Cit-OH, Boe-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-
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OH, BE/EHA 1-ZE LB (1-Nac-OH)BATEEL .

Bk 30, Bk 31, Bk 64, Bk 68, BK 73, Fk 74, Fufk 75 MIEGE, M
P RE - 3AE, DLRIEE Y414 HPLC MBS B 4L ik 67 KIME R BTIR 3T .
Eid 4 HPLC HIMT AL L SR EEA( > 95%)2ifT. TEiT AL
ERIENTN S FEH BT RERSVTIELTHEIM R E R A K.

SE I V

PhAc-Tyr'-D-Arg’-Asp’-Ala*-Ile’-Phe(pCl)’-Thr’-Asn®-Har’-Tyr(Me)'*-Arg -
Lys'?-Val"-Leu'*-Abu"’-GIn'*-Leu'’-Ser' 8.Ala"”-Arg®-Lys*'-Leu”*-Leu”’-GIn**
-Asp® -11e*-Nle*’-D-Arg*-Har”-NHEt

(fk 46)
{[PhAc-Tyr', D-Arg?, Phe(pCl)°, Har’, Tyr(Me)'’, Abu®, Nle”, D-Arg”, Har”]
hGH-RH (1-29) NHEt}

fEFF BB AL A B LI B T RS IT & . 52, ¥ Merifield
P A& (Bachem, King of Prussia, PA)(3.0g, £ 0.6 mmol/g FE{{)7E DCM
B TIRES A, B DMF % 3 Ik, RJEMA 2390 mg Boc-Har(Tos)-OH
(5.4mmol, XN T 3x BE/RiTE) 7 20-30 mL DMF F ¥R F1314 mg [&
& KF (5.4 mmol, 3x E/RITE), WMEE—NTEEREREMEL. T
80°C i R IRA YRS TR figik 4 /N, BeE U FTAM g H A W T3
HBET¥ER: 3x DMF, 3x DMF-7K(1: 1) (Bl KF), 3x DMF, 3x DCM,
#1 3x MeOH. MM ISTEE ST P TH 24 MTNTTAZIMEE. BHEAKE
— AR EEBR T8 IS [Boc-Har(Tos)-Merrifield W AR]MEEMT 3.5g, T
BERKEELT 70%.

¥ 1.5 g 1 Boc-Har(Tos)-Merrifield ¥ fi§ (£ 0.5mmol)7E DCM H BE4T Tl
VMK, 375 F 50%H97E DCM ¥ TFA Z{R 37 F1H 5 % KI7E DCM 7 ) DIEA
doR S, B T R AR S B R EER DL R R BB AR BB R kAT 3R
BETE KT PR Z 5 ik 8E . Boc-D-Arg(Tos)-OH, Boc-Nle-OH,
Boc-Ile-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH, Boc-Leu-OH, Boc-Leu
-OH , Boc-Lys(2Cl1Z)-OH , Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser
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(Bzl)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH,
Boc-Val-OH, Boc-Lys (2C1Z2)-OH, Boc-Arg(Tos) -OH, Boc-Tyr(Me) -OH,
Boc-Har(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-Ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH,
Boc-Tyr(2BrZ)-OH . 7& Mt & A& %, ff A Boc-Har(Tos)-OH HX fX,
Boc-Har(NO,)-OH, [FJy B &0t ZE IR 3 i ITEE 2 B4 ol n € 7R 15 R
Hh i Z BB 3F B 55 T Boc-Har(NO,)-OH, 7] & 4 Har #| Lys FIE84> 5 .
F DIC(235 1 L, 1.5mmol)SH 4 (R IR ERR(EA 1.5 mmo)HATIREL, B
T Boc-Asn-OH #1 Boc-GIn-OH, "E412 F T ALK HOBt BeEAT BERHY .
75 N°-Boc #PEEM Tyr' Z2BJ5, #H DICG13k L, 2mmo)HE L
(PhAc-OH) (272 mg, 2mmol )%} Frid fki#t4T B Ak, ¥ H A DCM 1 MeOH i
ATHES, FHAT TR

% T Bt Z R EINH)N S B SRR R RIS BE £ 288 T K,
HIRBIEHE C-EH BB H(-NHEY)HIRK, 1% 250mg T8 IaH A5 &8
A3 TN Ea R BE Rk RN R R B P, KB E T 70 R XU KU
BTk UK B EER-HIE S, 4k EINHy(b.p.=16.6°C, KB Aldrich, £
& BRI EE) U ESE SRR EEBRIERT . Bk EE,
MR EECEE: EEEHRERNES), FHE3) 3 /30 2080 AT & Y
BHE, EENERE, BEREBXRETABT, T, FHEBIE ENH, L8
BE, XTEERKY, HASWIEMNBBYKIREEY, FdkIIER
HHEWEPE. SRR, FEERAYE S EFTR LR
&1 BINH, TR M KBS

KA SR . R R TIRER Y E T HF ERE IR
FERFIR 0.5mL 1) m-FEEER, BitA SmL #) HF £ 0°Cik 2 /A
ST RIS HF 8%, EESRRTRESTER HF 5, HEK=Z
BEFN 7.8 Z ES YRR TR R 1) - S AR B RN 22 R IRV AR AE 50% IR
BT ENAE. BKBRAMAGTERE, BREHIRE 90-110mg K
FREI=) o

M e 414 HPLC SREEAk B iR B 2 s i 5] 1-101 Bk i@ i 2 Afr HPLC
Sk Ky Ve B 24 o 48 B BT 95 % A BT R 4 AT & 9F M AT 3 R
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T M TS 5-10mg BI4Efk 46, @it B EA RGNS T8, HiE
I & FEE IR o A e SET A ) R B R A R
LLE Bk 46 ABRIBI T RR-E Rk 45, Bk 47, Bk 48, Bk 49, jik 50,
Bk 56, Bk 97, Bk 98, Bk 99, Ak 100, fk 101, Bk 106, Bk 110, Bk 113,
Bk 114, Bk 115, fk 118, Bk 119, Bk 120, F0 Bk 121, BT XEHRIEE
FHEHERA.
SFFRK 45 BE R, HALZEEGHRE
[Hea-Tyr', D-Arg?, Phe(pCl)’, Har’, Tyr(Me)'’,Abu'’,Nle”’, D-Arg®, Har”];
hGH-RH(1-29)NHEt,
YT R B E B UL B /R BBUF BB 2] Merrifield M E £: Boc-
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(BzI)-OH,

Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(Tos)-OH, Boc-Asn-OH, Boce-Thr(Bzl)-OH, Boc-Phe(pCl)-

OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B )5 Fl Hea-OH MHATBEL .
St TRk 47 A&, HAEEHR
[Hca-Tyrl, D-Argz, Phe(pCl)6, Argg, Abu®, Nle?, D-Argzs, Harzg];
hGH-RH(1-29)NHE,
W4 F i R R E R LB R HJRUT A B2 Merrifield A A8 £: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Bbc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B&)5 ] Hca-OH #1THEL .
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XTFRK 48 KA R, HEgEmZ
[PhAc-Tyr', D-Arg’, Phe(pCl), Arg’, Abu'’, Nle*’, D-Arg® Har™};
hGH-RH(1-29)NHEt,
I F R R R R BRI BUF R B B Merrifield #4188 E: Boc-

5
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bz!)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH, Boc-Arg(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-
10

OH, BEJ5H PhAc-OH #HTBE ..
XTFRK 49 K&, HWFEEHR
[PhAc-Tyr', D-Arg®, Phe(pCl)’, Har’, Tyr(Me)'°, Aib'’, Nle”, D-Arg®, Har™};
15 hGH-RH(1-29)NHEt,
K F B R S R LB 7R BT BB E] Merrifield #AE_£: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Aib-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-

