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K8,
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. BASEILZARARMHER AT EEXZRARARBNKEY,
. —(CCo)-RA, EFERAZBRARXABRKSY, X

. —CO)-R", £¢

% 1. -0-R", &

. -NRM. HFE

RERAEMNSEREIGEERTEERT —RMAKX I1a L35

~_-N V4 :
D n
iy
X

Y

3
4
3]
R
2

£¥ D, ZHARRpX IT HELH,
AR KRBT HEFH-CH,,
BRAERT. AET. REFETH-CH-,
XRERT. BRT. KETHETH-CH-,
YREERFZREET. BET. SRBRFXETFH-CH-, HF
XF Y —REAFE. 1,2-2%. 1,3-=%X ,4-—%RTH,
EFHN A X Y.BRERTHROXZLARRBT —NELET,
ZARRERT, WXARERT. RERTARET, 2 A RELE—A5
BT, 2R 1, 2. 3RAANERT, AFTARTHFEARTFARARAE,
EFaN A X, Y. BFREETHARNFZ LKA X F K L2
FHHE (C-Co) B E, —RZBRK, AP ERAZARRGIAHT
5] B £ R BUK:
_OH’ ‘
. (C=Co) EE,
S
~NO,,
~NH.,
~CF,,
~OH,
PRk,

S T T T =
NS S g W
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1. 8. —C(0) -CHs,

1.9. —-CH(0),

1.10. —-CN,

1.11. —COOH,

1.12. -C(0)-NH,,
1.13.  (C,-C)-R&AZE KL,
1.14.  ¥%5%,

1.15. X&%,
1.16. FX,

.17, F&E&, &
1.18. woskik, Xk

REZFEMNEARESUERTF—RMAKX IIc 231

N R
\D/ I w/kN/ (ilc)
Re '

T\V/W

E# D RAwR' 24X I AFZLH,

TREETF. BETF. RETRETFH-CH,-,

VRART. BETF. &EFHETFH-CH,-,

VAALERARERT. BRT. REFAARFHA-CH-, %

TEVRVEV—RERERX. 1,2-=%. 1,3-—%X1,4-—%
RTH,

EFEN T.V. VFREABRRTHROFRZ2AFRE—ANEAR
F. FRBA—MEEFR 1. 2, 3RN4ARET, EFARTHRER
FRRAMAE, FE

EFHN T. V. VFRBEARETHROFZZARRGXFHL
Bakm E# 1.1 £ 1.18. THREXHBRAREE, —X=RHK,

AABRKER. R RRPRAESHFLTH L LR

1. &ARF,
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il
(C—C.) - K&,
BASEMUARBRRAGLETE AV Bt R 2 A RARRKR
K49,

5. BASEIL2ARARAGLR, L bkt ABARBRA W,

6. (Ci—Co) -3k,

7. —CN,

8. —0-(Co—C)-BE-F %,

9. -0-(C,—C.) -3,

10. -OR",

11. -N(R'),,

12. -S(0).-R", ¥ x & 0. 1 2,

13. -NO,, &

14. —CF,,

R°Z 1. &&F,

2. -OH, %

3. =0, #

RZ 1. FK, A PZFERARAKIRKLY,

2. XX, HTHAARER_RK:

2.1  —-CN,

2.2  -NO,,

2.3 -0-(C,—C)-k%,

2.4  -NR'"Y.,,

2.5  -NH-C(0)-R",

2.6  -S(0),-R", A xZEHKO0 1X2

2.7  -C(0)-R", %

2.8  —(C,—-C,) -3 -NH,,

4. BEASELRAFBRRMER, CRARKGIELE. —&

ZRRH.
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#hixgX IeHT,

BREAR. B RP#RZI—RXIIEFH, £+

R°Z &&F,

RE 1. RABROHERTH, &

2. (CCo)-RA&, ATuRARABRKXES, FHZRABRKH
RAERTHARTHER—BK: B, #-(C-C)-RAEX KAt
. e, X sked =wf oRey ek vBed Zoled wmhey wier
glwk, FIFER Fobked, Gk, Kok KRFRTR. ke,
b, k. e, —REF. ARG, —CON. Duk, fE %
%, 1,348, -NR)-FH%, A FRERBTFTHAELHE, (CCo)-
Ak, -OR". -NHRR"), £ ¥ R"EFHHFEALT A4 L2 L,
-S(0),~R”, A x 20, 1%K2 REXRR Forhk gkl ¥4
CMARBRRGREHT I EAH LA —RAK: -0H. (C,-C,)-Bk. —CF,.
K%, -0-(C,—C)-s . -COOH. -C(0)-0-(C,—C,) -3 & . -NH, %
~NH-C (0) - (C,~C,) -3t % &K C(0)-R?, R RZZw LATZ L,

Z% -C(0)-R°. wek, (C-Co)-A&, ATERARIMI L4
8, FERABERGAERELR-O £ -RK, 1,3, 48wk, %
Fi% 1,3, 48 R ARKRGREHTH AR ERA:

~NH,. -NH (C,~C,) -$e k. -N-[ (C,-Co) - £ 1,. -NH-C (0) - (C,—C,) -
. -NH-C(0)-NH-(C,—C,)-% . -NH-C(0)-NH- (C,~C,) -3r3t .
~NH-C(0)-NH- % % . -NH-C(0)-NH- ¥ % . -NH-SO0,- ¥ X .
-NH-S0,- (C,—C,) %3k, —OH - (C,-C,) -} %, L F

YR-0-RY. XK, FR. -0H. GekA. -NR'").3H-NH,,

R"Z1. —(C,—C) - A,

2. RY &

3. -NQR™). X£¥
R R st 3.3 %
a) ART,

b) - (Cl‘Cs) —ifé%,
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C) - (CI—C4) “%g—o— (CI_C4) —%g’
d) - (CI‘CG) "%%‘"N (Rls) 2)

e) é—lﬁ—: -‘:&A
f) _(Co_C«:)"iIeﬂg, %’ﬁ%i\ dl“ig\ %#giigia—:&
R, %

RRE RFEMNEBREAGRETERRETF—R/RMARK I1a K, &
Bvted, wbkdk, dbedbe. WS, kR, RIA M. vkk, Ew, dbd,
vk, ek, wRedk. dbedok, chebek, wbedidt, sked by, vBek Folek
2- 8o iy, e, Gek, FoEed, Eed w123, 5-7%%
Zog-2-fAbd, TR @, FoSebEl, =k, Lo w R o8, =z,
€414 F. CN. CF3# C00-(C,~C,) -RARK, 3-FEWE-2, 4-—8,
5-8AK-1,2, 4K =k 1,3, 4-"E ek Fokekpr K Guk, wlek,
e R Sfeked, Bk, =k Bk, dedok, SoBgk. Beb ek,
k. v SRk, WA F ek e, X

RAZE5EMNEAREGHRET—RMAX I1c K, & Ha%, W
%ok, wbelb, WU, KW, R, BE. R, HE. %kE R
oh skl wbeiek shebek, wbebgy, wkedy, vhek Folek 9-RvR
sk, FRepbr. Bok, FoRek, ek FeEelr AAKGak, wlek,
e Egbeked, dok, =k BKE. dedek, BBdk. Eeh B,
vk, wasdk, wAFER. Fridk, Wk, 1,2,3,5-%EK -2
§ibdy, Rk g, FolekE, w8 Lok oW, =, MK
F.CN. CF; 3 C00~(C,~C,) B4, 3-F XA %-2,4-28. 1, 3, 4-"%
Zvkfe 5-8K-1,2, 4K, Fo

FABRRER. B RRRRASHFATREELBZ

1. &ART,

2. 8%,
3.  (C—Co)-RE,
4. -CN,
5.  -NO,
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6. -0-(Co-C))-trE-F&,
7. -0-(C\-C,) %k,

8. -N-(C—C)-RE-FXK,
9. -N-(C-C)-RE, %
10. —CFs,

—(C,—C,) -3 -NH,, X
BEESEI4ARRRGEFE, KA R A H#H-N-R",
{E. -0H H-(C-C)-RAEEZ=ZRK, LJ R"AZ-(C~Co) Stk
~(Cs-Co) ~ERBL I H KL, &

3. BASELAFARGER CEARBRNAGREH-N-R"
BE. —OH R-(C—C)-RAFE=]K, XEF R“=Z-(C-Cs) 1A,
~(Co-Ce) —ZRIT L HF XK.

Ri&F “BE AAELTR A BR#E KEFE “(C-C) -t M
ARTERTH, AZARAARIHRN, A1 E26 48R T. XiE

“Cott ™ MARTENE. KERERTHAB LR 3 £ 6 LEHE
%, BlwRdak, FKTH, RAEAIRKTA,

BE R5 RHPENLERLHERTEERT—RAKAX Lla
R AARTATHERSTEGRTFHA: g, mddk, mdk, %
vp, vk ek uged 102 3,5-"RK—k-2-R4d. =&, E-
b 8, JpoSekdR, 1,3,4-"% ek Rk B, =, {14 F. CN.
CF: &, C00-(C\-C.) A RAK, 3-FZ At -2, 4-—8. 5-84K-1, 2, 4-

R°RZ 1. &&F,

2.  -OH, %

3. =0, #

R°Z 1. XX, #ATHAEAELR KA
1.1 —CN,

1.2 -NO,,

1.3  -0-(C—C.) -,

1.4 -NH,

1.5

2.
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ke Frked wlwp, Frlekdk, Frleddx. vGek, Eek, FoEek,
Froekebok vEeh e BRDHR. BR. KRR, ®E. KR F
. vkek, Bk, vlwk, Rofokek, Bk, Bk, ok, Rk,
dedok vk, BR, skedilt, FRPXERRGEFREIT LY.

KEFAMAEZTHRALAE 6 £ 4 ARETHIRETH.
CCu)-FABRTFRALZEL RE, #ld 1-2E 2-FK KX
A, Flde 2-BRE. 3-BEAP4RKEL EAXGE BEART
B, ZARTH. LCAXARTHALRGTEARTFH. FERTHA.
AEEXABRTFATAKMAIRAGORTHERKRX S RA, Kk A ¥
B, —BRAXZERA, RAEAKLRKEH (C-C)-A. LEHA
(C,-C) -k, (C-C)-RER. LEH(C-C)-RaX, R&E, AL,
&4, ZfFA, 2L, 2EA-(C-CO-RE. HrBRTER1-£2XT
Ex2-2ACEA BY-_8E, AKX, FEE THE, HH4,
iaak, fAFEE (C-C)-RAHEE, *E, XRE, FX, F&
A, wu ik ZHeRHEATELEIEARAIFRAEEAFRTA. F
ERABRTFAALLREFEA AR 1-52-EFXHp2-. 3-5 4+-KXV¥
Ef - TR BAOFAREARTFHAHRAELFERSBEH AR
SAC-C)-BERBTFH. LEAC—C)-RERTHARKGFTERT
APRETAETH, #ld 2-. 3-5 4-FEFE, 4-FTEAFE, 4
RTAFA, 4-FAF4, 3,5-2FAFE, ZFAFE, 2-. 3-,
4-. 5-. 6-. 7-5 8-FH-1-E¥HE, 1-. 3-. 4-. 5-. 6-. 7T-5
8-FR-2-RFA AL FEAFIH—AHEAN(C-C)-RAXRTH.
AEAC-C)-RAARTHRARAHGFEARTANFMEATRARTH, ik
A-PEAFR 4-FXRELAFA. 3,5-—FAAFA,. 3,4-TF_8R
E¥R. 2,3, 4-=F&AFL AMEAFEARTH, i 2-. 3-5 4-
AAFE, ARFARTH, #ld 2-. 3-5 4-8F %, 2-. 3-5 4-
AFR, 3,4 —fFE, ZEFE ZATATEERTH, #lk3-5
4-ZRFRAFEKS, S-R(EATH)FRA.

