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RN, @B TasTFeEart-1p(IL-18). af-£-6(IL-6)F
Bt 7 35 5t B -F —o (TNFau) .

“BERA” BTHAR: BE£-C(0) -, BRAREX-C(0) -.
REA-C(0) -FFE-C(0) -, EPRit. BRARE mRE
Ao R R L de A X, |

“sAEA” AR “-NRC(O) R, AFE& R AS4MNEFAXR
X,

“WHA” BEERLA 2-I0AMKRT. FRE 26 AKETH. £
HEY 1 ABBRREREL Kk 1-2 AFRABPEEGHE. &£
Heg i L 6.3 L% A (-CH=CH,). iE &% A (-CH,CH=CH,) fo - A3 & (-
C (CH,) =CH,) %¥.

“BRAE” AL A 2-10 AR BT, £k 2-6 ARETH.
BAHEEY 1 ABBRREFES. Kk 1-2 AHBREFELGHE,
A AREE. KA X RARE BREKE A&ABE R
fAzA FAA. A RE 54 A Ak ReAFe1-
3 BRI AT IRAX.

‘AL B “BrA-0AH, REXALA 1~ 12 ARERT,
FHhit 1~-8ABRET. RAHRAEOE P FRE CZAX E
HRA. FAAE. ETHRE RTEE #TAE. EXEE E
CREAM 1, 2-—FETELAE.

“BRBAL” BHE 1-3ARKRERKRGRAL, RAEEAR
AA. G4 BZ-oRAEE. BERA. KREFA RAARL.
FEaE. EX. RfA. BE. BEA A RALF. KRREGERAR
FALAOEHA R =RATREF.

@ EgA” BAH “-COOR” , k¥ RAKE.

«pr R Jek AR 1-4 12 ARKRT. EHE 1-8 AHRT.
APk 1-6 ABRTFHENARE. BRASHHFTA. zi. E
AL pAEA. ETE. FTA &THA ik EFASPRFA
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F. KiE “RERE” BEA 16 ARRTIRE.

“BARE” HEA 112 ARETF. £#ht 1-8 ABRET. &
FHEI-6ABRRTHEA I-3ARKESRE, RAEXER: REA
X RE 2R -_REKK. BERE. fAFE RAAZE F
A, 2X. fE. 8%, 24 AA RALF. AR2HRARLE
AAaEfm=RPET.

“BRE” BHEREA IFI2ARET. FHE 16 ARRTHA
#XIg—peRE. ERETAEH o EFE(CH-). RTE(-
CH,CH,—) #= 3. 7 £ J- #3 4k (4} 4= —CH,CH,CH,~#=—CH (CH,) CH,~) ¥.

“EBIR_AE” BEZELA 1-I0AERT. 4% 1-6 ARET
MEAR IR 0-BREO0-" . BHREEH: BT HE (-0CH,0-)
Fo ¥ = 8.3 (-OCH,CH,0-) ¥ .

“Se ik BAEZEAF -0 ARET. BH%K 2-6 MRET. BA
EV 1 ABRBRRERES KR 1-2 ARBREFEEIGRE. Kk
# ek 6.3 75 & (-CH=CH,) #= % & 2 (-CH,CH=CH,) .

“KEZA” BEAR “-CONRR” , X ¥F&A R BidAHARK
Xx.

«xpprpgr o« k- pREA-" AH, ERAFSEZER 1
10 ABRBTF, FEAFLIRERLA 6- 14 ARRT. LRFREAH
¥R OXTEAF.

cxyrmhn jo TR -BRE-0-7, EREAFSARALA 1
~10ABETF, TAFRSHARLA 6- 14 ABRT. LRFRALY
¥ RE. XLALF.

cx g7 LARERFEEL)KSARK FHRRELERL) S,
& 6-14 ABREFHRaRFERFRE. hEHFEOEEEFER
2. BERAARKREGZAFARE, IHGFETAHR 1-5 ME
# 1-3 ABRABRK, MERAAKE: REA RARE. 2RE
BAEEL. BA. RANA BREA BR-EE HREE TR
A @i 2EA BEA BRARAL FREA FREE XK

22
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£5. A sAALE RAFE RAEERE BA X 5%
i, SR Si #A RAE RAEZEAS-NRR, EF ROMER
BE. B, BRAKESFE.

“FEE” ¥ 0-FH", HFe FR EZL

“BE” BEH “COOH ALHE.

“fE° BEA “CON .

“FHL” BEAEREH. SAETAKARBIRE. £ 4
10 ABBFHREL, A TiRm# 1-3 MRERK. SEGRFE
HF ol PR X-3-HE. RT-2-HBEPRF--HEAF.

“FRIAR” #B-0-FRE. ZIHOKRRALGEH I KRAE
Fo R TARAFE.

