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BERES. B EEAN “Ar” .

RE “RFE” B “QFEER” BRENSHELARSHENH
WRHE, A —ANRESAHERFENIR, E— ST EY, I
HRILE R B 524 MR, kN 5-F 7- 0B R 7-2 10 TR
Hl. iz par DL AAMAE AR AMmp—2 0 RRT,
B AT R % B T 3 BT AT 2 s AL I BT 0 R 3 T DRI g
SALEEG . BRIERE R, RS A UEEM T ERELS NG
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SR ETRBET P, THMEFRAFSHEHA, AT U
i e B A RSB BT B R T LA AT R AR IR R
FAFE, WOEC. WEMYEE. MpMgL. MEMARC. WEMSE. DKM, MM
SRR, SRUEMREL. FET ML, SRR, DUMSE. BETME. mEREd.
BATEEL . WERREL. MEMERL. SRS, WIMERE. HFUAMGINEE. WINREE. BN
BN . TEZVBIRE. TABIRE. ZERRGIRE. REIRE. HR
SRR, IR, BRI IEOLIEE . BRI RS IR AR
DRI ENAERE . TS IR . ARG IR R . R A
SEIEEVYEL . WEWIEMEIRIE . DEW IFMENEIE. MR JENLRREE. MEWY JTRARE
. AR, TEUEW . AV . B,
BRI ML . TR M . FEIFKIREE . DRMIFNLIEEE . ROTHEMEE.
WEMBIEOHERL . WEMEIEIENREE . EIFIEMIE . RIPIRRER . FIFIEGRIA .
TR L . TEMEIE R . I RIEMAL | NI, I AL
B T A MENEAE . MR, TR, DUEPEMREE. SerE
L, TSR, VUSSR, MENREE . RRMEMRE. ERRE. B
JOBKVERL . WML . EZVEMEMAE . MRS . RAIEURMREL . ZRNedE.
s L. DUALZENERE. MEUEIE. WEMEEE. TYREHE. WiWEEE. WmyUEVRSE
FA RIS

SR, A BRSO T A RS T A0S i R SR
Jik:

' (1)
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HAR'EAS. R RSE . BUCHRS . Fhbess. AREX
PRI Cs-Coq T5 55 VHUR A Cs-Coq T5 3 REXVAR Y Cs-Coa 2477 25 BN C5-Cag
e RLFIA] DLZEVE R PUK RO R R AEA. REARREENH -1k
PRI EBARNESE, R EAA. REMRMERE . BURR RSk
R, R, RBUCHIRS A E. BURKRF AR, RIRE Cs-Ca
S BRI Cs-Coa 535 REURMI Cs-Coq 2452 . HUARH) Cs-Coq 287525
FEUCHI Cs-Coy FREE . BURH Cs-Coy TFHREE REURH Cs-Coy 245 R I
BRI Cs-Cop Ze 5B MU B BRKBIER: X BEXRERT: Y
¥ CH,. O. S. SO. SO, #INRY, He R*EHS.. REMAPMELLTE.
EUAR MRS e 3k . I REE; JFH Z & 5| AP EIRT .

fE— M, RIEBEE. C-Cs(BEFEH, C)-C)BUMARIULRI S
Cs-Cro( BRI M, C3-Co)Phkidh. Cs-Cra(BUATIEFEM, C4-Cran B Cs-Cyo
5, Ce-Cro)BURFIR BRI TS FE . Cs-Cra(BRATIEIEH, Ce-Cian B Cs-Cio B
Cs-C o) BUARHN AR BUAR 1 2 55 3 DA R v] LLFE 35 AR U /K AR O R E— ST
FEd, R'&EH C-Cs(E R, C-Co)EBURARIRIbEEE.

75 5—J71, R* & ARBURHIEREFH — NP A~ C-Cs(BURTIE £,
C -G A BRI &3

EN—J5H, RREBEE. C-Cs(EiEHF M, C-Co)IUUARIARILT
B, Cy-Cro(BFTEHEM, Ci-Co)Pfidk. C-Co(BMIEHH, Ci-Cy)HUUH
FEACIREEE . Cs-Cru(BAT %k, Ce-Cran BL Cs-Cio B Co-Cio) A
FEARIIFE R, Cs-Cra(BT %3, Ce-Cran R C5-Cio B Co-C o) ARFAR
ER AR 225 250 Cs-Cra(BU AT M, Ce-Cran Fh Cs-Cio B Co-Cio) BURAIR
B EERE. E— LT R, R EE C-Co(BmiE#H, C-Cs)If
btk

EN—J7H, X%&HACl. FMBr, £— A MEMAET, X HCl. R
— AR EF, XA F.