BERRGFEERTAYT, BRARXTAET 2-42, 342k 4-1=.
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SERRGEETALE 2,345, 2,4-45. 2,545, 2,645, 3,44
3, - BN, AZRRMOEXERTHAY, RARETRET 2, 8, 44,
2,3,5-4%. 2,4,5-4%. 2,4,6-4. 2,3,6~4 3,4, 5-4%.
ATHFEAETHANHBRARERAT_HEFRAEFH, Hlor )k
ABTH, e TRAR1,4-BXAXK1,3-B%%4,
EEE-CC)-REALABZEEERLFTHA (-CH~CH-) Fo BER
¥, CoC)-BRAXEAFABREFTRER (-CH,-CH,-)., %R
~(CorCo)HRAAARAEFRLH AP EXLREE.
BHBPASE UARARNETRE REAEA 5 £ 14 ARAR
MERRSHKFE, BEHL1. 2. 3. 4 XRESEALEFHIFAR. 2
CRTIWEHRN 0OFS. REAFSERT, RLACNTARAA
MEAREN. RFEARTHRETUARMRAXRRARTFHERKX R
K, REHERRKR, —BRAKXZRRK, RALLEA (C-C)-RE. LE
AC-Co-kk, (C-C)-BRAX. LEHC-C)-REL, FF, &
A, NRY., ZR&TFHE, 24, BE-(C—C)-BE. HlirPLK
1-ZRER 2-2ACE, 2784, 7o, z&i, f& %
AEE, REEE, C-C)-RAEK, ¥4, X84, F1, F8%,
Wk, BASE MUARARGEFTARARRELERR -FREAR
FTH, €A 1. 2. 3R4AN. LEAL 23 3AHAXKEANLA
N. OF SHLERTF, HFETRAHK 1. 2. 3X44, ARLHB 1 E3A4H
Fl&ARF HRAERK, BRAXRKAH (C-C)-E. (C-C)-REL.
o A AR -NRY . ZRTFA BE B2E-(C-C) -, (C-C)-
RAKKE, KA, XA FEAEAPFE 2ZAHNABRRELA
SEIWARRANERR -_KFABTH, LELWR 5-TH 6-T LK
FPEETH, €E4A 1. 2R3N AEA 1R 2AMAXFANEE
N OFSHILRET, FETRHE 1 X 2 AR X KE 6B LR,
BRAKEE (C-C)-RA. 8%, 2&. -NR"Y),. (C-C)-BAX,
A, REA FRAPFA
HHE BALEI2ARARGER REAERK K 5LE 12
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AEFK, CRAFESEPITLEPG. 2RFHEFAZN 0FfS. £
REKXBKS, BFE-ANRSABRTRE-AXSEALRT Likdn
FAREGBRAAEARK, TR RER o LR AELF AR THSGHEALT
MEXH. REREARAZR T LBARAXARATHERAR SR
R Pl FRAR, K, ZRRAWERK, RAELE (C-C) -k,
Fldw (C-Co) - % &, (C-C)-RAK. #l4 (C-C)-RAK. HTH
A, RE-@C-C-REE. HlFTRE, EE &K, 8%, AL,
REAIZATR, F/AEEXTHFREET LA THAEARRA:
(C—Cs) &, 4 (C-C)-BRE., Al PTEARTHE, FHBAIRMKGE
A, AEE-(C-CH-RE, HlpFTE KEFRETUALIN-E4HHE
#e97 X,

BEAASE UARAROLEFEAREASE12ARARHGLERK
G EPRATHEFRTEARTH: g, kvh, Eo, vhek ahek
Whog  FvSek ek Fofek wgek 1,3, 476wk 1,2 3 5-"%%
—wp-0-f Ay, =@, kg, FvlebER, o R M, =,
€A# F. CN. CFy & C00-(C,—C,) -BRARK, 3-FFAwb%-2, 4-—8,
5-8AK-1,2, 4K == wbvr, wbhk. FR. %, AR G, &
% Bk, Jebdk, BEdk, ek, vk, cFdk, Xl EHF
L. FX=HH-. FOH (cyclohexa)-HRFEH-BoiaEd. &
ARG R TAR 2-3 3wt R, ERABR, Hldo 4-H 5-FFK-2-
kK, 2-wkwhik, 2-Erdk, 4k, PRASE flp-FH
—-2-. —-4-FH -5k X, 1,3-E4-2-%, 2-mwRE, 3-wbwHE, 4-
e, 2-. 3-H 4-wRA-N-E4W, 2-mER, 2-. 4-%K 5-FR
X, 2-. 3-%5-9%K, RRY 2-9%K. Hld 1-FH- 5-FHh-.
5-FRA-. 5-FRE-. 5-8-K 4,5-=FE-2-v1% L, 1-FH-2-
H-3-7%K, 4,5,6, T-WE-2-"I%K, FEH(b]-5-BK, 2-
3-% 4-Ek K, 1-. 3-&% 4-FEHhE, 1-8K-1,2-—&-3-F&%k
A, 2-EBok X, 2-Ffkmhi, 2-XHFERK, 2-F AR E
FEe R R = Gk, R, flde 2-K 3- (N-F Awbkrp b)),
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gk, Gokk, ARDREA wEAEFEAIEFARFE.
- REARG LM T:

R\H

C—COOH
H,N

- REARRR TRIUZLETRETFEAR AXPHHLET I dH%Z
HEABY “HEERFH” . A RPARIEBRUHERTHNHAKERLT,
HERTHARAUEATHARAAEAGo-REARGAL: HER. &
£, U548, TAE. Fr4% EARAR BRAKR GAR. #
8. FRE. FHRAR. THALKER. RARKE., F88K. BIAE.
BER. HAR. PABRMXARR. HINKLLEAE. CRAR. 24
B, #EB. FHRAR. AR, R4ARK. L88EK. HAR. HE
B, SREPRXLAER. WIMMEBERTFE ROKARKFERTH
LRFERRGEARLE, bl 2-REAT R, 2-8A TR, 2-84
FTE. 2,3-—RAREK. 2,4 —KATH. 1,2,3, 4 9&Fo%-1-
%E. 1,2,3, 4-mwaAFEHh-3-5&. 2-REAE-&. FEHAR.
3-(2-EW ) BEAK. 3-C-E9 L) AEAE. MAKR. 2--E» L)
HREK. 2-RA KB, 2-hRE. BAHAR. -FTEAFERKE. 6-N-
TEHAR. -FTALER. EHA8. EXRAEK. AR, AAER
B, 4-RAMEAR. MNELHAR. JIFAKR. -RAMEAK. 3-(2-
RAR)BEH. -(1-ER)REAR. FXEARAAE. FFHAR. 2-
fEA--REALAFR. GHEARAR. HEAR. AARAR. 3-(2-
et ) BRER. 3-(B-A) AAM. 3-(4-wER) ARM. BLA
kA4 RELARAR. -RELAARE. .-AEXAAAER. -AXE
AAER. S-RAXAALR. 2-AEXEAAKER. 4-AXLREE. 4-#
AXEXAREE. - REAXLARER. HOLABRE. KA. 5-RA&
CAE. 5-FRALERE. 2-RA-3-XEALAFE. THAARR., FHAA
B WX -NH-NR"-CON(R"),, EAMEARLZTRY. ELAEHA
MEARSFXRAENREABROBALT, ZABELTUZEBRY H, ¥
A, AR £E. BE WA, kb AR 3RA,
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ELTHENRFEAAKRAARNLFEAG N-RPELH, Aok
RERGEF AR, FAEEX (D). RTEZEKX (Boc). -HHEER
(Fmoc). @ AFE L (Aloc), XBBEERKBEPAR, LES Pack,
LBEAFZALEBRE, PRAZVGRFLRAA, FAeFTE FArE R
AR RTFHGFEAT, RARTHBEERGX IVHBEITEDHA
Rk RORPEAH, chEI#MbE, ALAEBHALET, ALs4
ABER. WFERBERARCEY, AZTARBIKCEFT EEHI
H&.

AEABHE—F TR TN PR/ AR I HEDG LR HH X F/
AXN IO ERFETHSHREGHES &, Erkef
) EBRHALET, A wRELNGE, ERANGALET, EERT,
#X IVLS S

N Z—Pg
H| j/ (v)
Rl
R9

ko Pg REANEYEAR (Al PAE) . BBEAXEZL, Z. ' F
RA4X IT L,
EX ISP mE AR EUBAE,

Rﬁ——</:j®\ (1)
l D1

RS

AP D1 Z-COOH R#EEH, AR ZwX I 2L,
BRERPRAAE, #LAX 1144,

b) BB ALET, AERRELSYE, ERAKNGAELET, £X IVa
4 4
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EPRFR AKX II AL, EAN-SARPRNE,
ERAZUTREL5XPS RAMKEE, FAX ViLey, wil
REGFEBAEE,

: 0
E/T L— )]
R® ho
EBAEET, A DRELNE, ARANGELET, #R5X III
EPRFREpX I AL,
£ X VI i,

' N
Re— (7 Q
%Tj@ﬂ /T L— V1)
R! .

RS
R9

REHEKE, BX VIRAUHLAX I40Y, %
)RFRBRIRFEAAERS, R VAEAHESXVIILEHAE,

RX

SEN
D RY

1

£ D, R-COOH K#B 5, RX K%, RY Z&FH-NO,X-NH-E, E
AP EH,
FHX VI A,

RX |
BN
RY D/T L — vy

Rt
R9

REEXVIIINEGHEX IXSMWA 5,
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NHz"RG (IX)
EFRRAX ISP ZNLY,
F3 X Via Fiad-4,

N
R6—< 0
_< QD/T L — (Vla)

N
Hof )
RO
REEGREEAE, ¥X Via THASGHHULAX I 440, HE4
WRAZTRABRERZ, FAXVIEY, BEEAEHLHX I e
w, AFE
DEFXN TG AERZETHEHSHHE,

ExkZha)t, X VaAVHBRERFTARY LA Pg; BB
XA FTERFTEAFLEBRERITLEER, ¥4 Houben-Weyl
“Methoden der Org. Chemie” ( FMALFFH &) B 15/1 4. LAF*
EHRDb) P, X IVa REMSHHRATRFARYL LA B HBRIHK
Brid r e AT XA AFRKEASE%E A, # 4 Houben—Weyl
“Methoden der Org. Chemie” (AMALFFHE) & 15/1 &.

HREERTHAGRPEA Pg RAMUFHRAGEZEGY AR, 4
PREEEALGRP AR, slTE A RTA FAE F£,
HRE Hak FASERNRPEAA, FhEl BREEDGRY
AH, HlloBEki ATk EATHAGRPEAR ERLAKRLER
RO N-BRP LA, FlkREVSRPER, HlFAEXQ). RT
fE X (Boc)., 9-HEAFTEAEL (Fuoc) #55 & &5 A (Aloc), HEEE
ERGEPER, LAAFESEL LBEAXZRLEBL ARAEAY
By EH, FlFi.

(ZFEAFTHRE) TAE A (Teoc) A iE L 4% 5) & 4 T 3t (P.
Kocienski, Protecting Groups, Thieme Verlag 1994).

ATFXIII XA T ¥ &G RAKLEHN 2,3-5 3, 4-—& &
APBAFEILFARE, CMNE4SCTRE, AHEAEEHEN.
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B PARCAZRBRBERE, B4HRAE Pinner RE T A/
BEOFEBALTERAES.

A TXIVRAUEX IIIEHHGHEESHER, AAREALAS A
AABBARAAR RO RLFH/ET X (AR R Houben-Weyl
“Methoden der Organischen Chemie” (AMAFFE) & 15/1 F
15/2 %, Georg Thieme Verlag, Stuttgart, 1974) . #E 485454
AXBREANA R ER ke, BB, o RLAFE BRI =
FRAEZE-Z2KEODICO, -((RE(ZAERE)ZETF L) &
K)-N, N, N, N°-v9 F 3 ik vg Bk & (TOTU) & % B§ % & (PPA) .

BHOMRTAERASFHAH T, EHAAERBRE, NMAELEGR
BREREAHRBFTALEATENRPRAAMARY. ARAHEA TR
AERENHHER, CNESSERRRAKRLN (C-C) -k, Fi
RMARTEREOBIXGLE. DRAEVRANKGH AL, Al
A, HERBNBELSMRAIEHENERALERY, RARARY 4
RRARSGEH. GHLERAZE, RESFAREIMALGEPER. 4
o, NO, (REABMMERY) . FAEEAPFTEABE FHFEATRAEL
SRR E. RTAERNNRFAAZARER LG, A O-HAT
SRARTHARANFESREG.

AXVAVIFTHPSREAARGEAA-—FHIKARETLHRIE,
BER—A%EBE K2 AVRAL ZE2BAEFTESATRE, Flb
B, Hlim @ et Rink BEEEA RS, A4 OH XK, 4ldwC ot Wang #IE &
Kaiser FF#tig. HA¥RES, TARARARBESEALK iR s
AP LWEB. B4 Et.

WLREAGTHRSRSEARENEE, 5X Va b HHARTHE
B R AL, A —F RSN IVa k&I R BRI R &
R, EREBRBURAELHT, tlp5=RL&ARELY, WHEAE
BEBRELGORAA ERERAETHEMLERTRARTHEX TS
PiE B L6 AL

A, BBEAD), FEEYPOX IVa RABES AR RIBIKG
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B ARE:

LRALBREAFEH 150l HAREBARITH. BRREEREA
0.179g Rink #t#: AM &8 ( Fmoc-Rink 8t AM/Nova—Biochem; 3
# ¥ 0. 56mmol/g; PF 0. lomol/REE). ATMME ¥ B * Frnoc &
FAHA, OFRREEHNEA 30%R%/DMF ZR&, HRESMWED 45 5
4 (nin). REiE¥E, HHEA_FATEERE% 3 X (DMF).