20 OH, Bocle-OH, Boc-Ala-OH, Boc-Asp(OcHX)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b4 j5 F PhAc-OH #ATEE. .
25 STk 50 &R, HAESEE
[PhAc-Tyr!, D-Arg’, Phe(pCl)’, Har’, Tyr(Me)'°, On'?, Abu'®, Nle”’, D-Arg”,
Har”ThGH-RH(1-29)NHEt,
B0 R B R E R UL B R BT BBk 2 Merrifield # A5 E£: Boc-

30
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Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boe-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-

Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b8 J5 F PhAc-OH AT EEL
TRk 56 BI& L, HUEEAHE
[Hea-Tyr', D-Arg?, Phe(pCl)’, Har’, Tyr(Me)'°, Abu'®, Nle¥ D-Arg® Har”,
Har’°JhGH-RH(1-30)NHEt,
Wt R R SRR UL B R M)BUF B BX 2 Merrifield Mg L: Boc-

Har(Tos)-OH, Boc-Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-
OH, Boc-Gin-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH,
Boc-Ser(Bzl)-OH, Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-
Lys(ZClZ);OH. Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(Tos)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-
OH, Boc-Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-

Tyr(2BrZ)-OH, K5 Hea-OH #ATB.
SRR 97 A, HAEEHRE

[CH,(CH,)sCO-Tyr!, D-Arg?, Phe(pCl)’, Ala®, His’, Tyr(Et)'’, His", Abu',

Nle?, D-Arg?®, Har”ThGH-RH(1-29)NHE},

50T SRS S 25 L) B R KO BB B Merrifield # A5 L: Boc-
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-

His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

8% /5 F CH3(CH,)sCOOH #ATBEL .«
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StF Bk 98 &R, HAbEEEME
[CH,;(CH,)sCO-Tyr', D-Arg?, Phe(pCl)’, Ala®, His’, Tyr(Et)'°, His'', Abu®,
Nle?’, D-Arg®®, Har*’ThGH-RH(1-29)NHEt,
Y T B AR B R LU B R KU R BB Merrifield 7 i £: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)}-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-CH,

B8 5 A3 CH,(CH,)sCOOH #HTEEA
xRk 99 BIE R, HWFEEHRE
[CH,(CH,)1oCO-Tyr", D-Arg?, Phe(pCl)’, Ala®, His’, Tyr(E)'’, His'', Abu',
Nle?’, D-Arg®, Har” ThGH-RH(1-29)NHEt,
Wt T BB R B R L B R BUF (R BX 2 Merrifield W AE E: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2ClZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

K /5 Fl CH;(CH,);0COOH #ATERAL -
SHFAk 100 KA R, HALZERRE
[Hea-Tyr', D-Arg?, Phe(pCl)’, Ala®, His’, Tyr(Et), His', Abu®, Nle?,
D-Arg?, Har”hGH-RH(1-29)NHEt,
Wt T R E B UL B AR R BX 2 Merrifield #4i £: Boc-

{far(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CiZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzf)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc—Tyr(ZBrZ)-F)H,
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b J5 F Hea-OH #H4TBEL .
SRR 101 &R, HASE4 R
s [CH3(CH,)sCO-Tyr', D-Arg’, Phe(pCl)°, Ala® His®, Tyr(Et)'°, His', Abu®,
Nle”’, D-Arg®®, Har*]hGH-RH(1-29)NHMe,
R B R R B L B 7n BT 1R B2 Merrifield M8 E: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
10 Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)}-OH, Boc-Phe(pCl)-
OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B8 J5 F§ CH3(CH,)sCOOH #E1T Bk AL .

15 XF TR 106 BIH B, HA6 % 85 # & [CHy(CH,y)CO-Tyr' , D-Arg’,
Phe(pCl)®, Ala®, His’, Tyr(Et)'°, His'', Om', Abu®, His®, Om*, Nle?¥,
D-Arg®, Har”]hGH-RH(1-29)NHEt,

K T BB R I B UL R BRUF R BE 2] Merrifield #4§ £: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CiZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-0OH,

20

25 FBJEF CH3(CH,)sCOOH #E{THEL .

SR 110 B4 &, HAL%E MR [HOOC(CH,),CO-Tyr!, D-Arg?
Phe(pCl)°, Ala®, His’, Tyr(E)'’, His'', Om'*, Abu®, His®, Om?', Nle¥,
D-Arg®®, Har”]hGH-RH(1-29)NHEt,

T g AR R R LB BT R R Merrifield # A8 E: Boc-

30
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Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bz1)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bz!)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b8 5 F§ HOOC(CH,),,COOH #4TEk AL .

TR 113 W& S, HA% 4 MR [CH(CH)sCO-Tyr', D-Arg?,
Phe(pCl)°, Ala®, Amp’, Tyr(Et)'’, His", Om', Abu®, His®*, Om?,
Nle?’, D-Arg?®, Har®]hGH-RH(1-29)NHEt,

W T B R R R LB R HIRUF B ECE] Merrifield # 5 - Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CiZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(El)-OH, Boc-Amp-OH: Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCh-OH,
Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B85 F CH;(CH,)sCOOH #EATEEAL .

ST K 114 BI& R, H A% 4 2 [CHy(CH)sCO-Tyr', D-Arg?,
Phe(pCl)’, Ala®, His’, Dip'®, His", Om'", Abu", His®, Om’', Nle%,
D-Arg®, Har”]hGH-RH(1-29)NHE,

KT R EZE B U BR BT EECE] Merrifield # 5 E: Boc-
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CiZ)-OH, Boc-

His(Bom)-OH, Boc-Dip-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b J& B CH,(CH,)sCOOH #ATEEL .
SHF B 115 &, HAL 24 R [CHy(CHy)sCO-Tyr', D-Arg?,
Phe(pCl)°, Ala®, His’, Phe(pNO,)"’, His'', Om'?, Abu'’, His*’, Om?*,
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Nle*’, D-Arg®®, Har”]hGH-RH(1-29)NHEt,
e T BRI R R UL B R B 18 B5 B Merrifield g . Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CiZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bz{)-OH,

Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Omn(2ClZ)-OH, Boc-
His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Thr(Bzl)}-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, FBJ5F CH;(CH,)sCOOH #1TEkfL. .

10 StF Bk 118 B9 & R, H k345 8 & [CHy(CH,)sCO-Tyr' , D-Arg’,
Phe(pC1)’, Ala®, Amp’, Dip', His', Om", Abu", His®’, Om®, Nle”,
D-Arg?®, Har”]hGH-RH(1-29)NHEt,

B0 T B3RS E B UL B 7R KUF B B E] Merrifield g £: Boc-
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-fle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
15 Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-

His(Bom)-OH, Boc-Dip-OH, Boc-Amp-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-
lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

20 BEJ5FH CHi(CH,)sCOOH #ATBELL -

SRR 119 AR, AL %55 & [CH(CH,)sCO-Tyr', D-Arg’,
Phe(pCl)®, Ala®, Amp’, Phe(pNO,)", His", Om', Abu'’, His®, Om®,
Nle¥’, D-Arg®®, Har”’]hGH-RH(1-29)NHEt,

T B R B I LB BT 1R X E] Merrifield AE £: Boc-

25
Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(QcHx)-OH, Boc-Gin-OH
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-liﬁs(Bom)-OH, Boc-Ala-OH, Bo;:-Ser(le)—OH’
Bch-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boe-Leu-OH, Boc-Vai-OH, - Boc-Om(2CiZ)-OH, Bo ,
His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-Amp-OH, Bac-Ala-OH, Boc-Thr(Bzl)-OH Boc-Ph;( C:):-
OH, Boc-le-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc':-Tyr(ZBrZ){)OH.
30
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B J5 A CH3(CH,)sCOOH #HTBtfk .