EH—HH, YR NE. EX—HH, ZEEHNIERT.

AT &, FridHEEEiR B AA N la:
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o) o)
F
| OH
(1a)
N N
cl %
NH,

E—H, AKP\RESHOHEEFR 1 WEEERNTIE. ik
FEAEEAER I A YE B I LS, UAE
AHROFERR, KPikE—E&wmimdsE —awm T XRr:

O O

I OR!

(in
cl N

(1)

HeR', R: R X, YR zZ BFHW EHEATFHE X.

FE S — 5T, B DARYE A A RN & ) B3 EP 0230946 A2 A JTHITT
B, #1&HATFWN EEATFRIARPTENAERR 0B &Y, FidX
BRAE A U A SCAE S, Fln, B EFE TP BRI E R R
BRSNS (a) ENAZIEEL200°CHLIEMNL 100CELI1507C)
HEREF, MAEE R X &Y 5% B /R et 2 1 IR IR LR RT3
TARFAAIN 1-20 f5AEF)P RNY 30 048 E 24 e, DPEAERF
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XI FIE9: (b) RS TWLE ZESRAE)WERT, HEERBEEN
A5 NILR B TR BE R X &4, Lo BFE A XT i
SR BE R X BGEY; (o) 7R ik, —HERBKR. —F
B W ARFER T AV FI o, 78 A2 0°C £ 29 200°C(PLiE L 50°C R4 150C)
(BT, FRAEn—iik B BAs . FALEMEALE R )
TR B R X1 BAL S ALY 30 HEhE L 24 N, UIEERTRESR
X I PIHEY. g BEBER X, XTI XIT BHEY0 T FoR:

0 0
F
OR!
(X)
ci Cl
X
0 0 0 o}
F F
OR! OR! XD
F
cl
Cl (o]} OR7 cl R7O
X X

H RT EARBUCI RS b3 . BRI EE . RERH Cs-Cog(BERT
WML, Cs5-Cryn BX Cs-Cio Bk Co-Cro) 525 bk, BUAUI Cs-Cos( BN A 2
FEH, Cs-C g B Cs-Cro B Co-Cro)F5 2 RINARHY Cs-Coa(BURTEFEH , Cs-Cian
5, Cs-Cyo Bl Ce-C )25 FEFIEUR I Cs-Coa( BRI IEHEM, Cs-Ciyn B Cs-Cyg
8 Ce-Cro)FRT7 ;. H

0 0 0 0
F F
, OR' OR!
F cl (X1
Cl Cl NHR3 cl R3HN
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1E B —77 T, B LA FF A& R I SR ) 4 Pk B 3 T 958 AL
&4, N, TTLLIERRZE D. W. Adamson, J. Chem. Soc, p. 39 (1943); R.
Pellegata ¥ A\, Synthesis, p.614 (1978); #1 M. Saburi % A\, Bull. Chem. Soc
Japan, Vol. 60, pp 141-48 (1987) A FF i 7 ik Hl & X A A X T K&
M. XS Z R MALAENSE , EN B, ATLLER H. Chong 55
A, J. Chem. Soc, Perkin Trans., Vol. 1, 2080-86 (2002); J. Barluenga, Pure
Appl. Chem., Vol. 74, No. 8, 1317-25 (2002); #1 T. Naito % A (A 7E
http://www.ch.ic.ac.uk/ectoc/echet96/papers/054/index.htm, Electronic
conference on Heterocyclic Chemistry, 1996 55 6 H 24 HZE 7 A 22 H¥ k3,
2006 4E 12 A 22 BYFR)A TR, FRE 28 R ek & B a8 1T
(g% FhEJe 2. H. Chong Z AF1J. Barluenga IS5 CRRBEM A A LAER
=%,

TEARBAK—ALEFTREP, WTHEEEN 1 BEEEH. £
FWMEA100CHIRE T, | BERFIBRAFA I MLaY5E4 1-5 B/RAT
& B R B4 E RN o8 . R REENEF RN 10 7524 7
Ko ERNGE, EHNEET, Bidid Sl aEriEy) it e 8ERIE=
AR, AT, ZBESSVLYE, DR . Bl ins B (i ve
BRI B S A TR R Y, RIS TR B T SR T I