ATHBRPHRAENERK, QM HEORHBEERN0.5 BRAL
4 Fooc— R IL &% % (4 0. 3mmol #5 DMF) . HOBt &% (4~ 0. 33mmol
& DMF) # DIC &% (4 0. 33mmol # DMF) , ¥R 44 /E 35C T
16 8 (h). REHRHAMA DMF ik 5 K.

ATHEERKE, E—EWiEHeE, 317 KAISER XB; EAAH
AT REARZLAELS. o LFfk, B 30%%%/DMF E&# 4 Fuoc &
AH .

A THATEN KL EBRGIERE, WA 0.1 BERBEH 4-K 5-K
e A% (4 0.4onol # DMF) . 0.5 BERBEN TOTU &k (4
0. 44nmol & DMF) #= 0.5 &/ DIPEA #%&%& (42 0. 6mmol #j DMF) ,
[RosmAE ACTED 16 e, RERDMF &% S K.

ATERRE, BRRE—EREHRE, #H41T KAISER KE.

ATHAEREARERLHESYHR, BREA_KTREE S K.
REMANBBER (50— FIf 50%H 95% TFA. 2% H.0. 3%=JF
AEAERARWGREY), R#REVAZRBTES 1h. HRSHLE,
KERREETF. FELVA-—CLBRE, TE.

BARELADBELASEEANE S, AF5P A ARNER S
ARG EE, ERAME(ZRBLA: A: H,0/0. 1% TFA, B: T AF/0. 1% TFA)
PE. MBBLINAETREBIANESD.

BRASCHFIARTRBREGN IEY. Nk
FHBAGEEFETHZGEGHE. A RABEEN, a8 H.
HBE RBAL BUHPREK, AANK FlZFERIAZLK. T
BMEIZUEE, 3XAABERAR, V8. BREIHAR,
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5852 A BBAOBLEEYL. BLIAE LI ERBRARNER, oF
NI ELABMAR, CTUHABRKAEB LB AL, A,
AMB A AMBERZLESH, flilil. L8, AR, BR. THE.
RBR., T-PESR. -2 X358, RLBREAFE. =R THE.
LB, ¥&. BoB. RABRXKZATE.

ALXPESEUY, cOLARENES—FHX I LE&HP/HX
IREHHERFETHEHER/ XN IREHGELIERFHTEX,
REEFLELBEARFETHTOBREMN., Fhflf/RitAEHR
E- B Fash .

BETFREBIUE, RBEALRANABELS THARLLBET R
IKB M ENH Y ERO TG RAT. cNFlalEds. EREH
AP R (EXEABRAT) . BXY X MEERERRR. B (@8
FEHFEHRL) . SIEE, SHEREL, SRTHRESE (FELH
SEMm) . BRERAL. EREBEBER. TRIFRBHAL.

RELALPEED—BRROBIABRITLH6G. B, BAREL
B4R TR

$i%iﬁ&%%%%%ﬁ% QMR FEELHEARS L
T EHBRHBH, pRESGERLCESHERLESY. Fhoi XA
BES—FHXIREPHBRESGLEMNE,

ESNEAXLHHNE AR BEN. M. &RA. AH. (&)
BREM. 2R, BERMN. &, Bk, LA, AR EHER, PER
A ERAN, AXBHFNFHEARAGEA, AR BHN. H#H
M. HEAEM. aRM. BRAN. AHIMNXBFMN. FkH, kM
BEH. FRABRTARI KRS, —RAK. LB HEBES LAE,

4. LEE, BK. B H4EARAAY. B EHSE (He
HhFi, ABED, RABXZHEN). BLoBAEN (ARLEd
Kfo—EEX S AR, Hledil) .

HP PR EN FLENERLE, BRESA TN ERE

AXBEX I AHERARS. EAANEZELAHEILT, #ldoh
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H., KREHN. aRAXREHN, IFHNETAEHEY 1000ng, £k HY
50ng £ 300mg, AZHEMXNGEHEZHEAT, TAFHRAY 300ng,
it A4 10mg £ 100ng. \

S FHREY T0kg IRFELEHETT, BREX INSDHRE, F
B EHY 20ng £ 1000mg EHAEY, HiEH% 100ng £ 500ng.
FREXERAT, LHXAEROFIHNZTLTRAESY. ERTH
BAZHLEH, RTURE-—MNELEXEAMANEEEGTXEL
&%, LTS GNEAREARS KL H.

WE, AR#E% (FAB-, ESI-MS) ® 2 & F 4. BEAEKELE,
RTATE®E (22-26C) . MASBEOAERS, IEF4TH.

ARG A B E LK b) & LY

HPLC (RP 18; UV 210nm) : # /& 0-15min. B = 5-70% (A = 100%
H,0/0. 1%=#.Z&; B = 100%ZA5/0. 1%=H L&), BBBEABRES
EEMTHZEEHRDHETHE L FoEEH.
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- ®1 |
THE B g BB MS (M+H)| &%
1 , Ca4H23N504 446,12 b)
F5 o-o FiE
o]
X 0
HN : N N —
O
.2 : .F ) Fit C2H1gFNsO; 403,89 b)
0 .
N ‘ N —
N
Y )
0 \ /
N
3 F_F . F ngHmFaNst 453,90 b)
o
HN N/u\©:rq o
N
o N/ N\ /4
4 H,C\O ;.t_t C.zs H24 N4 Os 476,1 b)
HC 0
SN
o, 7\
5 CaoH4gF2N4O4 422,03 b)
F HO (0] Fi#t
0
Q\INLO:N — Y
/
F X \ /
B CHCIN.O; | 421,88 | b)
(®
\(IO\EO 0 Fi 419,94
o NJC[N —
y N
\ N \ /
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CHE B g1l g MS (M+H) | &iF
7 F y HO o %.ﬁ C22H17FN403 403,87 b) .
| :
NS N l N — '
A 7
8 F\LF FH Ca3H18F3NsO, 453,91 b)
\ o
N - N =
\L'/\N)K(:[N/ N N
9 0" Fi Cxn Hig Ng Oy 430,84 b)
o=N.
' ) o
N N N —
o N/ \_ 4"
10 o CuHzNsOs | 389,87 | b)
s
N
N4
1 CooH17N50,S 391,79 b
V ) Fid 20M1171N5\V2 )
S o
HN N ==
N
T\ J\@N/ Wa
12 g F4 | CaHigNs Oz 387,22 b)
N /)
L O
H,N : N —
N
T\ J\E:[N/ N\
13 E4 Ciyg Hig Ng Oy 349,79 b}
N\ o
H,N : N N —
\gr\ /UQN/ \ /N
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e 53K 21 MS (M+H)| &iF
14 a°( F4 | CaaHigNsOq 430,04 b)

HO
b ' 2
H,N\n/'\N/u\©:N
o 7 Vi
15 0 ¥4 Cas H21 N5 O2 435,89 b)
) 0
H,N .
N Y (N
o N
16 N Fi4 Ca3 HiaNs O2 | 410,4352 b)
’-E [o]
HN - N N
\9,/\. % Va
18 Fi Caz H2s N5 O, 392,18 b)
Q
H,N N N
o 7 N
19 N e ° sz Hiz N5 02 383,86 b) :
NJ\(:[N ' p—
/ N
N /
20 C,s Hag N5 O 437,10 b
i 25 Mz0 N O2 )
N
I
= o)
HN ': N
YW \
) N/ /
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g8 7] Zit g MS (M+H)| &%
200w F44 [C2HirBrNsO;f 55984 | D)

561,82
B
S
HN A N —
N
\[J)/\ Wi
22 0 Ft | Caa Hzz Ns O 446,12 b)
N_ O
HN
N —
N
e, 7N
CN
oy
23 o . C2HisF N5 O 403,96 b)
N o)
H,N
N =
P N
. o N |
24 (o] Fit ng H1a F3 N502 454,08 b)
N_ O
N
é[” ~
F N
E 7N
F ‘ .
25 0 ,%.& 023 H1a F3 N502 453,99 b)
s
: N —
P N
F
FTF
26 0 st | CasHasNsOs | 476,17 b)
N_ O
L
0 N —
N
HCy 7N
N
cH,
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EHE Zs ZBX  |MS(M+H)| &iF
27 F4 [CpHiz F2Ns O 421,31 b)

o
N_ 0O
HZN
7\
F F N
28 0 . Fit C,; Hig CI N5 O3 419,94 b)
/lk/N 0
HNT Y
/ N
g i \ 7
29 C His FNsO, | 403,80 b)
30 EXT Cx His Ng Oy 431,07 b)
N O
HIN
(Sj .
- ) N
ol N/ Y
1]
O .
31 o Caz Hi7 N5 O 383,74 b)
NH,
N (@)
EEEN B
N
N/ Y
32 o 21 |CoHisFsNsO;| 453987 | D)
g N Q
HZN
(EEN 3
"N
7 N\_Y
F
F7OF
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g of | ik 2R MS (M+H)| &iF
33 0 ' FH sz His Ns Os 430,83 b)

WO
@/z N -
- / N
o N\ 4
il
0
34 o Cn Hos Ns O, 389,95 b)
NH,
N o
(EEN <
N
.N/ Y
35 0 E44 Czo Hi7 N5 O2 S 392,20 b)
N (o]
HIN
S N —
\_s 7\ A
36 (o) Fi% Cz1 H13 Ns 02 387,04 b)
Ne O
HN
l N N e
N
N/ N/ G/
37 o) ?‘lﬁ C1g H19 Ns 02 349,98 b)
. N 0
HN .
N —
/) N
K \ 7
38 (o] #.ﬁ C23 H19 Ns 04 429,74 b)
N Q
HN
N =
HO N/ Wa
Qo
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3T X 21X MS (M+ H) | &if
39 0 FEi4 Czs Hsq Ns Oz 435,90 b)

' N__0
H,N
l —
N
N7
40 . 0o Fit Cas H15 Ns Oz 410,4—4 b)
N o -
HN
Véj& i}
v,
N\\ N \ /)
41 T 5 F4% |Cz Hy7 Bz Ns O3] 559,99 | b)
HN N© 561,85
Br - N —
/ N
o [ ;[ ¢ N\ 4
Br
42 (@] EF"E sz st Ns 02 391 .83 b)
T nio
HN Y
O/: N ——
N
7N
43 o) Fi sz Hqg F Ns Oz 404,17 b)
o N\:)-kNH:
— N
F
44 (o] %lﬁ sz H18 F N5 Oz 404,08 b)
O N N
NN /N:5
— ~N
F
45 o sy | CaPef NsOz | 40388 | b)
[0} N NH,
—— N .F

54



00809233. 8 " OB P FE28/T9W
L st gt MS (M+H) | &iF
46 o Fit Cas Ha3 Ns O, 462,18 b)
47 Q Fit sz Hta Ne 04 431,03 b)

o N\:)J\NHz
N -
(10 L
N N"O
le'
48 . S Cax Hig Ng O, 4111 b)
=) N N, .
v
N
i
A .
49 o Ef.-)‘i ng Hza Ns 03 489,93 b)
° N
N
v
35 (o
50 (o] ?.-& Cz4 H1s Ns Oz S 442,1 b)
B o N NH,
N];j) _
/2 S
N
51 o Cz4H1aC| NstS 475,98 b)
(@] N NH,
o
N
Cl
52 Q F CrnHz1 Ns O, 416,27 b)
(o] N\-)'l\'\“_‘2
N =
4 :
N
OMH
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SCREB 2K ZuR MS (M+ H)| &%
53 o Fit sz H13 Ci Ns Oz 421,88 b)

° ”\E/U\NH, 419,84
N7 N a \©
= N
a
54 o Fit Cz_z Hisg Cl N5 O, 421,91 b)
o N\:/U\NH2
N j@
— N o |
55 Fi4 Caa Hao Ng O2 - 400,94 b)
° N\__)LNH’
{0, .
56 | 5 21 | C2HwiNsOz | 51072 | b)
o) N\;)J\NHZ '
— N ,
57 Fi Cas Haa N4 O3 389,85 b)
(@) N; E
N (@]
N\ :5 HO
= N
58 Q Cos Hao N4 O4 411 ,88 b)
O N OH 413,14
N
— N
59 . o F4 | CaaHauNsOq 412,01 b)
o N\E)LNHZ
N /N:5 l
= N

56




00809233. 8 % o8| B ®30/19%W
3 6 &R Z2EuRN MS (M+H)| &iF
60 (o] Fi sz H17 Clz N5 Oz 455,02 b)