ST AL 120 &R, 34k %412 [HOOC(CHy),,CO-Tyr', D-Arg’,
Phe(pCl)’, Ala®, Amp’, Dip'®, His", Om', Abu'’, His*®, Om*, Nle”,
D-Arg?, Har”’]hGH-RH(1-29)NHEt,

W T BB R4 R UL R BB X B Merrifield A fiE_£: Boc-

Har(Tos)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2Ci2)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Dip-OH, Boc-Amp-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-
lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B J5 Fi HOOC(CH,);,COOH #HTHtAL. .

TR 121 BIE M, HAh2%4# 2 [HOOC(CH,),,CO-Tyr', D-Arg’,
Phe(pCl)’, Ala®, Amp’, Phe(pNO,)"’, His', Om'>, Abu'®, His®, Om",
Nle?’, D-Arg®, Har®]hGH-RH(1-29)NHEt,

Kt T R E AR DL BRI B BB R Merrifield #4 i £: Boc-

Har(Tos)-OH, ,Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-Amp-OH, Boc-Ala-OH, Boc-Thi(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

BE 5 A} HOOC(CH,);,COOH #4T Bt .

ik 46 METRETRIEITER 45, Bk 47, Bk 48, Bk 49, Bk 50, fk 56,
Bk 97, Bk 98, Ak 99, fik 100, Bk 106, fik 110, Bk 113, Bk 114, Bk 115,
Ak 118, Jik 119, Bk 120, FAfk 121 BIZEA- SRS EROBE, LR
Bk 101 [ BN SRR S SR, SR HF MRy, MEdH
414 HPLC BHTRIBESE B4tk . 85t 44 HPLC HWTaib b &R ZEA
(> 95%)alifty. BB FGE RN eI 4 FRIFELEERAI
ST SETRUEA M R R A
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LR VI
Hea-Tyr'-D-Arg?-Asp’-Ala*-1le*-Phe(pCl)’-Thr'-Asn®-Har’-Tyr(Me)'°-Arg''-L
ys'2-Val"-Leu'*-Abu® -GIn'S-Leu'’-Ser'®-Ala"’- Arg”-Lys*!-Leu®-Leu”-GlIn**-
Asp®-11e*5-Nle?’-D-Arg**-Har”-Agm™
fik 59
{[Hca-Tyr', D-Arg?, Phe(pCl), Har’, Tyr(Me)", Abu®’, Nle?’, D-Arg®®, Har”,
Agm’*ThGH-RH(1-30)}

fEFHFshE A A BB LB S T RHFT AR aRREEMEE
E A 0.3 mmol/g BUALH Boc-¥ I -NO-HE i & - X € & Z Bt 2 -MBHA
(Boc-Agm-SPA-MBHA)# i, HFiWE California Peptide Research, Inc.
(Napa, CA). ZMEEH&ERDEEZELFIS 4,914,189 MEFEILERF
(Zarandi M, Serfozo P, Zsigo J, Bokser L, Janaky T, Olsen DB, Bajusz S,
Schally AV, Int.J. Peptide Protein Res. 39:211-217, 1992)#ATHiik, HFitif
MNMEKB%, Bi=2, ¥ Boc-Agm-SPA-MBHA #AE(1.67 g, 0.50mmol)
7E DCM F#ATH K, BE#ITR I #R M E R AP MITENT E R
Boc 1R H1 & FE-P fg LUEAT T — N EERWEER. FEHTEN HF
BT L B BRI T R AT WEERERIIME EATRETE
B RE 51 3k B £ T ik 8% . Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH,
Boc-Nle-OH, Boc-Ile-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH, Boc-Leu-OH,
Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser
(Bz1)-OH, Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH,
Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH,
Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr (Bzl)-OH, Boc-Phe(pCl)-OH,
Boc-Ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH,
Boc-Tyr(2BrZ)-OH. i DIC(235u L, 1.5Smmol)fEBt# (R MAEREN
1.5 mmol), F& T Boc-Asn-OH 1 Boc-GIn-OH PL'ETHITE A HOBt B
HATEBE. M Tyr' P& N°-Boc f37% /5, £/ DIC 313pn L, 2 mmol)LA
S 4k RS (Hea-OH)(300mg, 2mmol )X BTk BR#E T BAL -

A T IR g L3448 T SR HXT FHEAT £ 4RI, B 250mg KT R
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fE5 0.5mL f m-FEYF SmL FIHFMAEMHF)T 0CHERE 2 /it FERSR
THEESTER HF 5, AEK-ZBHZBZEEERIMRERSY. ¥
ZUAR AN 2= (R I FK ISR AE 50% LR @ it i v MM AR 73 55 . FK
R EAGTRE, SAHIRE 100-110 mg FAEFI=D.
5 SRR I P ETiE, B EHE HPLC Ak Fridikat@it 44
HPLC BB RS . BET 9S%AE RS & H TR FETHRUR
2 5-10mg MIZALK 59. BT BEMFUEERRN S FE, FELEERD
T SRAE SETM ) SR 2 A%
Ak 51, fk 52 FBk 60 LA SRk 59 AHRIM T AT SR, R T XENE
10 BEFHEREN.
ST 51 B4 R, EAN S 454 B [Hea-Tyr', D-Arg?, Phe(pCl)®, Har’, Tyr
(Me)'®, Abu’®, NIe?, D-Arg®, Agm®hGH-RH(1-29),
B T R EPEEB L B KT HREE] Boc-Agm-SPA-MBHA i
k.

15 Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH, Boc-.eu-
OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-Leu-
OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH,
Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-lle-
OH, Boc-Ala-OH, Boc-Asp{OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

20

P& )5 A Hea-OH #ATEAL .
st FBk 52 BIE R, HAL% 4R [PhAc-Tyr', D-Arg?, Phe(pCl)°, Har’,
Tyr (Me)'?, Abu'®, Nle?’, D-Arg®, Agm”]hGH-RH(1-29),
T BB R S E R UL B R KRR BELE] Boc-Agm-SPA-MBHA # fig
25 b

Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH, Boc-Leu-
OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH, Boc-Leu-
OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH,
Boc-Tyr(Me)-OH, Boc-Har(NO;)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-OH, Boc-ile-
OH, Boc-Ala-OH, Boc-Asp(OcHX)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

30
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B& 5 FH PhAc -OH 34T EEL .

5Bk 60 & B, HALZEL5H R [PhAc-Tyr', D-Arg’, Phe(pCl)°, Har’,
Tyr(Me)'°, Abu®, Nle”’, D-Arg®®, Har”, Agm”’]hGH-RH(1-30),
et F BB RS SR L B R BT B E5E] Boc-Agm-SPA-MBHA # i
F.

Boc-Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-
GIn-OH, Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-
Ser(Bzl)-OH, Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-
OH, Boc-Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Har(NO,)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, PF&J5H PhAc-OH #HATELL

Bk 51k 52 Ak 60 B HF SR =R, UK FEfE T 4% HPLC
AT R dAL IRk 59 BRETRHET. Bt HPLC HRsiib b &2
HAG5%)4EH . BT RBLFEERNENNSTE, FELEERS
MrESE AR SR A A

SEHER VI

CH3(CH2)6CO-Tyr1-D-Argz-Asp3-A1a4-Ile5-Phc(pCl)G-Thr7-Asn8-Amp9-Ty
r(Me)lO-AIg]1-Lyslz-Vall3-Leul4-Abu15-G1n16-Leu17-SerlS-Alalg-Argzo—Lysu-Le
u2-Leu®-GIn®*-Asp” -T1e¥-Nle?’-D-Arg®*-Har”-NH,

ik 70
{[CH;(CH,)CO-Tyr', D-Arg’, Phe(pCl)’, Amp’, Tyr(Me)'?, Abu®, Nle?,
D-Arg®®, Har”’ ThGH-RH(1- 29)NH,}