“RIpA” BAAERA S HLS R (AEAFRFHFELR). £ 3-10
Mg BTt RETHEERE 1-3 ARARRK. BHGFRES
Bl ExRZHernah. FTHA. KA XFE I-FERA
A -FARAAR -FARFAY SHEHARERIRETF.

carpABRE” 8 ‘A -eRA - AH, KR EREAFS
BA 1- 10 ABRT, KREHSELA 3-8 AHRT. WA IRRE
B GHpd - CH,- 3REE. - CH- XK. - CHCH, - SRTAF.

“B” XK ‘BE” BA. R Bt

“Jegp” K R BERGERIASRGBPR R8T
EH, FARF 1-10ABEFH 1-4 A RER. RIAAHERT.
R OELFRT D%, %E REK. REF.

“fk” I -0 .

“BI> I/ “-NOY .

“gh k™ 38 “- SO,0H” A .

‘i BEAR “RE-S . G RAEL QIR TRE.
LRk, ERHAE. FAAL ETALF.

pAiz A RAR “wE-S-C(0) -7

“p B 5 H-SH.
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“STHRLE” BAEAFBRA G EHANFENREE FHHER
GTHRE, MRAEAYFX, Lok #i 4 4. &
B, GdhuRiEis S0 TFLAAARETRAN, AL gE
RAWERE, Fldmd A8k BAomid PH&EE T8E.
LiBRAEFFREF. A& “THAMET” KRETHRAGTER
WREMETF. IHGMETH: AET. FET. B55F. 43
F. EEFAURLAEETE.

— A R T &

TUREGEBEREEAEATHG BRI EFTENERE
AEZPEEyEEE. LHAER EAPRELEAEBGREEGFE
AR (PERARE. WEl. REWERK, ENPEAF), BREFR
e, LTERALECFEF4. MEMALAREHREMNHEA,
BHREEEFALTEN, PEHGEFATARBLAARBRAARAF
ALY BeH 2.

B, ATHEEEERAXFTALZGRE, FARFEARRZ
Liieg, B—EARBREARAARRRAEZERGHRSG. FT-ARAKL
HERE, FOERPLA. SENRPIPREFFHNEERZLHR
B#ie., Fliv, SHBEPEARLIIAPRIHAELL: T.W Greene
Fo G.M Wuts. (MR PO/ ERAY (Protecting Groups in
Organic Synthesis), % —=#&, Wiley, &%, 1991 ¥. E LA A
PN F =

ERAGSEFET, AAFAGREEHL, X VII SE5EK
RirosFX VIII R EEREE, AEFALLNGESARLE
My

R"s
{

S

(W)m VII

R2
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EFR. B W nfende b
HO-NH-R* VIII
EF Bk

— AT IEEEENSH VIIREY 1 35, &Y 1.1-4 2
LEWHAAE VIII ERRREEN YA, HTEBEAR, L P8H
AN PEE, L8, L4-—HFF wE%H., —FPERPp -
ATBEE. Kk, BERAELY -2 100CHBETHATY 1-48
. HRBTAEZRAETERBEATHRALER. LEPHTE
BRBE. REZRE, BIFRAFEP R, EW. TERKBF
e Qop &0y L0501 R

EEBBEAEY, BAMK VII Xy ZFALSH T WA - SR
oY TAELERRETEELSY (o 5-B-2-FE9FR) 5
BALZH RSH(EAF RREXFL) 958 (&) /TEHGHAE ()
MEF (e 4- PAEAERR) RERAF. —&Y, BRAESTH
17 EBALET, EHEEMNTRAEEY, AR 1.1~ 1.5 %SGR
B(B) MEPLEERESER LY, EFHEESHNA®A, 2-
T, BB, —BEREAERELE 0C ~ 100C Ri#tfrsy 18~
48 B,

ABREFPHAGHREGEI NGB AL oS HRETARAL
ERF EFRRAMNATEREEHHNE. AXERBY, 5-%-2-%
HPREHENLESG. L0, ERXRBTEAGHERE (&) T4
WAFTEGRETRETFRAS P XANNTEREEHHE.

AEXBEERG S —ARAGEFEEASHEX VII e T
W2 -S(0) R - SO,R%#5, Lk R°A REANF L., L#ALSHTIA
Wi g RAsENEALSY (B X VII & ¥ 2 - SR* & SR it e-)
ERFRAMNFRELESFERHAF. & TRALH AR ZHRL
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99803301. 4 oM B FE17/32m

g EALFH Pl e BAK. 3- FaLEPH (MCPBA) . S RALB/E.
METHERAGARLAN, KRAFEYTREGEREA L EBRER
BHAEPFRE, AGLBEARRZHENLAE.