O NH, 454,13
N /N:é
— N o
a
61 o - F4 | CaaHa Ns O 400,14 b)
Ox N
NH,
N2 /sz/j\ib\
— N e,
62 o Fi Cz3 Hz7 N5 O3 406,21 b)
o N\i)LNHz
N\ _¢
o N
63 ’ Fit Ca3 Har N5 O2 406,12 b)
Q. N N);L‘
N/ N /N]5
— N
64 ;ﬁ C2s H2: N5 O2 462,21 b)
e
== N NH,
/ N
O~
65 Q FH sz His N5 2 385,67 b)
o N\Z/lkm_'!
oD T
—_ N
66 - FH Cx His FNsO2 | 403,92 b)
0 Q\F
== AN
N /NjQ/N\N/\ﬂ/
\_7 0
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| KRG ZH 2y  |[MS(M+H)| &%
CzzHia FNs O, | 404,02 b)

67 Fi
== /N N N
0
i:/F¥ﬁ

N
WARY
68 TCzHeFN50,| 404 b)
o S
— N N : NH,
N\ 7/ /N /\g/
69 o Tt CnHia N6 Os | 430,96 | b)
LN
(o}
== N N NH,
N/ /N:©)J\ o
70 CpHiaNgO; | 411,04 | D)

71 % Fi¢ C24 Hig Ns Oz S 441,81 b)
- S
[o]

A N
N 2 “/\ﬂ/ "
Y/ . o]
- 712 c Cos Hig CINs Oz | 477,96 b)
S 475,97
o) ~°
— N N NH,
N/ /N:‘@‘/U\ o
73 o Fit Ca3 Hay Ns O3 416,13 b)
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00809233. 8
3 59 iRt ZuR MS (M+H)| &t
74 F Cz Hig CI N5 O, 419,98 b)
o g\c 421,90
— N NH,
N
N\ / /ND/K I
75 a -~ F¢ | CoHig CIN; O, | 420,12 b)
o}
N
"\_7 /,\',:Q/U\ o ,
76 | Fi4 C, H18 I N5 O, 512,06 b)
— N NH,
y "N
N/ N:Q)L 0
77 o Fis Ca2 Hi7 N5 O, 384,1 b)
- o) j/NHz
ey
78 Cs4 Hay N5 O3 4121 b)
o
S N N NH,
79 F1£.| CoHunNsOz | #1207 | B
|
[e]
— N N NH,
80 /@0 FE4 Cax Hir Clz Ns 02 456,05 b)
o o 453,89
N /N N/\[(NH’
\ / N 0
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00809233. 8
kI gl Sk MS (M+ H)| #&33
81 O/CH, EX Ca3 Hz1 N5 O, 399,95 b)
9
— : NH,
N
"\ 7/ /Ir
82 ;ﬁ C,23 H27 Ns 02 406,04 b)
(o]
©_NH,
= N
83 ; Fi | Ca3 Hy7r Ng O, 405,87 b)
® 9
— N N ~ NH,
"\ / " /\g/
84 Fit Co Hig N5 O, 385,78 b)
0 ;Q
— - NH,
N
N/ /\Lr
85 i %-r&l- sz H19 Ns 02 385,78 b)
0]
Y
N
N\ 7/ N e
86 0 Fit ng Ha3 Ng O3 490,1 b)
|
— AN,
. N
\ 7 @)L /\[3(
87 N"S%t{ Caa Hag Ng O, 400,44 b)
o
VA N NHI
N/ o)
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STHE ) | &l 28X . |MS(M+H) #ix
88 Fit | CaoHar Ns Oz 490,3 b)

— N N - N
Q*JQ/L ﬁf

839 FH Cgo H27 Ns 02 490,27 b)
a0 0 Fig Cs0 H27 N5 O3 490,22 b)

0. N

N/\©
o)
— N

61



00809233. 8 #OB\ B OEIB/TIW

LA 91 (2-(RR-4-B)-1H-EHF%k2-4-FR)-(L)-ELKE
¥ E (1)

O
One _N
= O/
N
l :
P N
N .=

- A A REAX YV E 4 (anmonium 3-nitrophthalamidate)
(1a)

AEERT) FZIA 100g (518mmol) 3-AHEARE - FEEF, AH
HTREM 1700l REANMEERLEE. BRSPERT THRE 1 IH
(h). BhweE, EFBREFFHR. M#E: 95 6g (88%)

2-R K -3-A A X 7% (1b)

ABHT, 4 22g (105. 2mmol) 3-FAARAFBEEXTESLE (la)
A 165m]1 RABABERLE, 5 545, A 8. 8g SAMAY 220l
KiE&, REHFREGHAE T0C THHIE 1h. ERFETHEZRBA 50001
K, AR FERMKRHCL &AL, BERTETRETFR. K&
9.68g (51%)

2, 3-—RIEXFE (1lc)

¥ 14g (76.9mmol) 2-RHK-3-AXEFE (1b) & T 500m1 F 5,
APd/C &, RASA. ¢h B, AREFRERMBLN, k%, FIHX
BEBK. KE: 11.67g (99%)

2- (o ~4- &) -1H-K jek 4 -4- 5 8 (1d)
¥ 700mg (4.6mmol) 2,3- =K X X F & (lc) # 0.47nl
(4. 95mmol) 4-M X FELE T 40nl AA XK, AEHET, £ 145C T
# 2h. REHRLGYAY), AREFEERNR. WREMLEKRLER
A, EFREVFR. KE: 800ng (73%)

(2- (MR -4-K)-1H-R %4 -4-FX) - (L)-ERB F& (1)

3% 120mg (0. 5mmol) 2-(wkee-4-4) —1H-¥ f=ked-4- % & (1d)
# 84mg (0.5mmol) H-(L)-RRAMRFTEZET 5nl DMF. iwA 164ng
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(0. 5mmol) TOTU (O-[(RAE(ZAER)EZFTHA)RHL-1,1,3,3-WVF
A4S gmei) #0.086nl —FB8ATE, ¥RAYERT TH
H3h. EhRE, KERk. BEAYETLRLE, $kAkik,
WAWAR L KRBRA TR, K%, KE: 180mg (98%). (M+H)' =
367.1 (Cl1")

%p 92 (2- (m-4-K)-1H-k k= —4-F 1) - (L) - &8
& (2)

F 120mg (0. 5mmol) 2- (WeF-4-R&)-1H-KHkrd-4-% 8 (1d)
#+ 76.4mg (0. 5mmol) H-(L)-#KBEE T 5ml DMF. AwA 164nmg
(0. 5mmol) TOTU (O-[(RA(ZAEAX)EFH)RE-1,1,3,3-WF
RIS gmait) #20.086n] —FAXLE, $FREOVERT TH
# 3h. BERR, RBERR. REASVETLRLUE, ERAAFL
AR R ik, HA NI R KRBT, K%, k% 168mg (99%).
(M+H)" = 338.2 (C1")

x4 93 (2-(RR-4-3) -1H-E Hfokedk—4-F L) - (S)-B 48
¥ & (3)

0
H
0 N
N :\(\NH
| \ =/
N N
' H

(2- (R -4-5K) -1H- K ke —4-F A) - (L) - A 88 (Trt) V&
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(3a) _
¥ 120mg (0. 5mmol) 2-(wbeg—4-&)~1H-KHfok-4-% & (1d)
# 242mg (0. 5mmol) H-(L)-4A &K & (Trt) P&IE T 5ml DMF. A
164mg (0. 5mmol) TOTU # 0.172m] —F &ALk, ¥HREWAE RT
THH 3h. REZBFER. KFELVETLRLE, FARAXEE,
¥AMNAMALKEBRA TR, K%, KE: 380mg AF5H. (M+H)' =
633.3 (ES")

RA&EF] 94 (2- (RR-4-K)-1H-:5%4-4-FX)-(L)-FRE

Bt (4) 5
H
0 N\é/U\NHz
TEE p
N = H

¥ 120mg (0. 5mmol) 2-(Whoe-4-%)-1H-KHfkvd-4-% 8 (1d)
# 74. 2mg (0. 5mmol) H-(L)-FHAKBtAkE T 5n1 DMF, AwA 164mg
(0. 5mmol) TOTU #= 0. 086m1 —J¢ A A& LMk, W R4 £ RT T &+ 3h.
REZEFER. BELYETLRLUE, R ARPILAER KL,
BANMALKERH TR, K%, KE: 149ng (81%). (M+H)' =
370.2 (ES") |

EMTHEH 91 £ 94HET R 2 FIRI G EHEH.
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%2 |
LBy ZX ZBN MS(M+H)| &%
95 M.W. = 366.42 367.1 %3
C20H22N403 % &L
a)
96 M.W. = 351.41 352.2 a)
C19H21N502
97 M.W. = 337.38 338.2 a)
C18H19N502
a8 M.W. = 451.49 452.2 a)
C26H21N503
938 M.W. = 436.48 437.2 a)
C25H20N§02
100 M.W. = 465.52 466.2 a)
C27H23N503
N
H
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RIS | SR SR MS(M+H)| &3
101 M.W. = 400.44 401.2 a)

C23H20N403
Q
H
— N N COOM
N \ \N
102 M.W.= 399.46 400.2 a)
C23H21N502
0
— N . N M,
/ N
N \ / N:©/‘LH o
H
103 o5 1 M.W.=501.55 502.3 a)
C27H27N505
Q
N/ \ ﬁ COOMe
104 M.W. = 444.49 445.3 a)
|/© C25H24N404
o Q
VR D)\:Lcoost
— N .
105 M.W. = 454.49 455.1 a)
C25H22N603
N S NH '
—— N Ngo\
"\ 7/ /N:Q/E\H 0
M
106 M.W, = 439.48 440.2 a)
C24H21N702
Na NH
S N N Hz
N\ N 0
H
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B K5 i ' Z2us |(MS(M+H)| &t
107 OH MW.=432.44 4332 a)

n| c23H20N405

108 o M.W. = 369.45 370.1 a)

S C18H19N502S
/ MNHI

109 0 M.W. = 384.46 385.1 a)

/5 C19HZ0N403S
Oive

H
110 0 M.W. = 330.40 391.1 a)
N C20H18N603
</ l OMe
é N
z  \_7
H
111 M.W. = 337.38 3382 a)
C18HI9N502
NH,
HN
(o]
N\ / "
H
115 MW. = 424.47 425.2 a)
C24H20N602
— NH
NH,
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B R ZBR  |MS(MrH)| &t
113 Fe | MW. = 474,59 476 a)
cH, Ca6 Hag Ng O3 S
_ CH,
. S CH,
OH
00
— 0
114 G BT M.W. = 486,48 487 a)
CxaHizF3 N, O3 S
S
[o]
OH
N :(J/U\N/(W
—_— 0
115 WC _GLER | MW.=46056 | 462 3)
Cas Haa Ny O3 S
S
6]
- Lo
—_ Q
116 1 | MW.=45292 454 a)
Cx Hiy CI N, O, S
a
S
Q
OH
a Ay
_ ﬁ J
117 - T3 | MW.= 43647 237 a)
\© CxHizFN,O; S
S
Q
QH
7\ Lr
_ ﬁ I
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31 g gust  [MS(M+H)| &3
118 S Fg | MW, =45292 454 a)

[l;) CxHi7CINsO; S
s
Q
N:( ] @]
119 | Fif | MW.= 44850 | 449 a)
. ©\o CasHaoNgO4 S
|
o /':;/ i
OH
N
120 o FH | MW.=44850 | 449 3)
i : CaaHao Ng Qs S
S
Q
/N@)}\N/({(OH
N Q
121 o, =it | MW.=44653 | 447 a)
CaeHz Nu O3 S
CH,
S
Q
r L L
N Q
122 Su | MW.= 47651 377 3
Q\ro C24 Hao Ns Os S
S o] CH’
[0}
4(“
N .
T
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g 3 1| gt 2w |MS(M+H)| &%
123 F Fit MW. = 436,47 437 a)

CzHi7FN; O3S
S
(e}
OH
N/ \ /NUU\N%
— N (@]
124 H o OEH ‘MW, =434,48 435 a)
sz H15 N4 04 S
o S
. OH
NN\ /":Q/'LN/Q/
— N (o]
125 F# | MW.=43349 434 a)
022 H19 Ns 03 S
NH,
o S
N OH
N N KJ/U\N/Q(
— N Q
126 cHy 4 | MW.=47553 476 a)
N’&o C24 H21 Ns 04 S
o S
OH
—_— N Q
127 o F4| MW.=44850 449 a)
Q 7| CaHnNeO.S
0
N OH
TNy @*N
— N 0

70



00809233. 8 WO B E44/T9R
£y &5t Z2ux  (MSM+H)| &
128 o FiE| MW.=34653 | 447 a)

CaaHa N4y O3 S
S
O
J— N (o)
129 0 T | MW.=46249 | 463 a)
HO CzaHig Ny Os S
' S
o)
OH
o~
—_— N o}
130 S| MW.=44653 | 447 2)
Q\. Cat Hay Ny O3
OH
— N o
131 , oF| MW.=48737 | 408 2)
\Q/ Caz Hig Clz Ny O3 S
| - s
o
OH
C%Ij*ﬁf
— N O
132 - g | MW.-43548 | 436 2)
Coz Hig F N5 O, S
S
o]
NH,
avsen o
— N (s)
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Lhf et b gui MS M+ H)| #if
133 n Fi MW, =431,52 432 a)

