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BALWBEGHE; FAFAREME. BERMENATHAR Y LT, BRXHLE
FEALARE. ARG MR EAEREF R LEEAR I RBNRARELITETA
AXHWCERS REHRRREETRETFHWERZHA.

R 2l #AURN BT THEELRIBRARBNFARBREALTNRERE. &
FEMIRETHETERER. BEAEEAURENRFHARR. S WA I REWE L E
AEEAELEMAMFRRAR TP RRF XL, AHRUNAETEZHFAL LRFAF W
AEXBMEHS NS, WAKA. ANAEEFREABANE. EARL. pREEHRE
RAHHTERNYE IR,

AHARME. FECT, FEHR¥E, EH, %I%%ﬁ¢Wﬁ%ﬂ%AﬁK%%%&
FERB, WTHERFERLFRARMIRAARE, HRALARBREM. RALAF RS A
RFERTE, BERZIRMARSL, BERERE,

EAARERARY, BAAFMNEFRALBERBHRET AL —, W, &, AFH
L AFEXR; BAAERLTAEFARFETRAABEGTTIALS ., W, £, X"EHXHL
W, XFTHARLFEEEXFHBRTAIH, EARBURCHRBE,

BEORBAFECLRAZEIRAANEE, 25XFWNET. ke, REEACRHMERE
RAUFELE, —TRERKAESRBLTHEABNEATE ReDARBLHN. B
EUFERAN ., RO BARERESHFHABEUSE) FATERER/BEEL -TWAS
RH, BARABE LBMEAAZSMAKFERIE, ARIBAREFTLTHENL
RRLECHBEZS.

: ZFE 3A
2010 fF 8 A 28 FEH AKX



> B1E DERESYRK

L1 k-

1.

I.
e el i e T e T T T R e R S =
- - . . . . - . . . . . . . . .

@OO\IO\M%WNH!_.IKDOOQC’Q‘I%OONP—‘

1.2 T,ﬁﬁnggﬁA%ﬁﬁ; R —————
1. .

WRERMMRELS -

LE VT ALY S
Amebaﬁﬂﬁ‘ seene
BAOYBEERRRIR e ereeneane

BAYWEEEE TEMPO «rooveeererivenieietan et

ROY BRI FHERES - oroereereenrmennene
y]ﬁﬁﬁkﬂ:%ﬂi'ﬂﬁ%’%% armieise o Suiateie s siseae v wie
%A%ﬁr,ﬁnl\m

BZ W e

ﬁﬁmf%,&% Guusdt seesmasas st resuseasses s e uS N PaNes s PN
ﬁ}l‘i%,&% satamteas seesansas ssesen s tes s At Tes NS esesceensne
wﬁﬁ%/&% e PP

TR L1 1 ST TR

1. 4 #QEEE

BEH -

> 28 EIRBWIE
2.1 & -

2.1.1 %%iﬁﬂhmﬁ&ﬁﬁmﬁg.u b ceeerniaes
2.1.2 BEFAHMIGHTNEER RBIRLEM  ooreererrrrer
2 L3 %?i@ﬁ%%i&ﬁﬁ--nm

2.2 %?ﬁﬁmb4-m-

oW s3 N O U1 R W N DN e

® .
.
—

oo
o

O T T G T
[T-JNNS, TS OO I SO )