FMUR A GHEAEEBEER TS 0.95- 1.1 S EALHM
WA THRBEYLSY, BRER S P55, REBREHNY -52T ~
% 75C, REWHAAY 1~24 bot. HFHERRETARBEY 55
1 S aANE—F ARG, EAHpid F L. MCPBA. T A4
WME. A4, RETURELIREY 2 %2, AR EFHEAALNEAR
Rl . L20, LXREHMRABETRAEEGELLESY VII foip
A 4% VIII 6918 6-R B Z G AT,

#3k, X VII RS H T H—AKEA W R - SOR (R°ZLA
By b TR B mE e RKEYPERMS Db e ExBmAE (F
A R°- SO,Na £&#e94ee#, XF RRELAL) REHF. £HH,
BREREEMER TELALE, 4 1.2-3 BEEH RN
BEREGF A SR, BHRERS S 2- TAXALE, BE
BEY 50C - 4 150C, REHEY 2~ 24 I i, HIRERERSRE
AMEKETALEBAX VIII M8 2R RS WEFTAEHERTR
E.

AXBPERAGS —AhESEYREEA LS BEX VII 4P T
WZ-S0,Y %, £ Y ZXFALE, XEsHTRETRALHARE
RAR RGN fe BB EHHALX IX 5B EENE Y R 23K
HF:

(R

/O
/A X
s \

RZ

X IX%, R. RAenELAL. AXAF, TARAEEGHLIAM,
wEZ AR RSH. —&H, FLAERBLARBENTRY
134 5 BRESHH/LEAANLEX X P mitiTey, HBEEMNE
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1, 2- —8Ck, REBERBEMNY 50CH L 200C, &A% 100
C2# 150C, ARHRAIAY 6 1B 3 48 I . RETRUAE, XA
FRG EEARKFAGERERNSY, FAZEpRE, EH. I8
¥,

LELREBASY VI 8184 B T Bt eEng Xis
Hut, HAERBEELEZEREGLAHZHTHERESLTHESLY
%, i AERHPE. KAEY 1 SEHE L RLAEZE TR
BEBEAAFERETAMEGE, LIRE SR AALE. 44
4, EEAY. SARAT.

AXATERH X —ALEGESEELSHEX VII &% F
¥ 2 - SONR'RE #94t4%, £+ R4 R ZXFA L. dAdiein s
ey RS Y (X VII ¥ W2 - SOH &548-4) THEkAAE
FABBRE, REEFB/AEX X 9846, TARFERFES LA
a9

HN—R?
| X
RB

XX¥, FEREXAL XXWHEXEFZCoELEDWEETAE
BEATERHNEFEH. ARETESEHEOERLFTRTRA. TE. L
Be. EAK. FAB. ETE. FTE FTER RTE EXE.
KKK, EOE. ROk, E¥k, R¥E. —FVk —Llk. —iE
B, —fAk, —ETER., —FTE Tk —ELK Ti
A B, FRAERAR, PAR®AAR, PRAETEAER. TARTA
B, PRARIAR, FTEARAEAE CZREEREE. LA FRERE,
LEAETHAE, CAFRCAR, ¥k, (4- &) ¥, w8k, %
. HogkF.

&, BFX VII % WZ-SOH 44 &# Tl kA = fAsd 2K
REREAMEOHEL. BT TRERAHTARBRERS, BR
FETRIEX VII 0SB ART AR - — K. IHGHETA
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EETRGHRKBEGE L TR FERL.

—&H, /AP VII S PCL/PCL R ER, #A% 2-5 BR% ¥
HEZgqgR L ENEE, REMNIERREEN TR, LER
BEA#%0C-%480C, REWEZ 1- % 48 ) H.

A% 1-10 BREZWGE X 5B ARE, FIEHEGRBER
-S4, EREKEEY -T0C ~ %4 40CTHAAH 1~ 24 Dot
PR, BRERAZELORALTHAY, MBABREIR B4
BB, SEGROLEAR=ZCE. —FAATE. N- FASHKE, 3
Sh, S SHEEXETRARERR L LR GR.

- —RfREAAREAI AN EHTREL. KBS FREENE
- R A TRAERLEE (KLY 5% ) TRE—BE, REER
E# 50C - %4 150C, BANHEY 1-24 M. BEZRE, HEH
BEEESBRANSB AR ERFT EOERE., B, SRFEK.

E&@mX VIII GERABAS LR e RN ETET TR
FHRAC LSO PP ERE. 0%, FRASEGERNFELE/
L&, EhE/fERE/ 6L, FhRREGAELSH (B R°-NO,
AP Rz )ZER, TAHEFIX IVaBEELSH. BRE
—BATHLEA TR BEY 15-4 100C, AEH S 0.5-12
i, k4 2-6 D, ERBERBEART, FeB/K (ERAGEFE)
X/ ARSH (BRAEBRELALN). BRAAGESXHTHMH, &7
AR ALRSD REGB)ERRELAE. WT—2RLER
BB, XHEGUSHBFAERX VII 9 FRARXNGHR W L
B &) &

$i%ﬁﬂﬁﬁﬁﬁ£&@ﬁL$&? N-FaREEER. N-E
AhBAR NETERER NRTEELEE. N-RXAZEBE. N-
SRCARERB. N-2,4, & ZFAR-2-AREKRF.