CaaH21NsO2 S
S
[o]
NI
N/ \ /NJQ/U\N/['( H,
— " o
134 Ftg | MW.=467,55 468 a)
l Ca Hay N5 O2 S
S
! /((
N NH,
— N
135 CH, ¢4 MW, = 432,50 433 a)
Ca23 HaoNg O3 S
s
o
OH
NN /Ni©/t”/’:ﬂ/
— " o
136 Fit . M.W.=529,71 531 a)
& CioHis Ns 02 S
cH,
cH,
NH,
N/ \ /N@/LN
— " o
137 Fi MW.= 468,54 469 a)
O Cas Ho N4 O3 S
S
z \ /N@iNL(rOH
— N (o]
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b B | gt @2k (MS(M+H)| &
138 T4 | MW.=43349 434 a)

, Cz HigNs O3 S
NF,
S
0
OH
— N

MW. =417 47 418,3 a)
C23 Ha3 N5 O

139
0

* T3
I i
0" 0
; OH
MW. = 418,48 419,2 a)

140 Fig
Q C22H1sN4O3S
~° 0
HO i
T -0
0 N —
H

141 . M.W. =400,44 401,2 a)
Czz Hao Ng Oz

Tz \Z

o

O-JI\ ) o NH
N NH,
HNi/:\>__</ :@)Lﬁ/g(
— " o
©H

Fi | MW.=448,50 | 4493 3)

Q C23 Hza N4 O4 S

0
~N
H (80
N
H

CH,
RgaesTs
0] N —/
H

142
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00809233. 8
3] ZHis Bt MS (M+H)| &%
143 (ﬁ Fi M.W. =434 48 435,5 a)
NI ~N Cay Hyg Ng 038
Y
CH, ¢~ 5o
0 ; N
0 N —
H
144 o Fi4 M.W. = 386,46 387,2 a)
O Ca sz N4 O,
F
= o F F
Ho_ N .
\/\u)‘\@ R / \NH.
H —
145 M.W. = 401,43 4022 a)
o © Cz2 Hig Ns O3
O-Jj\ o NH
OH
— z 0
146 M.W. = 403,40 404,2 a
(%I o Fit )
HNL Ca0Hiz N7 O3
RIS
T e e
A,
HO H N
mAuJﬁ S
(@] N ———
H
147 R Fit M.W. = 389,42 390,2 a)
ENB C21 Hig N5 O3
Ao
HO_ _A
0 N —
H
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e G ZHx |MS (MrH)| &%

148 w4 | MW.=34935 | 3503 | a)

N
/‘,‘ Cas Hus Ns Os
P (@)

N —
H
149 o~ : MW. = 436,49 437,0 a)
. o=<CH, %ﬁ sz Hzo Nq 04 S
~ /,0
Yl .
HO : N
A

M.W. = 402,41 403,0 a)

180 _ Fi4
o)
Q. O:% sz H1a N4 04
CH,

M.W. = 401,43 402,0 a)

151 - #l&
O
© O=< sz H19 N5 03
CH,

70
HN_ A
o] N _—
H
152 _ M.W. = 370,46 371,2 a)
o) .
o) CzaH22 N4 O
F
o) FF
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5 e il X g1t MS (M+ H) | &it
153 Fi MW, = 413,48 414 a)

i 0 Cas Hz3 N5 O,
o
H O F
0. A N N = .
ﬁ/\l \>'—<\:>NH
NH, CH, \ 4
154 Fit MW. =414 47 415,2 a)
\\/[k Ca4 Hz2 Ng O3
o
155 ﬂ g | MW.=416,49 417,3 a)
HC NN~ ~CH, j)\ C23 Haa Ns O,
5) o HC™ "0~
HN A N
\ﬂ/\ﬁ)ﬁ S W
0 N —
H
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MV £55F%

£ 4] 156

EEBFETAKAHNETARESS:

a) 2-AFBEAHHE:

¥ 5.00g (45mmol) 2-F&-4-FH#*TH 1.00g (17mmol) KOH
A 50m]l wRAE, miwA. EZEET, £ 30 24 R5 A
20.00g (127mmol) H4E B4, ARREIMERA 1.5 08, REE
KA, A 100ml K&, AREKRAZpHA 1. WA 100ml T
BROUKEE, EEXRERALY, S XMALRLEERAKR, FX
100ml. WAHFEHLBLENZABRETR, EXETRE. 535
2. 70g 2-A B, KFE: 42%

b) (2-FwbR-4-X) PEHH &

¥ 12.60g (89mmol) 2-HFHWE L 13.3ml (95mmol) = TLkk/m
A% 300ml £, A 9.08nl (95mmol) £ FERLEELE, £ 5 (20
T-23C) FTHF 10 (). REREIALZLE, ¥FERERET
K., BELWET 2000l £K THF, A% F-78C. AZEET Hiv
S.4b4242 (3. 55g, 95mmol) & THF & &, ¥R &Hit—F B4 30 2-4F.
RERBRERSHAFETR, HMA1 1 kKE, REA 300nl Z&EL
BERAK, BEHBHLBRLGHERRBE TR, RAEHN, F34a
E¥, BB EE#E %4 (CHCl,:MeOH, # 40 9:1) 5/ %] 5.10g
(40mmol) AT & 4. M F 45%

c) 2-|Wb-4- FEEeg 4] 4

E-78CTF, % 5g (39mmol) (2-FAMmT-4-X) FEH_LTRE
##FHMmP 4.6ml (54mmol) B AL 7.6ml (106mmol) = F X T 5
(DMSO) #§ 450m]l —RKFRE&R T, WREDEHF 15 24. REMA
24ml (180mmol) = Z Mk, ¥R EBEREREXEER. #4£ 500nl K
E, A 10%474 8 (200m]) F 10%BEERABERELE—K. B_—APK
MERRETE, ABETRS. KF 4.60g (37Tnmol), 94%

d) 2-(2-Fmr-4-K) -1H-F ok =b-5-RB 64 &
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¥ 2.00g (15mmol) 2-FERR-4-F& 5 2.40g (15mmol) 3, 4-
—ERAEPEEGE 1000l AEEP, £ 145CTHHE 3h. REER
BERAHFE OC, BEERIBTERAERGLN,. F£F 2.53g
(9. 8mmol) AT & X jFokm. H#E 62%

e) 2-(2-FREARE-4-RX)-1H-XHF %K 2-5-R BRI H &

3% 100mg (0. 38mmol) 2- (2-AMR-4-4) -1H-K ok -5-% %
AT onl B, RERTEERALATEAP, EELENTHRE
BAWA 120C HEE ALK 10h. & &% 446 (CH.C1,:MeOH=2:1)
#7%| 56mg (0. 21mmol) B = 4. MK F 55%

£) 2-(S)-{[2- (2-F R Ao -4-X)-1H- ¥ fokeb-5-B X ] &K
El-4-tg-1-ATE =R L& LGH &

¥ 50mg (0. 186mmol) 2- (2-HK MR -4-K) ~1H-EK K -5-K &
% F 3wl DMF, A4 £ 0C. AizR4S%HdmA 100pl (0. 58mmol) =
% & X Z B # 64mg (0.195mmol) TOTU . K B M A
33mg (0. 196mmo1) 2-(S)-R &L -4-E-1-RTE, #RAEERLEE
2, $H 18h, KRE4H AL 2001 10%ERAMHERE, BETAE(50n1)
ER 3K RATEE, £8H4% HPLC 4iL&E 4 (TH, 0.1%
ZHRTE) . hiFE 40ng (0.075mmol) 1B EE F 4. MK & 42%

EMIHET £ 3 P42 69 £4H:

Eg T g TogRRX  (MS(M+H)| &iE
157 C24H23F3NgOs 419,2 a)

o o
end

158 ngH;;F;NGOS 4893 a)

& %IH
HOY\ J\E:E }_d
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L6 Bzt Zuk  MSM+H)) &
159 CasHzsF NGO

0 433,0 a)
ﬂ : F Fi

: N—CH

HO : N —

WK\N \ N
0 . \ 7
1 60 ¥+$ CBDHZBNGOZ 505,2 a)
HN_ A N =
N -
N\

161

ngstNst 491,2 a)
; Fi
= (@] N

CstzaNso;; 473,3 a)
{ \

162

¥
1
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L#P| 163
BBF LK )RNETHEH:

© s

<70
Co O A —
OO
0 . N\ /

a) 2-(S)-RA-3-XBEARRLEHHE

A£-10CTF, # 1.7l (23wmol) EAELK % Mm% 1. 00g (5mmol)
2-(S)-RA-3-XBA XA 1onl FHEAERY. REERNK &L
£i%, MmA 50l DMF. A&/ 70C The#k 23h, A E-10CHE, FHiw
A 1ml (13. 5mmol) BAABLR. )G % £ T0C FHHF 14h. AL R A5,
FREHETK, RAREKREERRTHME, ALBRUEBFERI A(HK
75ml). ZEBRETR, AR FIABRKYH, LEHX-F LU TAH
FEHE&EESIEBE. KE 830mg (3. Tmmol), 74%

b) 3-%#A-2-(S)-[ (2-mR-4-A-1H-Kik=-5- ) &5 4]
AR CEEHRE

AXFFHEAT, M 188mg (0.83mmol) 2-(S)-RA-3-XALHF
R LB # 200mg (0. 83mmol) 2-b%%-4-3-1H- ¥ ifoknd-5-% Bk 3t 17
WA TOTU BRI, FEME . K& 43% (160mg, 0. 36mmol)

R E T4 4 PRI Lk
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%4
S G E®R  |MS (M H)| &%
164 F CQaszN“ Oas 4-47.1 a)
o
o N -
N
r N\ W
165 q:.ﬁ Cst24N403S 461,3 a)
S
Y Y\N N\
\
N
166 ‘ EX Cst25N403S 475,2 a)
S
o, <0
0 Y \ /N
167 T in CasH2sNaOsS | 477,3 a)
7 5o
N
\
ISaveRy
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L5 168
BBAETHA A)HNE T4

Q -

S\; 0
~N : N N =
SRR RAvTY,

a) 2-wve-4- K -1H-E ok -5-K B[ 1- (2-Dok-4- X TR KT
B -2-XRAA LK BEGHNE

¥% 100mg (0. 24mmol) 3-%kaLi-2-[ (2-bo-4-F—-1H-K jf=k=d
5-EA)EATHEET 10nl DMF. £ 0C T @ERAS T A 68ul
(0. 39mmol) = & X Z Ao 248ng (0. 48pmol) X ==k-1-A HHE
AR RESEL. RERARETE, R 24h EERFAEZ
PR, ETEEELENAESLY (CHCL:MeOH = 8:2). Mk
73mg (0. 1376mmol) 57%

EMH LT A5 TR G LA

x5

56 B A3 @k | MS(M+ | &iE
H)

169 C28H30N503S 531 ,2 a)

Q Fit
S\s o
AN N =
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EN ] A - BB MS (M+ | &
H)
170 CagHa7N50,S 474,2 a)

CH, S\ o
H’c)\/N\ﬂ/‘\N/lK@N»—CN
0 \ N\ /

' CsHuNsO2S | 531,2 | a
171 e 20H34Ns Oz )
' S
o Y ¢ |
C \ :
Ve \>'\/ N —
R YN \ N
0 \
N
172 ' C23H31N503S 518,2 a)

>
s\5 o ‘
HE O~ " N —
I{J \[.(\ JU:}—QN

173 [ CaoHa7NsO2S 522,7 a)

© : - FH
OO
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LG &R ZEX | MS(M+ | &iF
H)
174 %.& C24H22FN5028 464,1 a)
' o
AN A =
OGO
0 \ 7
175 EH CarH21NsO4 470,2 a)
o} S o)
o} N /N
176 Fi4 CagH329N7O; 508,2 a)
= 0
N
A N N =
NN\ Y\ \ y
0 \ /
N
177 E¢ '‘CaaH32NgO2S 517.3 a)
o
Va N : N —
K W rn \ y
) 0 \ 4
HC N
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566 £ &M Zx\ MS (M+ | i
H)
178 C26H25N50;S | 4882 | a)

) Ejo Fi
O
179 Q Tt

Q} N?
\/\/ : N N\ -
8R0S

C25H27 N7OQS 526,2 a)

£ 4] 180
BBy TR a)HET S

= 0
N : N —
NQAH\C[\ \_/"
H,N

a) I-HFARARABRBMNHE

Irz
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AERT, % 5g (16mnol) Z-FEXARKRET 1000l FEART
#s, M 3.3g (16mmol) N, N-—3R X% = ¥ fcde 50mg — W KA
R, BRAVATETER 2h. RERRRERA ALK KET
ik, BRA IMARATER BAPERBRAATARPKREE. BAN
MERBRE TR, B, ERETRSE. $ALHET 20nl LKTE,
/8 0.78mnl1 (16mmol) K4 B4t 2, £ R THH 2h. #3 ¥ & &% (TLC)
BMEFEAE, RELLERRAOVERETRSE. BELPINLEBL
B/ AR 11 FELE, FHI-FEALARABRBM, A T
—FHRE.

b) [1-(5-&A-[1,3,4]8—mk-2-X)-3-(k A AX]EXTHEF
YRR

EEERT, % 0.66g Z-S XA AKEEMEFE 100l XF, A
200mg HEE A4, REMA 0. 4nl BARER (5M THER) .
BRAOVETETHEN 3h, REALBUBERS KA. ¥oHEHA
AR R fe AR AR, CRABRETRE, S8, ERETHRSE. ¥
HemE FARTAREE, AREEEL, AAETFR. [1-G-
£A-01,3,4]8 vk 2-R)-3-FE AR RATHRFEAELTH—
FHRAFTRAET —HET.