DN NN N
g W

27

- 27
cieer 97
. 27
sese 31
- 32
ceee 32
.- 39



2.2.3 %?iﬁﬁﬂmﬁﬁﬁﬁﬁ&%mﬁi -

2.3 EREBIHIDE e
2.3.1 BHRALI coeeeeerens

2312 ﬁ%&%i%&ﬁﬁ#ﬁﬂ%ﬁ--~~-

2.3.3 EMAHBEEMAE -
2.4 HBIBEZIRBBIEG eoeeeeeees
2.4.1 EEMBTFRHBMWIE -

2.4.2 m%%%iﬁﬁk&ﬁ%ﬁﬁ%ﬁm s st

2.4.3 WHEBFRELEWNIE -

2.4. 4 ﬁﬁﬁmm%m%%iﬁW%.MMMWmmmmmmmm
2.4.5 %%ﬁ&ﬁh&%%ﬂﬂ*%ﬁm-mm- S—

2.5 ZigE5RE -
2EXH -

> RIE BUERETRERMH
B L RE o e v v oo v § soum s

3.3 BHEFETHREEMEL corereeerre it e e e e s
<« 54

«« 56
«« 56
rerse B2

3.3.1 SHHABTRLEME e
3.3.2 AEFIHE FACHRBER R cooeeeeereneen

3.3.3 HARIPHE FACHPERIL reeereeormrenessaiennnis e,

3.4 BYRREMHENRFNER -

S.4, 1 BIETABRBEMGRI T  sovmms s oo s s o sensss sowese somss s ssEsvEns
ssesanas saseue e 63

- 64

- 65

«rer 66
s 7]
e 71

3.4.2 BABSFACHIBEAIRI ooveeererens
3.4.3 ZRALBSFREABIPIFT oeeeeeeerees
3.4.4 PURMEMIMA -

Boded HSBBTIIES]  ave emems musoess moens wsm: = oo vy st s

3.5 Big5RE -

> B4E REMAFEH

4.1 #LA - -
4.2 %A%ﬁﬁfﬁﬁ(ﬁm)ﬁwﬂ
4.3 %A%ﬁﬁﬁﬁm e

4.3.2 %ﬁa%ég%ﬁﬁgmw% s enswes ravan oxecmemasmssnons awe & nessane on 18
cenie 78
e 79
s 79

4.3.3 ﬁ%ﬁ@%g%ﬁﬁ5¢§% - ——

4.4 REVRBRLES -

4.5 ¥A%ﬁﬁ¥§%ﬁm

. 33
veey 34
ceneenes 34
sesae 35
o 35
37
o 37
seeee 38
ceeee 41
«eee 43
.- 46
e 47
- 47

49

eena 4_9
- 50

53

62

76

e 76
- 76
-~ 77
-~ 77

78

80



4.5.1 TEBEFRELRESYBBEERBEBREAL oo arerenee i 81
4.5.2 FHIEEBSYBEEIEGIRF corerroerer e iiincie e 83
4.6 BAYMAERBALIIR] -oooooerrrerera i s csieee s ssenes 84
4.6.2 FFHBALB OB A ERIBEALT oo e 86
4.6.3 %’%%ﬁ&&ﬁﬁ%kﬁ?ﬂ] D T - /4
4.7 BEWAREAIEMIRR -ooorvreerreer s s e e e 80
4.7.3 %A%ﬁﬁﬂggg@ ﬁ;@;ﬁ e I rmepe——

> B5E %m%ﬁlﬁﬁm{ﬁ{zﬁj | . %

5.2.3 %%%ﬁﬁmﬁgﬁﬁm@ N 010
B A 1 1 20 1) BU3F B FUSEE SNSIAY SERIE & SEPEe § gweiee  sieetei o sweiys s sgeied e swarens 1110
B AR R ok - e ereree ittt teraetaenaeereeieranreenenaeennnens 110

5.3.6 EA4YRABERE - R ERITTRNPIIRRI b ¥
5. 4 Eﬂb%i% %ﬁﬁﬁ*ﬂﬂ&%ﬁ] wanigre wmscnnn smssmne Snomns Whonne amarnnn o5 wem sbmi 113
5.5 LEILEREER - e e s e s 115