Hhmst
LRAEHIN, AARRAHBFARAGEHASHHBIL Y. IR
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MASHTRABLH FRABA LN XAE, FTAXHGHHELY
SRES—FERLEY.

BER, REAREHREFARILY. RAMNERLES
BEHARERRERLABEAZ, HRABEGE: BFANER &
Lk LHENERLEY. S8 KEPIAZLHREUARES
EREG P EREF.

AEPHHERALSHTABE S HERLY, 6l vk, 2K,
ATF. %A, RAAREAR. REFRZGL2HE2, FAANGLE
A RE SR ER AR RALSY.

CREH ALY HBXA: REREERMNIREMN, XHHM.
FRKRH, BESYRBLENEAERRB THALYE. K& %
EME” BEASMAARLECHTLG DR LN EGHEEHREL, &
ANEGAAHER RS FANERBEHIN TR EGERI RFEE
HEAREN. RRGEEAROE: FALAFAARNZGREL
SHEEIERE, RAARAGHGAN. ANRREF. EXH
Hasmd, EARLESHBEFTRARY EGRS (4 0.1-4 50%%
T, Kt 1-4 40%EF), L CRSAEF A H K EARIA H A
AK B THEEZHGHA.

ELURLHHARNETROAELAEF NG SEREKEX
Hh, EFHPIRN, FENFHANF. BEANETREH S5
HEGT @RS IMRERGLEY: BENb LB tEdt. £F
BREAY I BN EH R AE. HBAARER. Prinogel X2
R AAMNERERE BAMNHPRASRLE; SkH
EHSIEH Foh NS ET. KR T 8 RERARN.

EHABLHEDRATENRALE LB EAIFREEN G E
BEARARBRCHGOLTERARK. pHAE, BRAGHTH
Ay WA ELRY FHAY, £FTEFHY 0.05-10%FF, Mid
RAERBEAT. |

TEELEGORIERBALSWH RS AREALSG. LEHh
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FARFERBARAFNT: CEHHEBHFA %D (Renmington’s
Pharmceutical Science)® 8 34, % 17 J&, 1985 5, Mack HiaA
3], Faston. £4 3R E. EXHAERIAEASE.

AEXVOREUAETRAZENEVINEEHEDLHRATS
%, REARZEBWAOBETAE CERAHEHHAFY (Renmington’s
Pharmceutical Science)#y3] A#AfH ¥ X A.

TaeH M FREFREABGEAXA DALY, KA, £XB
FABRTTEGHIALW.

#HM1- /A

FEMABIGX IO DFTFRUBRIBESMNAY 11 2HEER
B, MAVIHBRBREFABEN. AREGHWEENNTHA
240-270mg & % # (F K 4 80-90mg FHALE#).

HH2- kg
FRHBABINX ISP PEHHENAY 11 1 GEFLRS.
xRS EAN 250mg IR & (Fk &4 125mg FHAESH]).

# M 3- &M

#X 1 8o (125ng). A3 (1. 75) K B (4g) BA, &K
@it 10 BHERR, REXAAMAHSENRIAHEEFRATEANS
#44 (11:89, 50mg) ¥ KE&RRA. AXHHEET R4 (10ng). #F ok
Mt E, REARETMA. ERARSGKAE ool 6§ S4B

HH 4- K H

FHHBIXGX ISR TRARESMNAL 1: 2 HETHRE.
AV S EEREEARTEN. £ENITHRE W ER 450-900ng
& 2 # (150-300mg 49 7EHEALS-H).
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# H 5- E A
J(X IR YEREEHAGEBEXRERBARENMAT, REXK
B % bmg/ml 695 R&.

a4 kA K

E2ERAREBLSHESIH AR (1-42)B-Ir & K BB R KW H
WM EFH e IL-1pEBH. i ArE, AP (-42)p-H &K GHRF
HEERERWFERBRN/ILERERA X, A5 @RETAF
AERAHZETH. BELEM/REERERAX. B, XALLN
G Y it has RSB TRG /I F ALY (AEA)GH
BEN. B L&A XERERNETA.

X I oW eBefir/AHAGHEROE: FE2LREARHPT
EHEE. MAEAKAER HIV BF%F; ASLAARGIREFERRE
P B R MBE, PEERERF L XEBHER (BD). ERABHEXT
. RAEBKL, SESEVRERAR. ko BREFTEX. AAT
R F 38 424~ (ARDS) ¥F.