5 N-PREEE R4 EEE S Ik-W s 2 BT M BT & B BRI SE s IV 7
RHAT. M Tyr' £ N°-Boc RiP#/E, {#A DIC 2351 L, 1.5mmol)fE
S EEEF], I EER[CH,(CH,)sCOOH](475uL, 3mmol K Brik fik(0.5mmol) Bk
Wit . BEE Y IEIE FTE RUEE (R B IRER B DCM Bidk 3

105



200480022286. 8 oW P FE90/111m]

10

15

20

25

30

R, F MeOH ¥tk 3 Ik, HERES THT T,

WEJS, WSHE) IV Brid, fEIRZEMARE T PA(0)-fELAY Alloc fRIFEE
MBKBERT Amp’ FREE ERIERR. BEAKN HF BB 67, F MeOH ¥t
AR IR AT T

WSEHEE] - Brik, J@id HF 4b3E, SEHL MBHA # IERHEFTIARK,
PEFE TR R R B an SEHEH] T BTk BHTBE J5 O3t B A HPLC 4lifk..
7ELL HF 402 300mg FHRIKEMASE, B3] 192mg B TR, H HPLC
gtk =4 17.1 mg B4Rk 70GE T 447 HPLC >95 % AL . il i B F L i
AR FE, FESEER TS AN R AR A .

Bk 76, Bk 78, Bk 87, Bk 103, Bk 111, FAfk 112 LASAK 70 AHREIR 77
KRHFTER, BT XEKEEEHEHIL,

S+ B 76 1A B, oAk 2 554 [CH3(CH,)sCO-Tyr!, D-Arg?, Phe(pCl)%,
Cit®, Amp’®, Tyr(Me)"°, His"', Abu'’, Nle?’, D-Arg®®, Har”’]hGH-RH(1-29)NH,,
BT g R E AR U SRR EECE] MBHA Mg E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Let-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CiZ)-OH, Boc-
His(Bom)-OH, Bac-Tyr(Me)-OH, Boc-Amp(Alloc)-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F#J5 M CH;(CH,)sCOOH #1TEEL .

ST Bk 78 B4 B, HiAL 22 454 B [CH;(CH,)sCO-Tyr!, D-Arg?, Phe(pCl)°,
Cit®, Amp’, Tyr(Et)'®, His'", Abu'’, Nle?, D-Arg®®, Har’*]hGH-RH(1-29)NH,,
K T MR E R LB R T R B E] MBHA # g E: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc—Arg(l' 0s)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc—Amp(AIloc)—OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,
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B J5 /I CH;(CH,)sCOOH HEATBEAL .
St F Bk 87 4 R, E b2 25 2 [CH;(CH,)CO-Tyr', D-Arg?, Phe(pCl)’,
Ala®,  Amp’, Tyr(E)'°, His", Abu'’, His®, Nle¥’, D-Arg®,
Har”ThGH-RH(1-29)NH,,
s BT AP EER DB R HIFEECE] MBHA ® g £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp{OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

10

B85 F CH,(CH,)sCOOH #HTELL .
StF Bk 103 BI& EL, FHAL 23 4 # R [CHy(CH,)CO-Tyr', D-Arg’,
Phe(pCl)’, Ala®, Amp’, Tyr(Et)'°, His'"", Om'?, Abu®, His®, Om®, Nle”,
15 D-Arg®, Har”]hGH-RH(1-29)NH,,
W T R B R UL BRI BB R MBHA M5 £: Boc-

Har(NO;)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lie-OH, Boc-Asp({OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Omn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl])-OH, -
Boc-Leu-OH, Boc-GiIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
20 OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B4 /5 F CH,(CH,)sCOOH #EAT B4 o
StF K 111 B9 B, AL % 45 92 [CH(CH,)CO-Tyr', D-Arg’,
25 Phe(pCl)’, Ala®, Amp’, Dip'®, His", Om'?, Abu", His*, Om®, Nle”’, D-Arg®,
Har”1hGH-RH(1-29)NH,,
B T R RS R B DB R R F R ER ) MBHA #4 g L: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lie-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,

30
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Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CiZ)-OH, Boc-
His(Bom)-OH, Boc-Dip-OH, Boc-Amp({Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCi)-
OH, Boc-le-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B4 /5 Fi CH3(CH,)sCOOH HHT B4k .

W B 112 B4 A, Ak 2 4 1 R [CHy(CH,)CO-Tyr', D-Arg’,
Phe(pCl)’, Ala®, Amp’, Phe(pNO,)'’, His"', Om'?, Abu®, His®, Orn®', Nle”,
D-Arg®, HarThGH-RH(1-29)NH,,

i BB B R UL B R RO R BXE] MBHA #flE £ Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-Ole, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Om(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Phe(pNO,)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pC!)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, B&J&H CH;(CH,)sCOOH #1THitb -

Ak 76, Bk 78, Bk 87, Fk 103, Bk 111, FBk 112 MRy, WHARL
2047 1) % B S (i T 2414 HPLC foZifkinik 70 MIERATIA#AT. B
A HPLC RIWF 24k 4k & P R A (>95%) 4t ) . (BT PR AL TS TA RS
MAFE, HETEERS L LT N EERARL.

S VII

HOOC(CHZ),;;_CO-Tyrl-D-Argz-Asp3-A1a4-Ile5-Phe(pCl)6-Thr7-Asn8-Ampg-Tyr
(Mc)’o-Alrg1 lLys' _Val"*-Leu'*-Abu'*-GIn'*-Leu'’-Ser' 8_Ala"-Arg?-Lys*'-Leu
2 1 euB-GIn?-Asp®>-11e*-Nle?’-D-Arg’*-Har”’-NH,
Bk 72

{[HOOC(CH,);,CO-Tyr', D-Arg’, Phe(pCl)’, Amp®, Tyr(Me)'’, Abu®®, Nle”,
D-Arg®, Har”ThGH-RH(1-29)NH,}

7005 N-SEBEE 04 5 Bk-1 PR B BERTFTE 1 & Bt RN sK il v A
RHHAT. ZEA Tyr' 2% N°-Boc RIS, AMTHIZHIVERH 1,12-
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T R R BN PR BT TR AR#HAT B AL« KT FE 0.5mmol ARAR K ARR &
% %% 388mg(1.5 mmol)f] 1,12-+ 4t R ER[HOOC(CH,),,COOH & iR 7E
5-10 mL #J DMF-DCM(1:D), ¥ 235uL(1.5mmol)i] DIC N A ZVER .
H A ZBEMRFEZRER 30 28. BZMERE, BERESVEBIE
s RART, TIRESRASTE Ty FAAHEEIEMMK-RIE, HHEML
TSR . BEIKIBEMEE USRS ERIRERNIEH DCM ¥k 3
%, F MeOH ¥£¥ 3 Ik, HEREZ T TH.
MEJE, WSCHERI IV BTk, (FRREMAEAIE PA(0)EILE) Alloc (R
MAREE Amp’ BRE ERIERR. SRR HF REZ AT, A MeOH X AHt
10 BERHATHEH AT .
WNSEHER] I-IM0 Brid, DA HF AL SEILAKA MBHA B g ERIRME,
PER R ENER . InsCRiG] - Frid i ThE J5 193 R F0 HPLC 44k,
%t 150 mg THRFKEM fRHEIT HF 025, K15 82 mg HIHBIAT AL, XTH
4T HPLC 446 7= 4 2.5 mg HI4EAK 7208 1d 404 HPLC, >95%RI4HRE).
15 BEBEAREERNSTFE, HFELEERSITIEETHNEERA
Ffo
Ak 71, Bk 77+ Bk 89+ Bk 107. Bk 116 FIfk 117 LLEfk 72 AHFEIRI 775K
BT AR, BT XSRS H e B,
StHFRK 71 &R, HALZEEHZ[HOOC(CH,):CO-Tyr', D-Arg’, Phe
20 (PCD, Amp’, Tyr (Me)'®, Abu'®, Nle”, D-Arg™®, Har” ThGH-RH (1-29)NH,
i T R AR R AR LB R R ERE] MBHA #8 £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(ZCIZ)-OH‘, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
Arg(Tos)-OH, Boc-Tyr(Me)-OH, Boc-Amp(Alloc)-OH, Boc-Asn-OH, Boc-Thr(Bzl)-OH, Boc-