AR R AL ES, W TFH&EEEN IV RERR. £
HEIRELA 100CHIRE TR, 1 BRI RE R T REH 54 1-5 BER
ik BHRX V ML AWM R Z RETSET RV 2 10 2824
7R, UEEEER VIKWEY. ¥—E&, GlumEERIrEARAVH
WA HY 0.1 BEIREL 5 FE/RIIBR BRI T Pk (R B I RAR PR M
X R AL BR IN B & SR &4 AT TR IR & R® MR Z (R 37 1
SE-NREF FRE, AR, EiERNGE, RN E] &Y
REWT, LUBIEE HF A HX B4R e 108 pH A4 7), fEfln
=V TUR SNBSS PR R, DAY, S B RS
kR A RAL TR, DR ITIR R A IV RS

ANy =P, IR AEGEN VA RA R E VI
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hm
Y.

z\“\

(Vi)

ZALE R AR T 3 S B il

z\“

NO,

Vil (1)

(Vi)

b T B R P N T BB SR I W e AR U TR . NG K
SURIH AN REEBRIRE], A UMEH BRI ERE g R Wb
B En, B—FE RS AR EINT EHBRE( “t-Boc” ), B
J& BT LU TE K BRAE AL 0 HC 4%, USRS EE. T80 —1
(RPN F 225 B FEREE( “Fmoc” ), B LUEIT /KBRS
W BE B D IR

EX—H, ATH&EER la HFREREIRRNTERRE: () 7T
MWL EBEEL 100°CHIEE T, FEERK Na Miba5 BH vila (L&
Wi 10 2L 7R, AR E R Via K&
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o S14/191

OH
‘ (lla)

Cl N

o (Vila)

NO,

I OH
\ |
3
X R (Via)

NO,

(b) ENAZEEL 100CHEET, EFEMAFET, FHEEEK Via
e E%STEERIAEE R Vila BALEW AL 0.1 BE/REZ 5 BER
FIE HCL B, UL A iR BB la MEIEHEIRE; M(c) BIUKETR

HA K Ta A5 U B R -

fEN—J5TH, RIEEELR, il UESHEREAEN T B ey
Xt BRARVE & 1 iR B 2 IV R & PRI BARTR S0 SRR A R —
FROEH L EST A E S T K. Bk, ARG — R EEE K
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P ERE R F= 4 3 MR HR (RIS 38 KL 7= 490 1) — ol X R A SR 70 0 T o X
R4

Rigk, ZEAKBENS—HE, H&EERX T 05 TR BRAR R T
HASE: () FAERAINE—LEYESERR I KadEm, UeE
A4 TR BAE R T H M VE TR A X B4R P BUATR-E 4 (b) EMET iR
STEAARIRE Y (c) AF LB BT KX BB S 4 Sk ki, D= AEK
VAW FI(d) AWFTRZAKE B P EIOT IR RE R T B RrE A A ik . FE—
ANSEHEH RS, FRTRENTERRES Y 5 KEMM P BREENAZREN
80°C. BINAXIRELA S0CHIEE FIITH. R LT R+, T
R X B IR A4 S K B A P RR A ER T AT

FEX—J5, H&EE R IV HHEEETNTBRIERTERRE: () i
BEER I ME—emE5EER vV NE={EEm, LmERRFN VI
KIS IUALE Y, (b) TR &Y S RSB HBI R BB ERE R
fofE b s, LU AR R IV RSB BAATR G (o) Bl
ik R S BRAKIR &40 FN(d) MR KSR B B A 3 TV B s i
A p AR, o X B DEATFRE L. DLy s=H, Ak
ST BRAA VRS S K EMEPREEMNAZIREL 80C. BUNAZEREL 50
‘CHEE TBTH. R —ANEHART, AR BAAR S 5 K
fik ¥ 2P BRTEA =R T HEATHY

R, ARBEEETHTHEREEN T BEREERNTE. T
RITERKE: (a) FAER X &5 BF I W-a o, LI~
A BB R XIV ib&9; fb) Ak md B E X XIV L&Y sik,
DiFE R B R T RS, P RIEAS. RERKIESE. IR
BRGNS FRedE. REVRE Cs-Co FFHE . BURH) Cs-Cou 7725 REX
B Cs-Coy Z0T53 . BRI Cs-Coq Z4 75 FE AN AT LLTETE 1A PO 7K 7 1022 5 R?
B EE. RERIEEME - DERAMES S ERARNERE; REas.
REACHAR S e dE . BUCHIRG R . . RIRAMR S eE L. H
ARBME G e S 3 AR IR Cs-Cag 775 AR Cs-Caa T5 5 REURHT C5-Caa
Ze R | BRI Cs-Coy ZRF5H. REURI Cs-Coa F7HREE . BUUH C5-Cay 75
SEIE. REURH Cs-Cou Z4T5 I HURI Cs-Coq 2277 BFEAN W] LATE IS /A Y
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AIRIER, X %AEEETF: Y%A CH,. O S, SO. SO, I NRY, H
th RY % A REUCHIER SR . BURH RS s MagesE; JFRZiE
HEMBEANEEF. FidAFER XL IR XIV BHEI T FRs:

OR'

el
Cl

(i

OR'

(XIV)

2,
7r2

R

AR, ATH&EER la HEEEIRRINITESR:

(a) EMNEEEL 100CHEET, FEAERX XV HHLEMSRAN Via
Hfb S 10 HEhEL TR, UEERER XVIBKEY: (b) H=
W A B 2 XVI i S EAL, CUE 4 B X XV EMEERT; (o)
TENEETEA 100CHEE T, ERBRAFET, FiERHR XV F
by ST 45 R R TR A R Via KIALEYI R 0.1 BEREL 5 BE/RKE
) HCL 2, VAR EAR la R EIRRE: ) FWrdAS
X o RS ZERRE. fIdBEER XV, Vila. XVIFXVI F{L&80F
B
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NH

N=

30

(Xv)

(Vlla)

(XVI)

(XVI1)



200880003118. 2 oM P E18/19m

E—AEi TR, FiRENTIE BESBERE R ImE . & F k.
2. B, ZESTHRBRA. . N-ERBEIRTYES. id&id
AT LAZEM IR B 100°CHIRE T CARTR SUL S BRRFEWAR I L 12T
i, AT CAAR G 4 AR Tk w00 6 0% i BOTEL I )3 AT £ 10 7380 240 48 /N

TEN—E, ARBRMT EEA TN I BEMAE 2T ER S RE
A 1L Ta B IV RS AR .

TE—EeSEiE R, ARMRIITIESREEH 5385900 F 5447926 2
FFi AR, HMBRET XN FEERSE, MASTFEXELTH
5385900 F1 5447926 *F A TH KRR FEEFITRAAA L la B IV Al
A SN RE ST, RS BREEMATEN AR, & R,
M. . N-SURIEIM ARG . N-RATEHRR WS . A XA s 17,
RHBRESMHS, FEEESTRPLETPEE, XWRENESHE
Z MR R

TR, fE— e R, AR TIEERELAH 5385900
1 5447926 A TP EARLL B, BIA AR WK J7 4 B4 2\ XTI 1
Mkl B AT RN, BT RS R R R R E ) 2 85— PR
kAT EERS EESE.

P E M AL A T LR T RO B AE YR R AR T . B,
Frid BAER 1. Ta 8 IV KA PR AED 25 5F B R BT A ROt
DL RIS 22 I B A0 RS B B (Bacillus subtilus). & E A HH
BREE . % %8 A BR 1 (Staphylococcus  epidermis) T 5 )\ & IR (Sarcina
lutea) « 3£ %% ¥R B (Streptococcus faecalis) K ¥ BE 18 BK B (Micrococcus
lysodeikticus); & 2% G M4 B KA E - 15 FE VP I T HE (Samonella typhi) 3
EC 75 2% 1 (Shigella flexneri) SR BIRE . B 2 50 & BT & (Kleisiela
pneumonias)- % B FE AT H (Proteus vulgaris) T TR FEAT B (Proteus retigeri)
FIOkL S50 25 B (Serratia marcesscens); VA K 4 35 (.3 2 BR B A L O MK TR 24
BBk . 2 0010 2E E % F) 5385900 1 5447926 XL ICRRH 2 LA
5%,

3 3 A ST TR AT AR T v 1) 4% 1 R v AL 5 T BB SR A TR
W, O, &8, BERRASHNTMEDAEY. ZHENASDEER
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s LS RS S A RER, X — SRR R BRN R ] L
erxt EEA TR E . Blan, 7T DU A AR AT S & R R R
B AIVEWF] . JREH. 280K (dispersion). WEF. B REMNEB A
o 3B ITAR S0 FF B 7 VR4 M R S R AL & R RE A A TR YT
R . SARETRDT A, AEERIRT LA T AL B 5 AR
H. &, EgSERRENRYE. £ NEHET RS, BXERREET
BoHI AR AW BRI, BEN. 2B EEER .

REWT LA T ARAMAEERLHS R, ERAFTEERANRZHE
%, TEAES S HATMALRERBE X KA R BTG EMERT, AT
ST EHFITHEZEN . B, BRI E,
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