> 6= %%%ﬁﬁi@%ﬁﬂﬁﬁu 118

6.2.3 %%%ﬁm% T T T T M |
6.2.4 BELYIBETRHTPIE correrrererremrrrsss e e 122

5
5.
5
5

wwwwmw
[S2 SN 7 I o



2.5 EmﬁﬁA%ﬁﬁaﬁQPMHmﬁ%mMMMWmmmmmmm1%
.2.8 %ﬁﬁﬁ%#ﬁﬁA%ﬁﬁﬁﬁﬁkﬂ sape s semys wawmye 3 wees powns 120
.3.2 gﬁﬁf S S /10
ﬁkﬁf S B § RO SRS SRS SEEAS SRS Seemes ssamemems o Jild
ﬁﬁw&%%mﬁﬁnmmmmmmmmmmmmmmmmmmm.ml
LD BEBELIE st snwen s5ens sxamen sxs it s sxss s s spacemn ssvenas sawnss svwwasore N5
6.5 %iﬁ_ﬁ'@% 157

> Es s&wammswas 160

7.1.1 wmmﬁaﬂgﬁu%éﬂ:ﬁ T R TR LI X1 0]
7.1.2 R IEMILEH - S8 §ARER SREREE SEES ¢ ERAE T § pame s eany smy ovwems ove |G
7.2 WWﬂEWWW¥@&WWﬂﬂ%EE rereerere e ee et e ee sensannes 162
73 ﬁiWWMhmAm&rm s s s wevmas sunenen smasmes smemn s i w5508 165
7.3.1 BHBIABIRG --evreerrrrr e e e 165
7.3.2 ﬁj(}[‘u&mmgﬂ T R T PR SRTTE T o1?)
7.3.3 TEBRMIIE wrevreerreremme s e s s s e 172
7.3.4 FBEACEEGLIBIRE «oooeerrroormreorrm i e e e 172
BRI NTRE  veveeeeereer e e e e e 178

> 8T ET&%&EUEEBM&%LQ%W& 181

[2)]
OSSR PR RO sR O 2w PP
Al el o Sl RS

© 00 =~ O Gl o W DN

(=]



8. 2.2 ﬁmmﬂ%%%%fm%ﬁ& R R TR T PI R T AR T T T

8.2.3 BRI ZMARAL v ovnvreeees

8.2.4 AT IRBIMEBEIIIRAL «ocvvvvvemmreerrerissimeraoroecrnnnenneanens

8.3 NG FREMRENTAILEIBLFG v vvvrvereerenn
8.3.2 Zrrkum - .
8.3.3 Amﬁﬁm -

8.3.4 ﬁ?@ﬂ%A%E%WEﬁﬁ%L%

8.4 E%kﬁ?&ﬁ@ﬂﬁﬂ&mm

8.4.2 EE%@@%V%
8.5 RE- .

> BIE BNBRXRTHSBHY

9.1 A

9.2 Eﬁ%?% %m#ﬁﬁﬁ%
9.2.1 ﬁmﬁﬂﬁAwmﬁ?#ﬁ
9.2.2 HHLIk %%A%%%ﬁ%
9.3 BEHNRBBAEARE -

9.3.1 %%%ﬁﬁ?Wﬁﬁﬁﬁm%ﬁﬁﬁ e

9.3.2 FHHLIGK ML B ot Fe e A -

9.4 BHNXAMHE -
9.4.1 mm%@%ﬁﬂ
4.2 BRME -
4.3 ZAEMH -

4.4 BARBEWREMH -
A5 AR -

Bl S -

. 5.2 ﬂﬁﬁﬁ#ﬁ#

9.5. 3 $%Eﬁ#ﬁ#

9.5.4 BRI coreiiiiii

© © g W © WO

0.5.5 fBIEEEMIBEME <vevvrvnrnreeetoiier e e e e s e
; s s w crtererirreaineeeee 245

0.6 JREH s vererinsisnas

> BI0E  FEEEME
10.1 S o ewsoen sossmsnsmmos ssuass s

eeee 182
cenen 184
e 186
-+ 188
-+ 190
eeeer 190
-~ 192
«vee 199
.- 201

. . . ve sreesenas 200

- 210

204

220

veens 290
-~ 220
e 221
e 221
- 222
- 222
9.3.3 km%%m%IVm%ﬂiﬁiﬁ e s omernio, st st + o
cee 227
ceeis 9298
. 232
- 240
ﬁm%ﬁ@mmﬁﬁgmmmmmmmmmmmmmmmmmmmwm
- 242
- 243
- 244