¢) 5-(1-fA-3-%XAR/E)-[1,3,4]R_k-2-R B &

EEET, %0.33g [1-(5-fE-[1,3,4]" 8 —k—2-%)-3-%k K
BARAIEAFTHEFLAEET 50nl RAKFE, E&TRSAEGH (10%
bo-z5) W, AERTAASNh BidaEIEER SRS, KER
ERETRE, WEAVEGLZY TR RE5-(1-&A-3-X4&
F)-[1,3, 4]0 —wp—0-K B, RER—FUUFTRAET —HET.

d) 2-wboR-4-&-1H-(ok=k-5-% B [1- (5-KHA-[1,3,4]%8=
-o-K)-3-FAARIMESHE

ETET, %0, 18g5-(1-fA-3-%¥4A &/ K)-[1, 3, 4] 5 -2~
ARAET 10nl RARFAFEE, A 200ng 2- 1% -4-K-1H-FHF%
wh_5-3% & . 270mg TOTU # 0. 12m] —F AR, AERTHHF 4h.
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REBRERASY, BBESWETLRLUE, AKX BRPRELAL
&, Kot fABREE. FANREARE TR, S8, X%
BERAHEPEARTAMEN, BB, AZLZVTFR. §8 2-%=%
~4-E-1H-RHFk%-5-% & [1-(G-AE-[1,3,4] "8 —np-2-3)-3-
(1 mL]sk, £ 160CTHEAS#.

$364] 181

BREGREh ) HNETHARES:

s

.: 5
Na N -
N
J\H/U\C[N \ Y

H

a) e LA 180 AT M & 2-S XL A ABRBM.
b) (1-[1,3,4]%%—mk2-A-3-X A AR)RATEFEARGH
% ‘
BEERT, Hlg I-GXARRESMEFA Sl RTRLET,
BRSHmBEA 4h. BAEHEHEAERSWAFTEARTRASLSE,
BERE, ARETRBER. AeWE2dnKéE8lt, ALERLE
JEEK 1/1 &b, B8 (1-[1,3,4]"%—wk-2-%-3-X X ARX) RAT
BFRAE, AAT—HEYT. | |
c) £ F Ll 180 Hiik 5- 1-£A-3-FE&/L)-[1, 3, 4]%=
e -o- A B Wy 4 &, 47 1-01,3,4178 = 2- K -3- X A ARG H .
d) 2-wbw-4-A-1H-% Hfokek-5-% & (1-(1, 3, 4] "8 == -2-X
-3-FAAAR)BRBHHE
LAFETF, % 220mg 1-01,3,4]1°8 =k -2-K-3-X XA BET
10ml RAK_FEAFEE, A 260mg 2- %W -4-F-1H-EHfR+-5-&
8. 350mg TOTU # 0. 150l —FAKELE, EZEATHHF 4h. RER
BERSY, BEAPETLURLE, BREPVELEAK,. HPREIHMA
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Bk, Kiothfe QAT RS, BAV R BARE TR, &, X4,
BEYEARKEEZLL AL TR/ T8 8/1 LM, F5 2-1hw-4-
A -1H-¥5ked-5-% 8 (1-[1,3,4]% —mh2- X -3- KL A X) 8L &,
A 103C T4 M.
%3641 182
BEBFETR)HETIHREY:
N

Na O

O O
o & v N\
H

a) L-N-FEREERE-4-([1,3,4]"8—nk-2-%)2-8 X TEHH
%

¥ 1g I-5 LBy M5 30ng S-FTESAREFA 200l RTR=
FEEd, BRAOVETETRYE. ZRESHAEFR, FbiiiF
Bikit®E, B 100nl AHB., A 20ml 2N HEE, ALBRTEER
5k, REBOHFEOAAIAMERBATR. 2RE, ARETRESE
&, R HERRERD.

b) L-N-F &g E-4-([1,3,4] 85w -2-R%)-2-RA T B8D%K
& 4 &

# 300mg L-N-FHREFA-4-([1,3,4]=m-2-%)-2-RAT
Bf 200mg & EDC AT 20m]l —&K ¥k, REM 2nl S & E. £
ERTRELXE, ¥ERABMERAAZREDER I K, AFTE
BABEBREDERI K, RiePBRBREAEREFNER 1K KAHA
ZHREATE ARETHEGRE. FHXEXENRELD.

c) L-4-([1,3,4]"%—nk-2-%)-2-R A TE DR H &

% 70mg L-N-FEXZE A -4-([1,3,4]8=-2-4)-2-R A TH
dokix F 20m]l A, B—SR%e-ERa (08 4%E, $EREAR
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ATHFE. =I5, AdaEEREEAEN, B30 45un E ST
BAEBETREER. |

d) 2-wtw® -4-K-1H-%XFkE-5-F&[1-(HKk-4-F
#)-3-[1,3, 418 —-2- R R A SBRNGHE

¥ 43mg 2-mR-4- K- 1H-KF%k2-5-K 8. T5mg HATU #» 51mg
ZFAACEET Inl NN-ZFPRPEE, BEH 10545, A 40ng
L-4-([1,8,4]"8 —vd-2-K) -2- KA TE L% 0. amI N, N-—F X F
BEERAE, AEERTHRHI Th B, WA 200mg RAFTEARKLHE
(1. 37mmol/g) #= 20m1 N, N-=F A F&tE. 1h G, SEREY, AR
BET#EBRE NN-ZFAFERE. BEALDALLHERL. FEK%
HEAY, £ RPIS KR LA ZHERSAHELE, AK/LHERSE
LS S XS 1T N |

L] 183 -F AR -2-[(@-mR-4-R-1H-EHfk%-5-%
)X BE A L% 3% (Hydrogenacetat)

0
]
— H OH

a) 2- M -4-K-1H-RHfkd-5-58 ( TXP#HKA4EH 1)

¥ 15.2g (0.1mol) 3, 4-—REAXFTHEFA 1 1 HEXY, A
11.2g (0. 104mol)whre—4-B 4. REARMAERT, ¥RESME
145C £ 155C Fim#k 8h. ¥E&AHE, AREZBERRREN X4,
RLUBLEM _LFRA ®E. HT 4%, ¥ HE 3000l FE,
100nl —§ ¥ L5 100l DMF 9 RSB F e 2B, A6, B A
EMG Y, ARV Rkkk. ¥AFHRETYH 2000l DMSO, R
m#RESY, HEFHHIBER——AHELH 50T, A 200ml FERL
B——ART T4 30nin BAAYREE k. BHERR, AYHEALI T
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&, K& 19.4¢

b) (S)-2-fA-3-XELAAKEKE M V. 217.6)

¥ 2.8g Trt-Ser—OMe (Bachem). 0. 75g ¥XE# 2. 25g =¥ % —
ARE T 60ml £K THF, £0CTF, /£ 30min A# M 1. 49g B R % 8
L&, ¥RERASWAEOCTHH 30nin, REZRT (B 1h). AT
Yo, BRAETHREEMN, AFHE38dREELL (KR EA =
1.5:1). M) 2-ZXFHAEA--FAL AR TELELL K
&4td, £ SMHCL i@k 1h, RREEPFEA. ERETS59XE
EEKER, WRAEERKRXET, BEFLDASERTEFTEL L.

FETEc)

¥ 239mg k@ a)dy 2-MR-4-FK-1H-FHfkd-5-B M EFE
10ml DMF ¥, %GR 328mg TOTU # 0. 17Tm]l —F &AL E&E. ¥
BAWA RT THHF 45nin, QAFEFER F A 217.6ng 2 b) T
Bl 469 (S)-2-RE-3-XALRBRERAE, WA 0.34nl —FHET
B. ¥ 4h B, ARETRERSGY, AdaRkkidéEs /M1
&% (DCM:MeOH:AcOH: K= 70:10:1:1). FiFHA4LEH6E MV. A
402. 41, BRETH 402, 28X A CH,N,0..

FLp) 184 3-EH(-2-[(@Q-mRw-4-K-1H-KFk4-5-%
ESE-R T RN L1

NH
i
— N N~ “~COOH
N 4 H
H
a) L-2-8A-3-X8 A F/E
LEBRT, #% 2. 74g ZXB5ET 30nl T, A F-35C £-45

C, #ks (B YPRUBaBEAREEE), REAEZR
BT, £ 40nin A& 1. 82nl R —ZKE — 8. ¥RA4HE-35C
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T3 15nin. AERSH TR M 2. 5¢ N-FRAFEEA-L-L K& 5nl
iYL 2ml THF 5%k, EREBVTRAHFBEIFE-3B5TARALE. RER
RAWMAE-35CTAE 1h, B#E RT. ARETHRERAEERTHE
F, BEW 5B MR T E &3 %46 (DCM/AcCN: 20/1). BBEEME,
5% 1.4g 4G N-FEEABA-L-2 88 -p-AEAKREHR (R
CAMA Y1991 (70) 1£f). ¥ 1.2g REEX T 100l M, 5 0.51¢g
EEmHrEAE 2h. BEXENE, BRXBREFESEY
(DCM/MeOH/AcOH = 100/5/1). M#miF%] 1. 1g (68%) L-2-F&AZX
RKEA-3-XRARE.

ATHATHRPAANRE, ¥ I-REGTEDETVE, AHR
£ 4K TF mA 80mg LA (10% Pd-C), BAL, AERLRL I-K¥
A, EEELH, AKER, 535 0.58g L2-8RA-3-XKLAAR
(92%), A% Eke4dh.

ZEFRD)

¥ 239mg 4o L) 183 41 &6 2-wbe¥—4- X - 1H-K fokd-5-% &
Zi% 4 10ml DMF ¥, %G A 328mg TOTU #= 0. 17ml = RA LKL
2. ¥BsdE RT THHE 45nin, AMFEFER T A 180. 2ng &
Ba)f&e (S)-2-84-3-X /X AEA 0. 34nl —FARA LK. EH
4h B, RBEThRERAY, BAARKKRERYBRANLSD
(DCM:MeQOH:AcOH: k= 70:10:1:1). FiFHBE LS MV 4
401. 43, 2% XA CpHioNs0s.