2 Phe(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, F4/5H HOOC(CH,)sCOOH #1TB L .
Stk 77 A R, HALZE 4 R [HOOC(CH,)1,CO-Tyr!, D-Arg’, Phe
30 (pClS, Cit¥, Amp®, Tyr(Me)'°, His", Abu®, Nle*’, D-Arg”, Har”1hGH-RH
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(1-29)NH,
Y T R EE B L RN FEE 2 MBHA M5 E: Boc-
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Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nle-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2C1Z)-OH, Boc-Arg(Tos)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Vai-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Me)-OH, Boc-Amp(Alloc)-OH, Boc-Cit-OH, Boc-Thr(Bzl)-OH, Boc-
Phe(pCl)-OH, Boc-lie-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-

OH, FE/EF HOOC(CH,);,COOH H#1THEL .

Tk 89 BIA R, k&4 B HOOC(CH,)1,CO-Tyr', D-Arg’, Phe
@C, Alz%, Amp®, Tyr(B)', His", Abu', His®, Nle”, D-Arg?,
Har®]hGH-RH(1-29)NH,

Yt T BRI SR UL BN R F BBk E] MBHA M L Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Lys(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH,- Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Lys(2CIZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr{Et)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe{pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

B% J5 F§ HOOC(CH,);,COOH H#HT Bt .

TR 107 B4R, EoAk 2248 R [HOOC(CH,),,CO-Tyr', D-Arg’, Phe
(pCl)’, Ala®, Amp’, Tyr(Et)"’, His'!, Om”, Abu®, His®, Om*, Nle”, D-Arg”,
Har®hGH-RH(1-29)NH,

Y tn T B R R 28 L R KRB 2] MBHA R fiE E: Boc-

ng(NOz)-OH. Boc-D-Arg(Tos)-OH, Boc-Nie-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzi)-OH,
Boc-Leu-OH, Boc-GIn-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Orn(2CiZ)-OH, Boc-
His(Bom)-OH, Boc-Tyr(Et)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,
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B8 /5 - HOOC(CH,);,COOH #EATEAL o

STk 116 B4 A, HALZE 4 Z [HOOC(CH,),,CO-Tyr', D-Arg?, Phe
(pCD’, Ala®, Amp’, Dip'’, His'!, Om'%, Abu®, His?®, Om*, Nle”’, D-Arg®,
Har®1hGH-RH(1-29)NH,
B 00T B R E IR UL BRI S8k 2 MBHA # g £: Boc-

Har(NO,)-OH, Boc-D-Arg(Tos)-OH, Boc-Nfe-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-GIn-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2C1Z)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bzl)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Om(2CIZ)-OH, Boc-

His(Bom)-OH, Boc-Dip-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-Phe(pCl)-
OH, Boc-ile-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrZ)-OH,

b j5 F§ HOOC(CH,);,COOH i#4T Btk .

SHFRE 117 AR, HALZ 4 RHOOC(CH,),,CO-Tyr', D-Arg’, Phe
(pCL°, Ala®, Amp®, Phe(pNO,)", His", Om'%, Abu®, His®, Om®, Nle”,
D-Arg®, Har”ThGH-RH(1-29)NH,

KT AR E B UL B R IR B ECE] MBHA B AE L: Boc-

Har(NO;)}-OH, Boc-D-Arg(Tos)-OH, Boc-Nile-OH, Boc-lle-OH, Boc-Asp(OcHx)-OH, Boc-Gin-OH,
Boc-Leu-OH, Boc-Leu-OH, Boc-Orn(2CIZ)-OH, Boc-His(Bom)-OH, Boc-Ala-OH, Boc-Ser(Bz!)-OH,
Boc-Leu-OH, Boc-Gin-OH, Boc-Abu-OH, Boc-Leu-OH, Boc-Val-OH, Boc-Omn(2CIZ)-OH, Boc-
His(Born)-OH, Boc-Phe(pNO,)-OH, Boc-Amp(Alloc)-OH, Boc-Ala-OH, Boc-Thr(Bzl)-OH, Boc-
Fisa(pCl)-OH, Boc-lle-OH, Boc-Ala-OH, Boc-Asp(OcHx)-OH, Boc-D-Arg(Tos)-OH, Boc-Tyr(2BrzZ)-

OH, B&J5 A HOOC(CH,);,COOH #1TEtik.

Bk 71 BK 77 Bk 89. Ak 107 Bk 116, FORK 117 IR AR L
ZuR, DR IEIT 414 HPLC SETHIBE)E Maibin ik 72 BB TERTR#E1T .
W4T HPLC HIMpmd aiib KL &M R A (95%) 4. B bR
EER TS A2 F BB & AR T IE L U R & ZEER A K.

SEREB X
UL PR 3 5 35 B 7K S R
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[PhAc-Tyr', D-Arg?, Phe(pCl)’, Amp®, Tyr(Me)'®, Abu'’, Nle”’, D-Arg®,
Har”1hGH-RH(1-29)NH,

(Bk 67) 500.0mg
FEHAK q.s. 1% 100.0 ml

¥ B CF GH-RH 5 HUIAK 67 MARZEE ST /K, B4 Bk v od

L X

KRN Py BTy 55 111551 CZ R YR )

[CHA(CH,)sCO-Tyr', D-Arg?, Phe(pCl), Ala®, His®, Tyr(Et)"°, His", Abu",
Nle?’, D-Arg®, Har”ThGH-RH(1-29)NH,

(Bk 80) 10.0 mg
— B sk $a, USP 20. 0 mg
Z KM q. s. nE 1. 0mL

K —IE RS 5 2 RS JEnAE] 125°C, EEMEEIRERSG
BRER. BERZBESYHITRERBEHAGHAN. #%, ¥ GH-RH
HRFIAK 80 UTLTE&MEMRIMA . NI ETRIRKERENE,
15 30 S E2 25T £ (pamoate salt)Z . (X EEFEPIR] B IRTE MR RFLEHT 18] .

SE ] X1
KB A OM S Al AV SRR EYIHIRE

TR B R T Ik

25/75 ZAEE/AASER AR M(0.5 FFIERED) 99%
[CH3(CHy)sCO-Tyr' , D-Arg?, Phe(pCl)’, Ala®, His®, Tyr(Et)'°, His', Om",
Abu'®, His®, Om?', Nle¥’, D-Arg®, Har® ]ThGH-RH(1-29)NH,(fk 96) 1%
¥ 25mg B LR MACEEBRAE 1.0mL Han R IR+

H ERE 5.0%

CMC, # 0.5%
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R 0.9%
Tween 80 0.1%

K, 4itb ] g.s. I 100%
SE 5] X1

P S B A S P AR B R iR

FEARSNFI A P 3R AR & B AR B9 hGH-RH(1-29)NH, 5
S GH BREE . BRE T AW 5 GH-RH ZARM 4 &6,
BT B BB B B 95 P R0 B T 1 L IGF-T UA % P98 IGF RGN HI/E R ZE
TP EEREBL Y R IR AR A HEAT T VRO
#BEL A (Superfused) K B FEA R St

TERTTE A B3 (S, Vigh A1 A.V Schally, Peptides 5: 241-347, 1984)
NI BB (Z. Rekasi 1 A.V. Schally, PN.A.S. 90:
2146-2149, 1993).