224

242

245

246

250

cerer 250



10, 1.2 HREIEFR AWM B EIVER v 250
10.2 SESTHLERAREAEL < corvorereeeeeemrenesoteaeecaseienerraee seeeuneesene 250
10 3.3 %%%g@ﬁ;&%@ﬁﬁ B3 ¥ SR § VERHIA DAAES S A R ARG siii s D55
10.4.2 SEEBEASYM B TR - 261
10.4.3 BAYHEERBAFIERLITH oo e 261
10.4. 4 BAYMESHMMEIEIE D e e 263
10. 5 BREIERBAAEL o corereeeererereme e 264
10.5.1 HRBIELHBARAR AL R oevreerr oo eee e e 264
10.5.2 JRF BB AYHIMIR v correrorreienm i 265
10. 6.2 EEAMJEMEFE oooorrerrerrre e e 271
10. 7.2 KIBRBREBIEE -ooverveesvrmrs i e 275
10.7.3 HMRREEAIEE woeverrer e e 276
10.8 ZEIGSEREE - oveeveer oo e s s 277

> BUE FTHMIDERE L
11.3.1 BERASELSBIALSYESHEIZ oo 287
11.3.2 ﬁg;gzyg:g&%:{é%g,a“ﬂ tereeeeanern e resses e sennnasieseeninees 987



11.6.2 BEEEALYIRE R T HIES  cevrereenniinene e s e s e ee e e aeeees 208
11.9.1 E%Fﬁ&ﬁ%%ﬁﬂ CEAL. ﬁ%’%&ﬁmﬁkl@%) sreseenens 306
11.9.2 E%(ﬁlﬁﬁﬂ s s s A S0
11.10 mggﬁ*{,{:&m;ﬁ 308

> F12E %’ﬁ”ﬂl&%%ﬁ?ﬁﬂ | 313

12.2.1 B IRIBARICIZE F B ceorerrreemrnii e 314
12. 2.2 ﬁ,ﬁ;ﬁfZ}%ﬁ%*}j‘ﬂEﬂ;%@#tﬂgﬁﬁg swe waere s wgs 8 sumes £ svmws 0w 305
12. 3. ﬂﬁﬁﬂlﬁ]ﬁ_\iﬁﬂ(ﬁﬁ 3¢ SIEFISHS SAEET HSHSE § SAEN § SN 1 CREN § DVES SEENNS heses e 30T
12.3.10 %ﬁﬁﬁﬂ(ﬁ&fﬂi%g%qnm . 1o X |

o o o o W



12.4.1 ﬁﬂg

12. 4.4 E%jﬂjﬁn@mwg
12. 5 H@E%EFQE‘E&E%?

-+ 332
-+ 332

334

- 337

340
341



F 34
BAAREBXTRERRN CHEBHLSTHRARTHRELETRE £# 300071
hongli@nankai. edu. cn

L

1.1 #AR

20 it 42 60 44X Merrifield FIFI AP AL HEE XAV BEMRETHT RO SR, ¥
W H A4 B RKA B (solid-phase peptide sythesis), BXFH 7 378 Ik T WM B 4 BRI
BRI R BB S E Y, BRI A REAR A, R X — R B T
FFISHREAL R AW R BN TR R TR R A VLR R, a5 ORAYREKEEAF )
EREEATAEDAST (MEBER. I REMAILLSUNAR. OLEES Y
BRI IR IR A TRA (BATELHA. B TEEN. BATFRELRN. B2
FEAARNS) . OWBRAYEE (8 SMEELIENERMNLSRESSYERER
F (BATR. BATH. BATMEMRLAN. B4 FERRLELN. BoTasER
. BAEANS) ., ATFARANERSY N ENRGTOEIEE N BA KBRS, >
MBI 5 AT, B A TG A, o r D BRI A AT Uy (B, FAE A
BEHHASHE, EMZINEENESR. EYRSFER. BATFRALROEN, L
KRB W RAFHENER. ©4 K1k, FIATHEER &Y BN 75 bR GUsk b BB 1
BERRTERTARSYREMMERNAE R WHRBNE. RRAYRATNS, AR
WRBANREEWRRE HMREME, XEHTENRAURER “BERK” EIHHD
HHEH, PTUELMBAFTENEESREAAARFARKE. LB, WXER. B
T BEE A HLIS A B, DT 52 055 LA AT 00 O B 43 85 5o 75 LA R A UL A48 Al S5 K9 280
RRFHnBEE; B—HFE, BTANRSWERNAS U RAN M GuzR. B,
BAORE) Bk, EEATFERRESIBRERLER,