%4 185

0
— N N
NC/>_</N:©/”\ H ©
H

A% 8nl DMF ¥, ¥ 239. 2mg (lmmol) ¥ %4 183 4] & #54L4-
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% 1%/ R 182. Tmg (lmmol) H-Leu-OMe HC1. 328mg (lmmol) TOTU
#0.34nl (2mmol) —FEALKELAE, ERTTO6hE, ERETRE
hREEN, ¥BELWET EE, RAWEAKFP4H NaCl Xk k% 3
K, BAWARTIR, ERETALET. Z4P L3RR 65541
(DCM/MeOH: 15/1). ¥ %: % 200mg

534 186

A% 8m)l DMF ¥, ¥ 239.2mg (lmmol)dw E#&4] 183 4 & 644
% 1%J% M 166. 6ng (1mmol) H-Leu-NH, HC1. 328mg (lmmol) TOTU
F2 0. 34n1 (2omol) =—FAXEAE. ERT T 6h B, ERAETAE
BEEM, BELMET EE, RAYAKRKE—K. RERLKHA
NaCl 4&#=, Fl EE/THF =1/1 ZR&E K. F-E )5 %A W48 A4aF NaCl
BRhgk—k, TR ERETEAAET. R-AVYTRREEEELY,
B, AT 4, FHEH5 DCM/EE=1/1 %8B, &%, A DCM/ L&
oy d., KE: 4 200ng

3P 187

A% 8nl DMF ¥, 4% 239. 2mg (lmmol) 4w £ 34 183 4] & 65404
% 1%ER 152 6ng (1mmol) H-Val-NH,-HC1, 328mg (1mmol) TOTU
#00.34m1 (2mmol) —F A TELR. ERT T 6h B, ARET RS

92



00809233. 8 w OB P OFEe6/TIW

BkEMN, #ELDET BE, REWAKEER—K. REHLKAA
NaCl 484+, A EE/THF = 1/1 FR & K. ¥ 435 69 A h48 A 4e 4 NaCl
BEREE—K, T8 EARETEAXET. AAVRAREZLD,
B, AT i, BHAEHYE DCM/EE=1/1 %8B, &£, A DCM/ L&
Aok, KE: 4 200ng

% 764) 188

OH

o

(o]
N \—/ /:Q/U\u I -~
H

A% 8nl DMF ¥, 3% 239.2mg (immol) = E %41 183 H) & #hit4
W1 4%EM247. Tug (lmmol) H-Dopa—-OMe-HC1. 328mg (1mmol) TOTU
F2 0. 34ml (2mmol) —F @A LEAE. ERT T 6h B, ERET %S
BEEMN, WEALWET BE, RE4PWEAKMEA NaCl BREF 3
k., BAWMTFR, ERETALEF. RATRAREZSLY, B
th. 3 T4, KM EHY5 DCM/EE=1/1 %, &, A DCM/ L&A
Sk, KE: 4 200ng

%345 189

BRFEZR)HET LY

N 0
N e H
N
— N NH,

o

¥ 2.0g BETH-AM RAM, 160—200 # %k (0. 64mmol/g; Rapp
Polymer) WS mAR BHEHSZEA, /£ DMF ¥ 54K 20nin, KX 5 A DMF/
W% (1:1) X% & 20nin. A DMF. DCM # DMF #hik 6, v itfF 3|
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MRBERETRGERTRT.

FiET B, a)

# DIC (0.59ml, 3.84mmol) #A % Fmoc—# PheOH (0. 71g,
3.84mmol) 5 HOBt K44 (0. 59g, 3. 84mmol) #5 DMF &k . HAF
EERMALEEHZAH, BRASPERT TES 16 48 (h) . W5 A DMF
(10x15m1). DCM (4x15ml) #» DMF (2x15ml) %%, REE&K /A 4TT.
 ATEERE, s—EilEskELT KAISER K.

FEFED)

do b AT ISR k. # DIC (0. 59ml, 3. 84mmol) AwA
B 4-F.-3-AA KX FE (0.71g, 3.84mmol) 5 HOBt K44 (0.59g,
3. 84mmol) # DMF (& 15nl) & ¥. HZERMALSAMAEHHIE
WaM 2R, HRSWART TS 16h. # A DMF (10x15nl) 2k,
BREACT. 3 TEERE, st—EkilEsiiiir KAISER &A%,

FEV % c)

QR & GRS e 4- (RAFAR) S (1. 4nl, 12. 8mmol) 3
DMF (10ml) 5k, ¥ RAMAERT T#E3 2 X. #HKA DMF (8x15ml).
DCM (4x15ml)#= DMF (2x15ml)#kik. iE: B RAREEmMHIER
S DMA (= FRA 8B, K% DMF) 5k 16h, FEAMENEE
K oket; M@ A T i A AR

FiEY R d)

BHRIGH DA EREATEHOEBREER, ARBREHTHER
BaASHi 125C T 16h. (KK THRBEDRAMFE) #H
GC/MS THATC 2K AR/ M. A DMA 2% (5x15nl) /&, HHk
BHALELSRTEKe) P.

FiEVHKe)

BZTAERO 6nl) mAZ X AFETR d)HAE (0. 5g) DMA
(5.0ml) ik P, FRASMAE 150C TREHH 6h. WKRER DWF
(20x10m1). MeOH (10x10ml)#= DCM (10x10ml) #i%.

FEGERL) RBLL
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¥ F T % e) IFAAMAS A RT T A TFA/H.0 (95/5) &2 3h. £ &
ETF & TRA/HO0, RABEABRBAKATY. AFHEEAKE#E
b4t (Beik &,4%; MM : 95/5 DCM/2.OM NH, #5 MeOH &%k, RE
92/8 DCM/2. OM NH; &9 MeOH 5% ) . KEMEL S, ARETHRE:E
M., B3, Ha&EAK. MS (ES; M+H' = 400) 'H-NMR 4 ki
gHX.

%34 190

BRGZHEEKR)FHNETHARESD:

0 N
o)

A) 3(R/S)-THEA-2(S)-BRA-3I-ZLARGE A

a) B a g éE (—KESY; 21g, 645mmol) mAZF] 3-THHX-4-%
A T8 ZE (0.129m0l) #94-K THF (120m1/20ml H.0) E & ¥. ¥ K
BERAVEFIR, REEBRETRSE. ALY AcOEt 54K HC1
(IM) Z R 48, 4554, 2KMBM AcOEt %k 2 k. K& E0A
AR fade RALPE R LK, £ MgSO, T, ¥, EXRETAX. #
3] 15.6g (k#E62%) 8%, AETEHRET.

b) A &3 (-78C) ¢ L X B (1. 7T4g, 9. 16mmol) # XK THF (10ml)
BERFRANZCE.27Tnl), 15 24 B AR RBEELA (L. 18nl). R
S4%AE OCTHHE 1h, AFHE-78C. £5—%#MA, A (-78T)
W S-F A Lk 5 E (1.64g) % THF (36ml) B FLEBmAETE4E
(5. Tml, 1. 6M THER). HERELE-T8CTHHA 1h, BEH#ZE0C, &
HEFHME LEFERP. WALRE, FERLAZTETEAIR.
A4aFe NHCl 5% (20ml), ERETRERRE 1/3 kR, HAER
R FRERI K, SHEHANMALRNAKE RS, £ MgSO,
Fi, 38, XA AePhasrbid &E51t (B, 5-20% AcOEt/
) . 5% 2.06g (KF 67%) StEK, HEFMFETeFHERGRS
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P,

c)¥#1,1,1,3,3,3-7*FRA_HKR4/% (14.6n1, 0.5 BERFX
) E B4 (-78C) MR L A (1. 88g, 5.61mmol) 5 £ 7K THF
(15ml) &% F. 40nin &, MALHF (-T8C)H=FRAFHANELE &1L
#(2.51g) 89 THF B3&. %935 286, WMATLE (L. 4Tnl), HiEk
AERTHAIR. BRAARESVWA_LTREBPIMLATRZN S
B, HFAMAME MgSO, T, &8, AX. ZePhgdakikéits
i (BEBLFH : a) DCM/MeOH/ & K=95/5/1; b) DCM; FF¥: &4 a:b =
1:10, HFE 44 DCM). 5% 2.5g (k& 95%) B RA 4.

d) ¥ 3ml HEALE (30%) MARAHOC)YLEEEELEY
(2.5g) % THF (20ml). H.0 (4ml) 5 S f 42—k 4% (558mg) 695
B, WRAMAETETHHE 2h, KREMA 190l 10%BHER. £
BRETREAERERBARG 1/10, IBEALY R OB LE R 3 K,
K& AMAE NS0, T3, L&, ERETERETF. Zebhs
it AR SEAL (Bhik &%, RLA : 1-5% MeOH 49 1% 8K %% /99% DCM).
3] 912ng AT & 69 8 OB E 74%).

B) 2-vwte¥-4--1H-% jfokeb-5-F K -3-R, S-F X -S-H R ELE
A A,

3% 0.4g ZEX LY Knorr # 5 (0. 61mmol/g) WA R BHEHEA,
A2 DMF ¥ %0k 20min, &6/ DMF/&%% (1:1) i #& & 32 20min. Al DMF,
DCM #» DMF 2t )6, ¥HRAHBERAATEREGSATEY.

7 %Y K a)

¥ 3R/S)-TLHE-20)-2KA--FELAR (FLTE a)-d);
0. 28mmol). PyBOP (0.28mmol) 5 DIPEA (0. 32mmol) & & A %)
L#EBE . ETFRSWAERT THE 16h. ¥R 5 A MeOH (3 X 15ml)
#2DCM (4 & 15ml) 2k, ERETTFHR. A TRERE, —k#
% £ 347 KAISER X%

7 % ¥ % b)

EBRBEAAT, H3FTH (23mmol) A F] 2M KT E MR/ = F

96



00809233. 8 , w O\ P OEI0/T9W

ArmEdd(11. 6mmol) A= BERF. —IHE, 286
Bk, AEETHRLEN, mALZKEM 100l DCM. FHFRHIR4E
WM 2.5h, AERAEABELE R, FHAEA MeOH 3%, ARET
Fig. KGR LKL DMF #5 50/50 (vol/vol) BA%EEH 1h, KE
JA MeOH #2 DCM %% (£ 3 k) , RETIE.

T EV K c)

¥ DIC (0.69mmol) AwA 3] 4- K -3-AH X F & (0. 69mmol) 5
HOAt (0.69mmol) & DMF (%9 5ml) Bk F. W RMASA o E M
BHEHE, BRRAHEZERT) THS 16h. HHAEA DMF %k
(10x15ml), ZEZTF8R. ATENRE, SRk
KAISER X %. |

F k¥ B d)

% 4-(RAFH) o (4. 6nmol) 69 DMF (4m1) B & Am A 3] 37 & 4%
fed, BRAWAE RT TH% 32 X. H#E5A MeOH # DCM ik
(3x15ml), FE.

mEYKe)

KRG DA BERIANTEHGABREEA, ABBZERT, ¥
BEBASWAE 125CFh# 16h. (ARERSEHREXHEE) £
GC/MS THACZXANFMHKAER. FHIEH MeOH F DCM %k
(3x15ml), Fi.

HEYEL)

%= THMKE Q. 5nl) AR FEFE o) ®AK (0.021mmol) #5 DMA
(3. 0ml) xR T, FRoWiE 125C F M54 5h. REHMIE A DMF (2
% 10ml). MeOH (2 & 10ml)#= DCM (3 X 10ml) %%, ERET FIE.

FixT%g) MEMKL

EARTTF, ¥$F7:F5%1)MEREA TFA/H0 (97/3) &5 1h. £
BETHE TFA/HO, BEBEABKEKATY. AFHEiKkE
E o (Bt &%, HBA: 95/5 DCM/2. OM NH, 65 MeOH 5%, KB
92/8 DCM/2. OM NH:; 8 MeOH i53&) . KEMEL S, ERETHR .5
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. FEFH, Ha&BKk.
MS (ES; M+H' = 426) 1H-NMR &4 L& & X,

L34 191
BBFETR )& TS
7N\
N . \Njg\n/N
o N
O

¥ 1.5 BEX ZH Knorr # 5 (0. 64mmol/g) A #H = H R A,
A= DMF ¥ & MK 20min, &G DMF/%%%€ (1:1) & & & 2 20min. A DMF.
DCM #= DMF %6, BHRBEAETRHSATEP.

ZiEV%a)

¥ Fmoc-3R,S-% i -S-M & # (1. 5mmol) . PyBOP (1. 5mmol) 5
DIPEA (2. 1mmol) #) DCM & A B MG F. WA EREMWART THD
16 J8f (h). F§A4H8 A DCM (4 X 15m1) . MeOH (2 X 15ml) F= DCM 7%,
ABETT®R ATENRE, st—&ifiKakiitqT KAISER K%,

FEVHD)

e TP 190 5k B THRAEREH-FREE, FIMEHLSDY.