=2, UARKRERCGEARIES 9 44GmL). BEEEFE,
¥ 1nM hGH-RH(1-29)NH, HiFH 3 4-40(1mL)[0 74PN % 1. h TR
M FE B VE B B0 RREERT 1], 78 30,60,90,%0 120 204/ A 1 nM hGH-RH
(1-29)NH, 3 434$[30, 60,90, 120 #»4HE]. ¥ GH N K S (E(Net
integral values). L8 GH NZ I ¥EHFRRVEH 1 nM GH-RH(1-29)NH, %
BRI GH NEMH 4. H[Ac-Tyr', D-Arg®, hGH-RH(1-29)NH,, “#%
R LR EAER.

GH, IGF-L 1 IGF-IT BJjgut ¥ 5 556 (RIA)

{# F3 F National Hormone and Pituitary Program, Baltimore, Maryland $&
LR A L Ik XUHT B G e R B0 DU B T SR AR R AR R R R 5 R
R RE AR AR B GH AT . FIRATTE BT BT (V. Csernus F1 A.V. Schally,

In Neuroendocrine Research Methods, Harwood Academic(Greenstein, B.
D.ed., London, pp.71-109, 199)FF & KITHENEF 54T RIA &R, KH
HFNEHNBZE,

2 7 MBI H GH A1 IGF-1 /KF,  BAK a8 i 48 B s BT 2% o+ 1Y)
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IGF-1 1 IGF-I1 ¥R ¥ , 7 i (Braczkowski R, Schally AV, Plonowski A, Varga
JL, Groot K, Krupa M, Armatis P, Cancer 95: 1735-1745, 2002)4 5 L yF¥
PR S IR EAT AL, S ANERSE ., e, WMMBAEREITE
DU BIIE, FMERTHS, BOUSEARERSS. RE, &
XL RIA HiERMEMTE GH. ZEEE RIA MER, FHR-LERIT
JE 7 VAW IGF-1 F IGF-1T M IV FOA PRI Rk oy P AT #3R, Pk v UiiE
HEXRB KIS IGF 4£&4EH, TR IGF £ 58EAT T RIA. FHER
PRVERY IGF-1 F1 L2 41-IGF-1 $i4%(#R>K B DSL Inc., Webster, TX), #id RIA
SR E IGF-1 IR E . FHAEAMRAER A EH IGF-1I(Bachem) M H1-IGF-11 &
714 (Amano International Enzyme, Troy, VA), i#13 RIA SR#ll & IGF-1I

FEFTE K RIA MBS, REEENDT 15%FBRBARLDST 10
%

B8 GH-RH S 4 G135

K BA PIARCH GH-RH FEHA Tv-1-42 M4 S RE A THE
GH-RH {41576\ PC-3 RIFIRIME IR 4 L # GH-RH ZARRIFHE
HIE5 &SRR . EEHMRIR T 4 K /7% Halmos G, Schally AV, Varga JL,
Plonowski A, Rekasi Z, Czompoly T, Proc Natl Acad Sci USA 97:
10555-10560, 2000; Halmos G, Schally AV, Czompoly T, Krupa M, Varga JL,
Rekasi Z, J Clin Endocrinol Metab 87:4707-4714, 2002), it HA{ENZ
%, WEZ, BEFEE-T FERHE IV-1-42 BIBGHEBPRC KRTED) .
Ve N BR T REMNBEYREZEN PC3 MEATHAREE. B[]
TV-1-42 B35 PC-3 JEAIHK HH 18 0ok B (1072-10°M) B 3RS PRV M5 37
FUKAE A2 S o B B O BRI v v it EBU . @i
K (G157 -52 46 8 -S4 AR B 5 B0 v B A 456 SR M JF383E Munson
Rodbard(P.J. Munson #1 D. Rodbard, Anal. Biochem. 107:220-239, 1980)f
FE 4% PC 1 McPherson v B HLIE FH#5E M 52 BAKE I TV-1-36 LI V- 1-38
HER AT SRR (RAL) VB S 2 B AR K 5RH GH-RH = H057# K,
L,

114



200480022286. 8

W

o E99/111W

10

BRI R4 R

BB A KR EAREFIURMEIMEFEENEREH TR 1
b, @ISR L, MSRERETE, 4T PRI SR
PE4hST GH-RH-# ) GH B JBU ORI NN S B30 11 A

% 11

*TERBRN A K B4 R 4D ) GH R UK #1561

I fE  GH Fi%(xﬁxlﬁaﬁ%? | | |
(nM) 0 min 30 min 60 min 90 min 120 min
FrRUEREPLA: 100 38 98 81
IV-1-36" 30 36 21 25 29 29
10 80 42 60 64 85
JV-1-38" 30 59 32 28 34 31
fik 2 30 18 13 18 25 51
ik 3 30 52 61 56 70 149
fk 4 30 5 0 12 8 18
K 5 30 22 20 23 27 27
Jik 6 30 56 22 12 15 19
fiK 7 30 23 13 11 14 14
fik 8 30 37 31 48 44 40
FK9 30 47 43 66 63 58
fik 10 30 60 30 36 37 44
ik 11 30 14 24 29 34 32
fik 12 30 35 30 35 51 43
ik 13 30 87 77 76 71 73
fk 15 30 28 13 11 36 21
fik 16 30 40 62 78 73 61
fiK 17 30 29 51 68 73 61
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fik 18 30 21 71 61 75 63
ik 19 30 62 64 66 82 74
fik 21 30 0 13 33 43 37
fix 22 30 22 26 27 45 N/A
fik 23 30 55 40 41 47 41
fik 24 30 56 13 18 34 60
Ak 26 30 20 43 66 48 44
ik 27 30 19 15 23 23 61
Bk 28 30 68 7 8 20 34
fik 30 30 18 11 7 7 8
Jik 30 10 60 24 34 32 53
fik 31 30 7 1 2 4 3
fik 31 10 57 31 37 36 37
fik 32 30 28 43 69 76 N/A
fik 33 30 97 89 78 97 82
fik 35 30 91 57 80 66 72
fik 36 30 104 90 112 97 120
fik 37 30 33 12 15 15 19
fik 39 30 63 54 36 37 36
fik 40 30 42 29 26 36 30
fik 41 30 47 16 14 15 16
Ak 42 30 52 7 9 8 13
fik 43 30 82 74 102 72 51
Jik 45 30 91 100 100 100 99
fik 45 30 100 100 100 N/A N/A
fik 46 30 91 28 31 56 30
fik 48 30 22 21 44 44 47
fik 49 30 83 76 90 87 120
fik 50 30 57 65 69 74 67
ik 51 30 64 36 31 N/A N/A
fik 51 30 52 43 57 56 58
fik 51 30 87 35 46 51 61
ik 52 30 86 13 45 26 55
fik 53 30 43 42 40 36 46
Rk 55 30 93 63 96 61 93
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fik 56 30 76 83 92 80 68
Rk 58 30 78 53 56 47 N/A
Rk 58 30 94 53 57 64 64
Jik 58 30 64 41 59 50 69
Jik 59 30 72 49 46 38 N/A
Rk 59 30 61 50 48 47 N/A
fik 59 30 93 43 60 57 76
fik 59 30 47 27 37 44 47
FK 60 30 73 27 34 56 42
ik 60 30 87 29 65 36 63
fik 62 30 20 16 14 21 21
fix 63 30 53 47 49 51 N/A
Jik 64 30 59 54 70 50 56
Bk 65 30 67 80 89 97 79
fik 67 30 28 15 18 20 23
fik 68 30 37 22 33 29 33
fik 69 30 9 12 18 18 25

‘SRLEY, EEEF 6,057,422 KEEY)
J# GH-RH Z 44 &R R KSR
Ay RIZER IV E VR, 5SBAEMNEEFMELE, &
T ELE B B BUE 15 PC-3 M IE L 1) GH-RH Z AR B 45 & 3R A
5 MERIEEAEIN.