EER, BESRBEESYRRGREATROERRASHEWRELRE, XTH
MRS FRESEAMNHABEZIHASENERSI FAERORAEM. B
BERW. RO FZEHFAAEERBOIERT S THH, XBHFRRERMLKAK
EHTEATREOERE, AR FREY. R, HALESHREFREHTE
kTR . ,

B T O RER A WSk X RALE HLE BUEAE R BUS M BRI, A% HapB R ARRMS
S BIR DL KT R R S DRI A R . BB A REAERS YRR NA RIS
o i S 780 7 '
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1.2.1 .Mﬁﬁsﬂtkizjﬁ

XHRREZERBREGY, REIBS EHNANESYBREME . TERETHE
RLHEBREZRAOHERTZRALURLIMS (S Rk, —Z2HEXE (DVB) &34
BB ERNFEBAN CRHEBE. FE, RS FET,. 20h2ERERMEBRAR
BHEHRAAARRBE. 3BKE. L2, LREHEMBERE ., IR EERAERE. 285
TIREAT L, AN M-SR EARNEHATREYRBANER. B4 TFTEARERT
ERBAYHAENNB,. BEZARRAYFEEEFWHRTIIGBATE. —FEBEXZ
HERRLMBENSE SRR NBEER (B 1-1a); B —-MAEEEREZHBER
JEVERHE— TR R MR EA (B 1-1b), E 1-la #FE 1-1b A TIILFEE FHEh
BERMABEZHBARMBERD ], MWYHEHK, REH Merrifield WigRI i E 4 BEHA A
BREZBT ORFENERSY, HEXREEZKRUEREGDBRE HRKREZEZ
hEEEA R N A MR R G — 1R LS TR R 2 TH A A PLIL % R MR B R g o
—RYHEMZEARREM R

Q-

lCICHgOCH;

@—Ph— CH,SH

S§==C(NH2)>

@-Ph—CHZOHPh—CHO

HOPhCHO

@—Ph—CH;OR e @-‘Ph—-CHZCI - B @——thCHzPth
L:Mess0 R‘RzNH
Am
@'P L KSCHs éﬁigﬁiw @’P ORI

@~Ph——CHZSCH3 @——Ph——CHZOH

Hi1lla BEAAPRLEREZEHEIERREYRIE

REERE Z B BE— B BRI (bead form), BiF Frechet % A& & T —FHSWHE
BREAFRATHEREZLRM, BEFE.: E—REAMANETREHERZIE (PE)
HHHNER 4mm HBEBEERNBFMASE 2.2 -BE_RTHE (AIBN)., EFE4L
FKZH (CMC), “ZAH%E (DVB) WEEBEBRER T kM. ARSKEERNEPE
SEHABB B O% (rubber septum) HEFRMNBF O, BALBLME, FHAREST
W, 7 T0CTHRMEMM 20h ISZRBARN . FHMBIE BB ST, WEET
BWERZHEEREHMOBENERESY, %ﬁ@%ﬁ@EﬁSmnM@ﬁﬁo%Fﬂ
Soxhlet BHA F A WA kM 24h, B HAXAFEALRELH (REN
2. 7Tmmol/g, B 1-2), '