%5k, MTFAAALFLAHESAZEIFHEE THe IL-
1B. IL-6 #» TNFa#i &, ZHGLSHES A TRAAABET
#2 IL-1p. 11-6 #= TNFo)L B ARARKBAREGRR, &8
S A-EERTIERE L LT N

e LR, RAHREGLESHESH FHSEWBEREK. BF
HEER, BELAPRARARHERMNFRFERY 0. 1ng/ke/
B - £ 10ng/kg/ M, FEHRY 1-120 P H, # 32 24-96 BT,
&, T2 %% 0. 1ng/ke-10mg/kg X £ $ TR &K 8§ KA Ak B R
BoAERASE. HTHRES 40-80 2FTHES, FBRXEMNE
AT Y 2g/ K. |

BT HG R/ AL TERER, AR LRAR. &
HFHAEBEREHSARFEF, XAEA T RARF R AT R,
DR A 2. UBRE, 1-5 K/K. LER 24 K/X, B3k
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H 3R/ A uRREZRABG T L. BAXLEORFE, SANE
BHEX I 4HY 0.1-4 20ug/kg, KAGIAMNERHEY 0.1-
10mg/kg, 431 %% 1-5mg/ke.

EARTHRGHZLEE. BFILERRELARHEALENY, FEAX
BRELEERBREEHGELZLHRLARLY, —REAREFGR
BARBETEREGNEGHNERLLE. RAXRARKEARER
MOEZAFOERLLARLERARBERLIOA. XAREZLAHA
REABRERZEHREXERRAA.

AEZPHAABTHAL—GERRSLYE, LTRESEER
M, aElecERARITEY.

AZPEHEPEBETARAMSH AN, FERRIHN, AT
Bk s FA&EEER ER AEPHARRKREMNARZABE, LAHF
SHEMNE, AXURLEY—BFERTHAFLY BB EAER AR
#Fx X jE4E ESR k. B, XZXBASHT AR THEMNFf R
AMES T A GA, XS TR AT ESR #4844 JEOL
JES-FE3XG #iEM. #A3b, £#FH ESR £BH, HFRAALRKILEA
L pEBENGERANEERER. ik, FiX® ESR FBTE
A6 AHE.

BE#BRAIBRMAGERERTRABRATHSAL, #li
EAEAEFX. BAER, ATORBIHNEANF BRREDHHEF
2 ARBEFERAGERBRIE, RS EFRYRTARLEHR
BRARAZ. RTHRABLTHER F i SHHE L4 C A Evans,
“B#%#AE” , Aldrichimica Acta, (1979), 12(2), 23-29, #&#X
RERIINHH £ E. |

BRAEATHAORALEWEHTFRIJALPAELLNA, EMNARBAAZ
AEEFXABREZLALANEH. |

% el
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M

B B #24/327

THREEAF, TARELATHAEL TOAHFZALGHEL

A EATEE BT E L.
Bd = B4
Bs = 2
d = R g
dd = X3
dec = 8.
dH,0 = #AG K
ELISA = BB o R BB
EtOAc = LB LE
EtOH = LE
FBS = B F A i
g = 52
h = o] B
Hz = 2K
IL-1p =  &a#E-1p
IL-6 = G i-% -6
L = 7t
LPS = SR
m = 3%
min = 2%k
M = BER /5
MeOH = L
ng = EL
MHz = 1% ¥
mL = EH
mmol = EER

m. p.

ﬁ' .-5\\
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N = 5%
q = W%

quint = AEF%

s = ¥4

t = =Z¥%

THF = w9 &kl

ThT =  B¥#T

tlc = & B R

TNFa = MEREE T«
1g = B A

118 = At

uv = y $4h

ETaWEEBT, HASERBERE (BEAFRAHLA). £#EH
A-D HEHLHERAEARGPRK. EHaH 1-2 BREXEAZE
WA A R, LEM 3- T HHEIXELEST G K,

L3 A

N-8T R85

e b Hr (648g) 2 KA A ey 2-F R -2-#A X FHIx (5038) = K
8 (207g) W+ EFRGL)RAYF, BRAMAGEREREERE
1ISCLTF. MREBEZEE LRSS 15 PHREER, AHK (1. 750)
kB, ABES4 Q. 6ke)iafbfEER, FRLRTE QX
1300mL) 3. AAAABRATREANER, IRGEHLELFEHSG
& B AR AL (320g, WE 75.7%). BRABPARELRGE —F 4
1t..

K& F: 'HNMR (CDCl,, 270MHz) -8=1.090( s, 3CH,).

L34 B
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N=JF 7 2 5 e ) 8- A,
ERE@EES A THTRP 2-AARR, HEZEELSY.
KR RL BT & REE—F 5.