= IV.
GH-RH 353576 PC-3 A BIFIRRRE b B0 AR AR SRANPE(R.AL)

fik R.A
JV-1-36" 1
Jik 11 1.3
fik 6 0.6
Rk 7 12
fik 4 53

Bk S 4
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fik 22 10
ik 43 0.09

"SRAILEY, EEEF 6,057,422 HEEY)

®V
GH-RH ¥#if57E PC-3 ARIFIBRE B2 AR AT AP (R.AL)

Bk R.A
JV-1-38° 1
fik 31 0.2
fik 36 11
Rk 41 5
fk 42 0.6
ik 62 62
Rk 67 71
Jik 69 59

‘SRS, EEEF 6,057,422 K EBY)
10
GH-RH EHiFA # R  PC-3 ABIFIBRIE BB ED I EH
K8 1
ZEFI B 3 mm® 1 PC-3 NBERKBA RIS RE AL s.c BT
R E A, MRS EIZ 50 mm® BRI, KRS S MR,
15 4G4 7-8 RENIIHI TR A —F BESHA 28 R LW RIBEFIER) ; 2.
JV-1-38 (10 pg/H s.c.);3 Bk31 (10 pg/Hs.c.); 4. Bk67 (10 pg/Hs.c.); 5.
fk 62 (10 pg /H sc). SRAMEMBERBEIR. SRS 29 REHR, #
BEFRIE TSN B AT . BEBRIEEE. REHRERRERH—
S4B 2 Bh Bkl 48 SR T L 5 43 B8 AL AT IGF-1 ) RIA U &
20 BITWR R SRBATI RS RGO AT BEIERTAFHE LS E.
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I 2:

sz 2 szl 1 KA, AR PC-3 FE AR EIZ 30 mm’
i, STIO 2 FREA. IXET, B4 8 MK, 4 8 R, W
B2 Mg A 28 K 1. WROREFIEER) ; 2. TV-1-38 (10 pg/H
s.c.);3. k46 (5 pg/H s.c.); 48K 775 pg /B s.c); 5K 76 (5 pg/H s.c.); 6.
Bk 70 (5 pe/H s.c.); 78K 79 5 pg/B sc.); 8.8k 80 5 ug /H s.c). K2
HA AT 55 1 AR

L 3:

ZEF I L% 3 mm® ) PC-3 N E KRB AT S AR AR R s.c. BHETE
MR S, UPEERIL 65 mm® AR, KRR 7 SRR,
4 8-9 REWHFM T2 8 —FHERE 28 R: LY RRFERIER); 2.
TV-1-38 (10 pg/H s.c.);3 Bk35(10 pg/Hs.c.); 4. Bk36 (10 pg/Hs.c.); 5.
Ak 37 (10 pg /B s.c), 6 Ak 39(10 pg/H s.c.); 7 Bk 41(10 pg/H s.c.)e =35
B PR ATATIIR. SCITES 28 RER, FERTFIMEE T H/ N RAETE.
B RS . REFREAGEIH ST, MBEER B K
42 85 T 1T 343 B M3 #E4T IGF-1 ) RIA WE. 383E ANOVA F&/5 Fisher
16 SEHTI B S RIS BEIERT N FIELSE.

LI 4

ST 4 WFTE SCR A 55 3 AR, HEAR FHNAR. HMEE
B2 55 mm® KRR, AR 5 MERA, B4 8-9 R uT
ez s 4 VR STA 28 Ke 1. XTFRRFEFNER) ; 2. k80 (S ng/H sc);
3. Bk 86 (5 pg/H s.c.); 4. Bk 95 (5pg/Hs.c.);5 Fk96 (Sug/H sc.)e
ST 4 B A ANATT 55 3 AR

&R

seie 1. ZEVURET GH-RH FHURIT, Bk 67 Rk 62 XF PC-3 M A KIHH
s\ EF LB K TV-1-38, £EEF) 6,057,422 MEBYEERE VD, 5
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oW B OFE104/111H1

10

JV-1-38(k VIDELE:, AR\AKMEEFRHMEMES IGF-I K/KFH

98 5 IGF-11 HI7K .

VL

5250 1: B GH-RH #HHFIBHMT KA B4R R PC-3 ARiFIRERFBIE

/0 ALG|

il JSE A AR (mm’) fEEEmg) MEHER

FFih B (%3 3 B )

(%) (XK)

PugiGt 50.0+7.86 501+111 378+84.0 8.97+0.71

JV-1-38 49.2+8.37 291+80.4 239+58.0 12.3+£1.04"
(42%) (37%)

fik 31 491+12.5 363+92.8 273453.3 14.0+2.69
(28%) (37%)

fik 67 46.8+8.11 200+39.5" 150+22.1° 17.0+3.51°
(60%) (60%)

fik 62 56.1£18.2 215+50.4 199+517 18.4+4.96"
(57%) (47%)

"p<0.05 ABXTF XTHE

= VIl

236 1. B GH-RH HEHFHTRATEN BH PC-3 ARIFIRERMEEY

(AR BR T Y IGF-1 [ y& /K SEFN IGE-IT fib R o FE 6 5 il

| 1% IGF-I(ng/mL) fi#98 IGF-I(pg/mg & H )
(%4l (%)

pugicy 149+10.4 219+64.7

JV-1-38 147+8.49 208+43.3
(1%) (5%)

fik 31 133+16.7 130£56.0
(11%) (41%)

fix 67 128+10.6 139+69.2
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10

15

(14%) (37%)
ik 62 141+8.86 N.L
(5%)
NI BHEHR
S 2.

PL Spg/RBIFIEE A R BBHIBK 46+ K 77, BK 76 BK 70, Bk 79 F0
Ak 80 ¥ek/b PC-3 BERIMEATRMMRER 20-64%, FHEnArEATIRE
WA 22 20 RAER 101%(F VIID). Bk 77. Bk 70. Bk 79. FOBk 80 HufE
AX—A S M XEHESHAFTR T ENEENE. Mk, Z2HEIKK
IV-1-38, EEEF) 6,057,422 P&, HLL 10ky/ REXUEFIEEA R,
BB RO MBAIR, AU PC-3 MM EEF4 10%NBEHMMARER
] (8 VID. dah, &KBIKIAK 704 Bk 79 TRk 80 8 ZE /D> 11¥E IGF-1
IKFIE 31%-42%, {HARK TV-1-38 BEEHGER IX).

% VIII
Sc6 2. FH GH-RH HEHUFAT B4 EERT #R B 4 PC-3 A RIFIARE AT 24
CLb AL

i A (mm’) A EEmg) MIEHEIR
FFiA B# (%ol {538t (]

¢z, (X)

it & 28 4+4.2 351+84.9 283+72.1 8.3+0.7

JV-1-38 29.3+3.8 351£72.9 254+52.0 8.7+0.7
(0%) (10%)

fik 46 26.6+2.7 246+93.7 188+66.1 11.2+1.3
(30%) (34%)

fik 77 27.243.2 192+44.1 138+34.3 10.7+0.8"
(45%) (51%)

ik 76 26.8+3.4 232+30.8 226+48.3 9.4+0.6
(34%) (20%)

fik 70 26.543.7 199+40.4"# 119+25.3"# 12.6%2.5
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(43%) (58%)

Jik 79 29.1%4.3 139+49.4"# 153+54.5 13.6£1.87#
(60%) (46%)

fif 80 24.84+2.2 128+38.9# 137+46.17 16.7+4.3"#
(64%) (52%)