FIRABEZRXEFRAUREZENERBEZRFINERLEHSHESYRBIB/LIA
AT T ESEBRERRMNERELE (B 4.6. 1D,



Ph— B(OH),

CO:
&Ph— COOH £

@Ph— SCH,

CH3SSCH3

Q-

Br;

&Ph— Br

1. B(OR)3
2. H,0

nBuLi

Ph—Li

@ﬂ)h—c —

|
|
Ph

. CH,=CHCN

1.2 FRUNERE DR

@—Ph— SH

@Ph s CHz(IIH £8

CN

B 1-1b EEAREZAEH SRS YRE

CMC, DVB
AIBN, PhCH,
n-C,H,;O0H

PEH

ENRRIA
12 BERARATEURERELKREAH &

1.22 ERBAREZERE

BREEAREZBRATHEATRAREZAFEBHE (SLE 112,

HAEREA r REWBRNBESYERBR TR TIBRIGHEERR. LTFHERA
PMERSWRTEER—EZRNER, EHEHE T, BRERSYHTEALRHR
REH ARSI HENZAREHR T AZOERS], RBEHIBEY BERME
SEREM SN TMBSYHEESHERKERE. « EEBEW (goligothiophenes) #)
AERHREEEERES, BFXE R0 A Y EE L A YR A% T RER 4T 451
520 LRATENEE. FASRES R XSS G- RS8R 3R m v i & I
PEERAL . WSS . BiE, Brichn A UBERMEREZE (1%DVB, 100~200
H, Novabiochem. A &) NIMEREGYRE, UKEREBIEEE (—CH,—0—
SiR:—) HRAYREK AR T KMAEH G- BEERER-FHFLER S, FU=Y
PR AP 48%, MMTFEHRMER %), MEFYAER. X—FEXS BT
TRAWRKLEAEILSRKESLE (813, ‘

Y

L N, &S
2.70°C, 20 GRA)

3. REIREIME

CH,CI



D = vezenns

Ar, Ar
n-BuLi, EtO Mg THF, 3
1(1-P'r’
S b 2 g 3+ Bty C

2

CI(i-Pr), Si

Ar Ar
/\ /
oH _%>GHN, :E‘I;) LDA :gib\l
@ o2z @ o T . @y,

F=HEI1%
() \< \< S :
4, Pd(PPh;),(5mol%") @/\ & /S>1\ Hg(OCOCsHy 1), @/\O /)\ \ )

NaHCO3, THF CH,Cly, 1, Af

F=387% FEET1%

Ar Ar

Pava

4, Pd(PPhy),,(Smol%) @/\0 /S>i\ R F S Hg(OCOCsHyp); 4, Pd(PPhs),(Smol%)
NaHCOs, THF Af CH,Cly, 1, NaHCOj;, THF

Ar Ar
[\ I\
% BugNF_ S ( S ) s \S )
TTHF Y. py
5

0. O,
OsinZ N Ny O
e =80
B1-3 REMBELERRBHEERMRAHEREY

1.2.3 Ameba # 8§ »

HEEMEREY S FRAEEHEE ZTRFEHWET, Hlin. 1,2,3- =MD
BETHZMHERSGYT, WP, FUREH N=mEH) . JEES nFEW . 5
WZh., IEZ (n=m4, triazolam) L1, 1,2, 4- SR AEY ) BN EY RAGHEENSE
HERFIEGYERAFENER, BEROFRIESR, RABMESROFEITURE. B
M AWM= RLEY.

Samanta % AR FIF Ameba W AR A EMBAER =%, SHAEHERT 1,2,4- =B
Y. Ameba WIER—FM B X ZBERKNFEMIR (1% DVB, 100~200 B, ZhfEEEH
#HEN 1. 0~1. 5mmol/g, Sigma-Aldrich 7=§), Ameba BfIEA] AR RAEXHEBEZLES
SRR FEEENBRNE AREHES VA 1-1a), 1,2,4- =848 EHEE RE
RE 14, MAX—BREAYRELEHERTESRO =Y TR &k 6%, ME
'Ei'ji 98/[13]

© mol%NERSE, FH.