L34 C

N-R TR BB E R |

BRALTE#XES A PHIRPAEIRTR, HE5HE000. K
HMEBE Milwaukee, WI & Aldrich fb¥F A3 WM EFE N-RKOxE
e, RE AR R T RAIFEANLESY.

L34 D

a- (2-38-5-Ep k) - N-RTEHERGESR

5- 3% -2- X WE(19.11g, 100mmol ). N - & T A& B 16. 15g,
181. 05mmol) . %F % (50g) A& jk (10g) f£ CHCL, (200mL) ¥F 4§
RoMwiA 28 ok, i, #HEEXL AAGEHARTRK (240nl)
ol — B — P& 30mL)E & s, 43| X% & i 4k( 22. 50g, HCF 85.8%),
#.% 121.1C (R=0. 54, #Jxih, #5H4 TH/EtOAc, 1:1, v:iv) .

HEHIERT: -

IR (KBr, cm™): 2979 (CH). 1649 (C=N). 1566 (¥(3K). F 1102 (N-0).

'HNMR (CDCl,, 270 MHz) §=7.93(1H, s, &FEE W). 7.17(H,
d, J=4.2Hz, E%-H). 7.07 (1H, d, J=4.2 Hz, €% H) . 1.55(9H,
s, (CH,),C).

13CNMR (CDC1,, 270MHz) 5=134. 68. 129.27. 128.78. 125.52. 117.
14. 69.00. 28.11.

$84 1

- (2- -FEEERL) -5 FHE) N-RTAMRGER
FHEA 2- -FERARAR) - 5- B TRGER

¥ 4- PEEEAE (13.12g, 93.58mmol) F=gX & 47 ( 15g) JmA 2

35



99803301. 4 oM P E27/32m)

- 3f - 5- 2Ky AL (16.25g, 85.05mmol) % &E (150mL) E&. R A
RAMERER 17 bor, REHE, AREELBRE. HREHEER
UHAEREBEAT I AE.

FH B o [(2- -FEREFHL) -5-F9R) -N-RTEAAREY
BB,

T AFAY 2- G-FREFER) -5-EF8E N-RTEE
B (10.0g, 112.11mmol) . £~F# (44, 50g) . #J& (10g) # CHCl,
(200mL) B4~ RAVEE 16 LK, REdE, RAEHELBRE.
HG YRR BN, HBLER: TH/EtOAc (2:1, viv) , JHRYF
PHEHH X (4.60g, KF 16.8% ), .5 100.9T (R=0.19, =K,
AAe TIe/EtOAc, 2:1, v:v).

HiEHEWT:

IR(KBr, cm™): 2977(CH). 1634(C=N). 1590 (¥3R). 1245 (Ar-0)
#1117 (N-0).

IUNMR (CDCl,, 270 MHz) &=7.89(1H, s, £FEX H). 7.27(2H,
d, J=8.8Hz, % 2H). 7.26(1H, d, J=4.0Hz, % H). 7.09 (1H, d,
J=4.0Hz, E%rH) . 6.79(2H, d, J=8.8Hz, X H). 3.75(3H, s, CH;0) .
1.529(9H, s, (CH,),C).

I3CNMR (CDC1,, 270MHz) 8=159.68. 139.31. 133.43. 130.06.
129. 40. 126.33. 125.62. 114. 94. 68.95. 55.43. 28. 16.

E A 2

a- (2- A-FELEFERRL) -5-Fn A ] -N-RTEAFGE R

BB LA 1 ARG %REE, 28 N-ROEABERE N-RTE
B, FEAZEED 30 IHE. RELSH AR T EREGEKR OF 615
%), #.% 107.7C (R=0. 24, &M, #sAm TH/EtOAc, 2:1, viv).

XiEHE LT

IR(KBr, cm™): 2931(CH). 1634(C=N). 1591 (¥3f). 1243 (Ar-0)
#F= 1127 (N-0).
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'HNMR (CDCl,, 270 MHz) &=7.79(1H, s, &ZFEHE H). 7.37(2H,
d, J=8. THz, ¥ H).7.24(1H, d, J=4. 1Hz,E%-H).7.09(1H, d, J=4. 1Hz,
%> H). 6.80(2H, d, J=8.7Hz, X 2H) . 3.85- 3.70(1H, m, N~CH,),
3.76(3H, s, CH,0) . 2.03-2.00(2H, m, 3R Tk 2H). 1.94-1.80(4H,
m, 3REE 4H). 1.70-1.65(1H, m, 3R &K H). 1.40-1.17(3H,m, 3K
& 3H).

BCNMR(CDC1,, 270MHz) 5=159.42. 139.02. 133.07. 129.93.
128.88. 127.48. 126.10. 114.70. 72.80. 55.20. 30.96. 24.&.