*p<0.05 FAXTF XTHR; #p<0.05 AXTF JV-1-38

*1X
s Szi% 2. B GH-RH BHABHMTRIAEN B PC-3 ARIFRERMHBEY
FIAE B P 5 IGF-1 B /KR A

4 ¥ IGF-I(ng/mL) (%)
Xt FR 262+18.1

JV-1-38 293+28.0 0%

fik 46 288+17.9 0%

fik 77 276+16.8 0%

Jik 76 260+29.7 1%

fik 70 175+12.9™" 33%

fik 79 181+19.8"™ 31%

fik 80 152+7.83"" 42%

"p<0.01 FEXTF XHHR; 7 p<0.001 AHXTF XL

10 rjt% 3:
7E 10 b/ RIFIE L, Fra s Rk B H] PC-3 FRER AR, K
35, Bk 36 FIfk 39 k&ML TV-1-38 BB EE BT ERGE X).
X
S26 3. F GH-RH 35HURHT AL EEXT AR B PC-3 A BT ARE F M5 1E
15 YRR

2| F 9 1A R (mm’) FrEERmg) AHEAHR
iR B& (%FH) I [A)
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(%F ) (R)

gt 71.1£10.5 678+172 700+152 10.6£0.96

JV-1-38 68.3+8.08 276+48.7" 386+62.9" 18.2+1.84
(66%) (45%)

Bk 35 65.7+11.3 261£52.9" 286+58.9" 17.0+£2.32
(68%) (59%)

Jik 36 68.0£11.7 214£72.6%* 361+89.6" 18.7+3.83
(76%) (48%)

JiK 37 60.0+13.0 323+68.0" 440+104 12.7+2.03
(57%) (37%)

fik 39 66.7£11.2 271£109" 247455.4" 19.6+2.10
(66%) (65%)

fik 41 66.7+12.5 341+107" 579+188 28.2+9.85
(54%) (17%)

-

'0<0.05 AAXTTF XTHE; “p<0.01 X T XHE

SLI% 4.
Bl SHg/ fIFIB MR B9 BT K TIANk B ZHHIE BP9 PC-3 B i
s B, Bk 96 7EIZSE R AH BIROFUIRIER (R XD). EHRTMET
Fi oAb e B 9% IGE-1 K, ik 86 ARk 96 RIBUR BB St ki
BEHGER X).

SEI8 4: B GH-RH BEHFTRIAEXTE KA 8 PC-3 NG5 RERME
10 EHYRER

4 98 A A (mm?) MREEEmg) B
FF a6 B (%3 2 18 k]

L) (R)

PRt 56.3+10.8 1137+£351 1451+343 7.3+0.52

fik 80 53.2+10 1 398+68.7" 7524150 10.7+1.28"
68% 48%

fik 86 56.1+8.67 397+71.8° 643+94.9™ 12.1£1.40”
68% 56%
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10

15

20

fik 95 60.9+12.2 393+79.8" 666+131" 12.5+1.80"
69% 54%

Jik 96 56.2+13.3 301+65.2"" 489+114" 11.0+0.87""
77% 66%

p<0.05 MXTTF FTHE; Tp<0.01 HXF X

* XII

LG 4:

S8 4. Fl GH-RH EHUNEHT AN B PC-3 ARIFIRE R H#EY)
f AR B R Y IGF-1 1 it v 7K S i 22 e

4 1% IGF-I(ng/mL) (%AWl
bagic | 165+10.2

Rk 80 136+15.3 18%

fiX 86 118+8.94" 28%

fik 95 127£17.5 23%

fik 96 114+15.5" 31%

" p<0.05 FXTF XHR

GH-RH EHFIM B HT-29 A& BE M B EY 2 0m

¥ HT-29 A\ S5H59 sc BHBIBMERRF . BHE 19 KRG, BB
P, B 10 B30, TR, EAEAFE/NRU 10 g/ REFIE
B2 RK 67 sc.BA—4F H RS 62 K, kxS RA A RIS FIBATIEST .
BB, HrE AR, ELRA RN, 45 RIFNENEE

BHo

g5
Sy, Bk 67 43 62 REBUE R P AEKK HT-29 R ik
TR 56.3%FNE R 53.9%K BEFHI(ER XII).
X1
F GH-RH 3 #1167 3HT A X R R P HT-29 A& 7R B AT
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10

15

20

25

AL

4 B £ JR R AR (mm®) fit 988 B (mg)
Xt R 27924643 31124543
fik 67 1218 +320" 14344405

*p<0.05 HXTF SR

GH-RH 5 Piixt F #0518 204R B 4 ) DMS-153 A/ fafidiE(SCLC) B
W

F 3mm’ §) DMS-153 A\ SCLC AR HEHEAR BT s. c A Zf
R EFUA B 100mm’ B, /DR RL 3 NMERA, B4 6-8 Rt
BRI T AL 6 : 4 10 HR), BERIER: 4 2, Bk 67(10 Kg/K s.c.);
23, Bk 31(10 hg/Rs.c)o —RABRKIETIEAIR. MEERN, HAR
ek N BRURREE, FABTSKAKHRIE, WERF AT IGF-1 I E,
PR BRI BITIRE . BEER S A PHELS.E. Bd—FHE ANOVA
F1 Student-Newman-Keuls £ 5 S 74 £ 5 .

GR

SxtEEMLL, 85 GH-RH #H, Bk 67 BUk 31 BIALE R h A i i
HEBEP RO XIV). B2k 67 WA MR EIREHEED, i,
STt Baih AR LA, FRESTRAEERD> IGF-I MIEKFER
XIV)o IGF-II fJ mRNA HIREHBHFETNEERAE, REFKFEE
FEX AR 100+1.5%, FMZEFRK 67 AbEAH £ 78.0144.3% LU R IEHE
TRk 31 AR 42.74+18.5%. fik 31 X} IGF-IT mRNA Fi& i na BH
it R EE (P <0.01 YT XHE).

= X1V
FH GH-RH 5 Hi32E4T B A ZE X} #8 B H DMS-153 A SCLC FH## 4 Fn i
& IGF-1 /KR 2200
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10

15

| I EE(g) PP AR (mm’) 1% IGF-I

(% W) (ng/mL)
I B WHD) o, e

xR 2.31£0.25 112+£13 36411431 169.0+9.9

fk 67 1.60+0.19" 132424 2650+30" 117.9+17.2°
(31%) (28%) (30%)

fik 31 1.58+0.11" 138420 33294180 118.4+12.5"
(32%) (10%) (30%)

P<0.05 MXFT XTH

GH-RH #H1HX BF B E B R H i H-69 A SCLC &

F 3mm® B H-69 A SCLC HELRERITHEERR RIHAT s. c N BPER
EFUEEIL 80mm’ B, /N RAMR 4 NEIR, B4 7-8 REHERZ W
TAHEE 4 B A 103R), RIEFER; 42, Bk 67(10 Hg/R s.c.); 4 3,
AE 31(10 Bg/K s.c)s 4 4, Bk 72010 Hg/K s.c)o —ABRICEKMEER.
WERAETR, FRELOE /N RAREE, VAT SKAK LRI, VIRRMEIFEAT
HE. BREEREFIFHELSE. B —FHF X ANOVA H
Student-Newman-Keuls 56 K1 84 .

“Z R

Bl 10 pe/REIFIB B —E HIEHAZAMETE 1 GH-RH HHU1H B2
%13 B 4 H-69 PR K. ENRNLEYH, Bk 72 EFEERNTUELE
MERE XV)o

*x XV
F GH-RH 5 H153HT AL B35 B P i H-69 A\ SCLC R #2 1 H) HI R 1

4 BB AR (mm®)

piR ] B (% )
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B

o Fi/111m

pagicl
fik 67

fik 31

fik 72

81+13
82£10

80E6

819

23504189
501+35"
(76%)
832423°
(67%)
308+23"
(90%)

"p<0.001 FEXTT XHHR
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