MS (ES; M+H' = 412) 1H-NMR 4 L& 4&# X,

L3P 192

BREZHERA)NETILEY:
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a) Z-SHFAAREBHGH &

do L4 180a Ak H & 7-5 XA A KBS B

b) [1-(5-&E-[1,3,4]"8—wk-2-K)-3-K A RAJRATEF
AEeH 4

o T4 180b FriE 414 [1-(5-&H%-[1,3, 418 —nk-2-3)-3-
AEAAAIRATRYAR.

c) [1-(G-kakBtRE-[1,3,4178=-2-H)-3-X R R/AIR/E
VT ARG

AEEBT, % 0.35g REEHH 192b 54495 T 5nl %, A
0.13m] E#BALE, £ 80T FTHHF 4h. H A 0. 13nl XHER,
FURSHAESTC TR 2. AATTRERLERSY, REALYE
FLBLE, RREERK RRPALATRRR K, Z2REET
%, ik, EATEKREG. FA1-G-EHxBAL-(1, 3, 4142
A)-3-REARAIEATHFAE, AFH—FAAFTHARE IR
B,

d) N-[5-(1-&RA-3-ExA/L)-[1,3,4] 8wk —2-K] X8I
5 &

AERT, % 0. 18g 4t4% 192c 5 F 30ml K FE, AATAH
Pd/CHALFN 43R, AEBTAMN4h. FEE, AVERERAY, X
Gk, 53 N-[6-(1-ARX-3-KEA/A)-[1,3,4]8=mk-2-ATX
Bk, RAT—HET.

e) 2-wber-4-R-1H- K F%k2-5-BR-G-XHREAE
-[1,3,4]"8 = —2-%)-3-X AR K] BBEGHE:

AEET, ¥ Tong 4448 L4 192d #9445 T 5ml KK DMF,
A 30ul =5 @Bk, 48mg 2-RR-4-H-1H-Ejfok4-5-K KA 66mg
TOTU &3, EESRTHIF4h B, REXTE, RERLLRESY. KAL
BRACRLEFKLEE, HEEN FhREALPHARFALE, ¥l
Sy, ARBERELSRNEY, ARARAREK TR, £33 2%
wr-4- - 1H-E k% -5-FE & [1-G-ER%KA|K-[1,3, 4] =%
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—2-R)-3-XEX /A BE, M 220C FEEEAH5H,
s34 193
BRBFETR)HETHEY:

a) ZI-EHF AR ABELHH 4

4o L4 180a T H & 2-HE LA A RBEM

b) [1-(5-&E-[1,3,4]8—wp-2-K)-3-( AR EIRETEF
EEeh 4

4o &4 180b ArE M &[1-(5-RE-[1,3,4)8—nk-2-%)-3-
FEREIRATRFLES.

c) {1-[5-(3-FAMEA)-[1,3,4]8—mt—2-K]-3-ERABEI K
ATBTERGHE:

¥ 350mg [1- (5-R%E-[1,3,4]"8—nk-2-2)-3-( L HRA]EA
PEFXAEET Sul AKX=FRER, A 140ng B & 474 140ng F &K
BPEAE, £ 80CTHH 16h. RRERADAN, ALBRLEL
B, RAREBR, BrafbftRAEkkik—K, 288ETFR, 3K,
BEAEZE VX%, 78 (1-[5-C-PAMRE)-[1, 3, 4] " =k-2-%]-3-
FEAARRAIEATEHETFRAE AT —JA4UPTRAET KR (A#)
P

d) 1-[5-(1-RA-3-FAAAK)-[1,3,4]8=4-2-K]-3-FR

Mty #) &

ZERTTF, #% 120ng WX 4% %E T 200l £ KFE, ERATAH
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Pd/C ML E, EEBTEL4h. SERERASY, AVELELR
&%, EAZYREER, FF 1-6-(1-&X-3-%X 4 &
#*)-[1,3,4)"5—rd-2-K]-3-FHM%, AFE—FEULFTALT—
B&T.

e) 2-wb® -4- K -1H-K sk -5-% 8 (1-[6-3-F LK%
E)-[1,3,4]8 = m-2- K ]-3- % X RA) SRty 4

A RT F, % 40mg W EHAHET 3nl £K DMF, %5 B 33ng 2-
ow—4-3-1H-E Hfokek-5-K &, 20pl =5} ®EA 40mg TOTU & 2,
AEBRTHEHE b LAZTREGERERAY, RELDET LR L8/
waSkw 1/1, AKX, BPRBREAERPRUPILATRLE, 25
RETH, S8, AATTRE. F7 2-wR-4-F-1H-%Hfk4-5-
%8 {1-[5-G-FAKRA)-[1,3, 4]k 2-A]-3-FX A RAI &
B, AR#EF n/z = 497.3 (=MH").

%4 194

BERFEEKRAVETINES:

BAXEANGFXHE 2-w-4-FE-1H-Kf%k%-5-F &
[1-(5-Z M AH#A-[1,3,4]78—k-2-%)-3-% A A A ] 8, 22 X35
ETHELBERE, AFARFRABRTE. ZSHEEh 183-186
T, 5.

x4 195

BEBFEEKRA)HE TS Y:
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O

N N N\ ==
N, ﬁ/_\H A
\N—NH N

H

a) (1-fA-3-XXAR)REAPRFAENHE:

H¥2. 18g AL-HX X REBRAELR A N-Coz-EHB L R4 5
G I-R[RAFTEREA--AEXRA) KA PTHEFTEARE T 30nl £AE,
Aonl CEFAE. $RARASYAE T5CTHEH 24h. FhHhEHE
RAEAZ VRS, A 100nl ZHELELAE, KEAE 50nl & 5%454
BERFAPAEMALEREDIER =K. ANERERZABETE, &
B, EETVRYE, BARKE R4, AEER/LBRLE 1/1 K.
FE(-/RA-3-ZEARX)AATRFAS, ATH —F AU TAE
T—B&YT.

b) [3-FE-1-(1H-w=-5-K)RAIRATRFEARGH &

¥0.15g 54 195a 4% 5 0. 115g B RAC=F X 4 & ¥ 4 5nl
AKFTEYF, BHER 6h. ¥AEHEHNREREVALERLEERE
t, EXABAZELR. FoXK, EAZVTRERAY, 28k éEiE
%it, AR PHR/FE 9/1 #b. FH[3-%XA-1-(1H-w4%-5-%)
AR]RATEFRAE ATH—FAUHTAET-BET.

c) 3-XK-1-(IH-w=-5-£) & K644

¥ 33Tmg %£#&4 1950 EHET 20l T, A 0.477Tml =T XK
B, —HBIlEA-HRERNE QD RE, BEai 3h. ¥4y
BHERIE, AATYRE, BASVWAZAZTYT TR. M/ 3-%
E-1-(1H-w-5-%) At —F R B,

d) 2-wb—4-K-1H-K Hfoked-5-F & [3-KKE-1- (IH- w4 —5-
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L) ailsmes s .

% 0. 9mmol £#4 195¢ 4% T 5ml 7K DMF, A 0. 9mmol 2-
wheg —4- R -1H-¥ kb -5-% 8. 0.365m] —F&EH 415mg TOTU
R, EERTHH 20, 5SA50CTFHFE4h. EETTRBERER
o4, BRAVETLRLE, AKX, BEEREAERPEIFENLA
Bk ZRBETHR 4B, AAZYRE. MAAH234K
s, A= Fh/TEB/K/XTHK 60/10/1/1 %k, 73] 2-%
-4~ ~1H-K Rk -5-B B [3- K E-1-(1H-w=-5-%) X ] 8
B, MBTCH¥4MELTHEn/z = 425.2 (MH'). |

%34 196 3-FRARX A -2-[Q-mR-4-A-1H-K k=%
-5-FR)EA AR ZRLBE

a) L-2-8A-3-%38tzing

3% 54.8g (0.209mol) Z XM A %4 600ml ZH P, A FE-35T
£-45C, #H#rAKS. REAZRET, & 50nin AF e 36.4g
(0. 209mol) BR BB —L&. MEWRSHAE-35C THH 15min.
FERAHFHEM 50g (0.209m0l) N-FEEA-L-ZKHEH 500n]
LHEE, ARABFRAFBEAE-35CAE. RERRAPE S
CTTRAE 12h, B#AZE RT. ARETREIREERPHEN, BHEH
ZitE g &35 %40 (DCM/ACCN: 25/1). BxEME, 3 20. 8¢
(K& 45%) LG N-FAREE-L-LEE-P-AHE (FL (AMARD
1991 (70) 1ff.) #9f& @4t dh. 2% X: C,H,NO,; M. W. =221.2; MS
(M+H) 222.1
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ERABEPRLAT, % 15.5n1 (63.51mmol) N,O-X(=FRF
BERA) LA % 7. 30l (57. 36mmol) N-Z R X K6d 250ml A
EERY, ¥RASWE S0CTHHE 3h. RE£ 20C ThA Lk AR
(10. 7g, 48. 37mmol) &5 250nl ZHEXE &R, HRESPMEEHE 17Th, B
FENE, FELYARPBEERAERLE, Bikd pH REL 9. ¥
SKERAYE_CB®E, RERAKXKLEBRFADPH A 6 £7, A NaHPO,
BB ADPH A 5. BAERAMLBRLEERS K. RKXEMNE, B3
&Y, Kk 45% (7.4g). 28X CuoHuN0i; M. W. = 342.4: MS
(M+H) 343.2

#£-10CTF, 4 6.5ml (89. lmmol) EFHELEH mE] 75n] FE ¢,
BRAWEH 30min. KB A 8. 6g (25. 12mmol) L-2-R A T -3~
FKEARE 75m]l PEEER, BRAVA-I0CTHRHE 3054, B4
RT T84 3h. AXEHE, FELDETLRLE, AEBRAZTAR
. EKEN, Hohteik i (ERER/ LB TE 7:3), 53] 4. 43g
Ok % 50%) L2-REACRA-3-FREABRTE. 2B X Cooll;N0.; M. V.
= 356.4; MS (M+H) 357.3

ATHEPEARE, ¥ 4.4g (12.35mm0l) Z-ByPHIHTAEBE
F 500m1 W&, AHEZAKTMA 100ng #4464 (10% Pd(0H),~C),
BAS, EEXRABREI-RPAA. BHEAN, KK ER, 535 2. 8¢
L2-RACEA-3-RELAK (RE). 2% X: CoHuN0,; MW =
222.3; MS (M+H) 223.1

% &Y B b)

¥ 2. 4g (10. 03nmol) 4= L #4] 183 4] &4 2- e -4-R-1H- £ 5
ke -5-B B & £ 35001 DMF ¥, 4EM 4.2¢ (12.80mmol) TOTU
o 2.3m1 (13.52mmol) = FARAXCLEKRLEE. ¥BRESHE RT THRHE
10min, M FEFERTRA 2.8g (12.60nmol) R a) 4 &6
(S)-2-fA-3-RRALAABYE. B 206, ERETRERS
W, Zitefiik &5 % (DCM:MeOH = 9:1) B 47O Mg VR 8.
M F: 4.36g (98%), ZEX: CuHwNsOy; M.W. = 443.5; MS (M+H)
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444.3

ARTTF, 4 400nl PE ¥iwA 2000l IM S EAEE, K 4. 3¢
(9. Tmmol) TR PR E KM 2h. KX FEE, FFFE%MA Nall PO, B %
ApH =5 ARIBRVIHFEIRERFRER K. SRR EE
(DCM:MeOH = 4:1) #4]14% HPLC (Z #/0. 1% TFA) %64k, 733] 2. 92¢
(k& 70%) 3-XRELE-2-[ - m"-4-K-1H-KHF%k4d-5-FH)
A1 AB=RCRE. 28 K: CullNi0y; MW, =429.5; MS (M+H)
430.3; B 5 : %4 258C (4 #)

%2 LHb

IkB - BAFL R KL

# A “SignaTECT" X G ¥ &R 2 24” (Promegakatalog 1998,
s. 330; &M F SignaTECT™ DNA-R#MBRZOMEESF) X IxB %
B6g &, M Z. J. Chen ( %M 1996, Vol. 84, pp. 853-862)
M Hela @il P obibtss, BALBMERKER (ABFE
~ (CH,) s~DRHDSGLDSMKD—CONH, ) (20uM) . B % # % 4 4 50mM HEPES,
pH 7.5, 10mM MgCl,. 5mM =i #8 (DTT). 10mM B-HibAEE &,
10mM 4-AER KA BB E. 1uM B EFF-LR A 50puM ATP ( &4 1uCi
7-PP-ATP) .

PKA. PKC. CK II # |

BB HNGES, A AE S Upstate Biotechnology &% X Al
£, £ 50puM ATP R E TRIZ cAMP—RBIHEE & ¥ % (PKA) . T a# %
C (PKC) B Z G ¥ H 11 (CK 11). REHR, FRABRFEFTES,
MBS MEWRLELE MultiScreen Fm (Millipore; BB 4%
# MS-PH, kat. MAPHNOB 10) . &4 Wallac MicroBeta A fit
(B8P PmE R (IxB ¥&%) . EHFHFHFATRA L00uM KB
. |

EHPREINIHR, AFHE(LBEPRLHRNE) FREE
T8 (R48) 57344, HH#wH% # A GraFit 3.0 k4 aitfr
ICs»itH. ThA6BFiXMLER,
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B

BB B19/TIR

A 6: WA 100uM RE T g8 H4E AR IC, M {4

L4 %5 |IxB $ 8 I1C| PKA #41% | PKC #4H% |CK IT 4%
5 25 0 16 19
6 72 0 46 14
7 22 0 15 10
8 4 0 9 7
11 7 0 16 0
12 42 0 16 0
14 7 0 0 0
16 9 0 11 4
20 1 36 63 70
21 34 26 31 60
35 16 n. d. n. d. n. d.
37 36 n. d. n. d. n. d.
108 1 0 13 92
113 25 24 % 7% 17 %
180 0.43 n. d. n. d. n. d.
181 0. 62 n. d. n. d. n. d.
192 0.12 n. d. n. d. n. d.
193 0. 36 n. d. n. d. n. d.
196 0. 07 31 40 50

n.d. ZFRME
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