LA 3

uF BRERFR

$MAAFTH%, BA ESR BRBREAR, TRRXEAGESHRL
LSMER ARENES. TREOEEHEAS SN, #lde K R Maples ¥F.,

“«BWEARBHGEATRL” , SBRFLHF b4 8 R (Free Radicals
in Synthesis and Biology(F.Minisci % ) # 423-436 R (Kluwer
Academic Wik, 3, 1989); #= J.A.Degray ¥F., “AMF AzeH
3%” , B -Ff#%3+¥k (Electron Spin Resonance), 14: 246-300(1994).
EAZBEEATEAMKRTE/E4 (ferrous iron) B WA 4 R4K.
GAMAFEAGFARTARABOA RTEAIARAWEFTER
BA. wREALVGEHARRSFEEHTLLARRRHE TRBRTH
A At d, iCH6E R RSB S ESR ARl 5.

e 5pl # 100mM ARE E2kAwA 2] 490u1 100mM & BB E A 65 K
E& . M 5ul 100mM R T RS AR LERE. I e R AR
B oM B4 EF. 1nMRT A fALE A 98uM 65 AL B 69 KR

—BRAE, REFRERERESI EETRET, R E e ik 6 b
% Bruker ESP 300 ESR t#MesE ¥, £ 544 REHR AL, ESR
FAENEE: 3480C Fup, 200G FE, 480 B A, 9.76CHz A
&, 10dB B, 1.6x 10°4 %3 & (receive gain), 0.2006 AFHEXK.
0.320 B E HAe 2700448, WAFEW ESR AERF ABEAR
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RRBHBOEMIT A WA ZHGLEH TS ESR B A T84 EH.

Lwb 4

AB-dr & K T B89 3 4]

ENHP-ARAMB) AR TERLBRIGEARBA L. £ LA b
G. G. Glenner %, (1984) £ 4L F A Y F 5 X184 (Biochen. Biophys.
Res. Commun. )120 : 885-890 ; # R.E.Tanzi(1989) E ¥ % ¥
(Ann. Med.,)21: 91-94. E3t, RSP SH LTI AP (1-40)
AP (1-42) B R GHBAR, MARS A THLA/XERXHGTRHEE
GRR. S, BRRE T(ThT)RREB-HARA., HF2ER AB(1-42) 6
ROH%ss. IAHLESERRBAEAKE 40m &, RALHEKE
490nm &. EAZEF, ¥ EX I &E9HRHps ThT X34 AP (1-
42) &5 8% Fy T vlE TR K R KA RIE.

#4TiE BB R CytoFluor 11 %M H A T 7 4480

BAB: # X 440nm/20
Z 4t 490nm/20
¥ 75
B3 - B At 30 4-4F
AT B 720 £-4F (24 AR) XA Rk T HB&H
3 From: 96 L

J2 8- A3 FrH A A 42 PBS (pH6. 0) ¥4 %-#9 95u1 ThT (3uM). 2uL
A& PBS (pH6. 0) 414654 0. 05%F 3L & 44 o AT Bl X AL-G-4 (10puM) = 3pL
A dH,0 #1465 AB (1-42) (3ug). LA AP (1-42) B ¥ X ARIZE, Hi#
5§ 12 SH. EAHRRAH N RSN EASKZ G R EL
£33 E BB R A HARYE S HIpH. ABAMIL, X AR (1-42)B-
FREGHAREIHEY 30% K, XHEGWHELARNXFTRASRES
8. XA RXLERBEPT.

LA 5
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P %32 AR (25-35) - HF-HAF LT Mk

CmPtERBERELZRENEAMBYFTRR L. £0H 4o
P.J. Whitehause %., (1982)# % (Science), 215: 1237-1239. A A%
B, EWEEEGX 1 GEPARELSWEYF S-S AR (25-35) F 58
MZmeiRE e, Bl 18 X 3} AEAE % Sprague Dawley K R iE 5,
REBRSBERNEMBALZmEFY. Kak (3> 10°) E-F 35om & D-
AR LAk 693 Jran v (BE AR 4K 10% s o ih 69 Eagle’ s &Y
bR S). % 3-5 DG, BIFREENRE A ol HERHEALR
B2 B A 3TCHA 5%C0,/95% TR BRGRAZ T. AEIHZ
R -3 ) MR Y § ) A

F& 30puM AP (25-35) 8 dH,0 (/£ - 20C F 464 ) A= 100pM £ 1% FPEH
AP AR MAS] XL (DIV) ¥. ANFREANXLEY
HANBER., £ 96 PHAE G KK/, n=6 L) 5, BRHFEHE
MPHE AR EBIFEFZERG TSI, FxrBami, Ap(25-35)
FEHHZEBREE TS 30% HHEAAELR X PR ES. Xk
BRI XY LR MR T.

LA 6

By Hp-ERHEGHFFHENE-1pFHIE

FlEi:A LPS 48k, BFL&EX T & XEn il Aga yip-&
DHEOFASH OGN E-1pBREE MG S, £ T B (T-flask) ¥, ¥
THP-1 @i (LR RBEFZBKETSHALBEMBER)ESA 10% B+
f2 7565 RPMI-1640 32 A (FBS, A 2 & H &) ¥ #. AL F
(800rpm, 5min) 4 S T REEFAFB/RXEH— K, REMAFRFEH
ik, RE, ALAALHRFERGRZF. BRERDEROTE
REREZ 1x10°4 1x10° @k /ol. ¥ F 2R THSAAEET, &
SEFTRYHESmie/ S 5me IL-1 6574, 3% FBS B{K2] 5% 3% 24
N, EHEALBIEGHEAN, Wik FBS #—-F K 2%, HoK
Lomp, & T4 2%FBS eyt d, HALAEER, RERBRL
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T 24 3L3Efom e (3% 10° 490/0. 6mL/3L). KRG FHA LPS (0. 5pg/ml)
AR LPS 44 ARk (5puM) & . %3 2R H4 Wt IL-1pBREAARA
B, AeA 100pM B XML& LPS = AB (25-35), FE#E4T ELISA w4
B RGP IRk 48 .

AZBH RN XL WAEEIREESGEALT, EAF4E ELISA
# 7 £ (R&D System) 2 ¥y LPS #1#0 65 THP-1 Zape 4 5335k A 69 IL-1P
AR Z. @M, ARRA IL-1PHE LR G IZ T b4
AR $EASPHEBRIALY, AEZRELSEES IL-18. &%
FALLNEG, RABASEASNEG IL-13 A% 7B 2 LBtk
AL, XHEFEEFE IL-1pLaY . 2HEREMARLELH
k- BRNE, BRBER 11 SEAE: wWEBEE, v/v) mA
P, REMHBARARETEY IL-1pL&4PEREK. A 2N g5
YL REHK, £ 450nm M T4 RSP RFLGAEE. ETH
BW LR EH LT IL-1p84%. A—XOH@L TR E. FRA
A, PREHLESHP-RHHEGAFGANE-IpHBEFHE 4
E5 4 30% 2k, WMRAAX LR X FREEFY. XS XL RH
4 F.

L3 7

st IL-1p% 3 e 5-bE 6 K

AZTBEF, %X I G hlRESERaRETHFORAL
B miiit. & Sprague-Dawley X R BefE A& KA NRRHH,
ETFABEY - 85T Hank's T8 &%% (HBSS) ¥4 —F 3.
SF B AR W R BRI R R Fe s K KRR S AT 2] A
EBRAGBRSELGEEG. ROGBRAXRFP AR LE—BRXANK
EHE. AHEEHEAY, TAERATHBAEN P ukERaT
Fofl, EAWAS-LE5T6 UBSS BARTIHK. S RGWEET 24
s (4452 1.5 F3%) E, £ 37CH 5% CO, F#544 DMEM/F12. 10
% 3 K 7% FBS #» 100 £42/nL FEF/100pg/nL £ E F 3R A FIZHR2.5
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A.

ARIABAGAY, FEKXLER 16 ABEBHXKBREE, £A4E
0.1% BeZ G 8865 HBSS F 3TCEF 30 94, REXRLERETSA
DMEM/F12. 10% # X 7% FBS # 100 ¥4% /oL F%%/100pug/nl £ F £ 6932
FAGHITHRET. BEE, HmML 5 0x 105/ml 69 55 BB KR
ML, BEMBT TCTFHA 5%C0, BREATRT. AidMmA 10pM
MRS 3 KR A T4 5 X (5 DIV) s93k# B, &£ R4 FBS
FAF 3SR P A 8 DIVAF 204 25 DIV A3 it 47 £ 2.

FHE—IL A 1ol 2R 200 #45/nl 440K IL-1B ( Genzyme)
B3Rk, LT LI 1% PR BE T e R4es4 (10uL, %K
B 100pM) . BILFAA IL-1pF 1% PR % F. £ 37TCAA 5% 00,
HERXLTREEND 48 bt EMAZR Y, AdAMAE BRER
RSP FBINERA MEITRETHRER LR A (LDH) £
&, REAZAHY. S BAL, AXERET, LDHEZES ES 30
%HAHREEN. XBERIIMNEGLERBELT.

b X R

EREHES 1 o 2 PHEGSY, £V L@ A}
B X, LA 1844 A TR K. L8] 1 - 240843374 AB (1-42) B-
FHRAGERRP-ZRHEOFFHONT-1BERHEMEY 30% (HAE
seABI).

MEGEgHESY, TANELBSALS iR TEIHEAPE
f, EFEFBRBAARERARER HRY. L OEMAERFZR
6B AR I E e 4.
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