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1. XIS HELFHHTHRENE

1c
1
Ar'SO, Z
AR Rlbm

Hp:

mE 0 &HI1;

Z &, CN, OR™, CO,R™ X CON (R*) ,;

RO AREH &K C, ik

REARAH &K C, TR,

AR A-RER R - RTFEEX;

AT AR 2, S——REE;

REARKH, C sk, C 3R, C  FREC A, C, MK,
-ﬁ-q’ﬁ&ﬁ‘&&ﬁ%fﬁg ﬂ*» CN, Noz’ CFs’
OR?, CO,R?, N (R?*) ,, CON (R™) ,, Ar o COAr d9BRACA; & R™ K&K Ar; K
ZHA R AAFEMNAREBEHEARF—REBEA A -4%K4H, X
A 0-4 A% ik =0, =S, H*, C_, 5X%, CN, NO,, CF;, OH, C_,
REE, C_ SREBE, COH, RE, C  BEKE, = (C RE) K
X, RETFoE, Arfo COAr ¢9RARE;

RO RAH, C 3tk, C 3REbE, C  FREC R, C, 4K,
‘P — AR B AKX KK, CN, NO,, CF,, OH, C._, SEHEK, C.,
sEABRE, COH, R, C_ RERE, = (C BE) KA, KAT
BtE, Ar fo COAr f)IRAE; XA R Ar; AABAARPEAEASE5EN
ARAERRF—RYE AN N-2KEH, AFH -4 A LkE H=0,
=S, §%, C_, %%, CN, NO,, CF,, OH, C,_, %, C_ SEKXRE,
COH, &&, C  ARE, = (C_ 5E) AKX, KEXTFTHE, Ar fo C0Ar
B K ;

Ar REXER2FE, X¥HF 344 80%, C &, CN, NO,
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CF,, OH, C_ ®AX, C  mAEBE, KX, C HERE, = (C K
£) KA, EETHRE, C BRERETHRES= (C 2E) RETH
EHRARR,
2. BAEK1 QLB AABHTHELHE, AP ZRACOR"E
s REARAH K C Bk,
3. RARER 1 L BAABHTREE, AF o1, ArARR4-
fEL, RUARCHERAN, A ZARACOH.
4, BAEE 1 SRR ABHTEEE, AP o1, A R4
ZATERE, A REPREAE B ZRHKCOH.
10 5. RAER 1 HASHEXBHTESE, XFoR 0, AR 4-
fEX, ROARHAZRAK CONH,,
6. AAER 1 S WEAFHTEELE, X P o0, Aar'RK4-
ZRTEARE, RCRAHAZARA CONH,.
7. RAER | RS WERBHTREE, A o0, Ac'RA4-
15 FEE, REARFKH A Z KA CONHCH,CH,.
8. AER 1 HLSHEABHTEEE, A F o0, Ar'RE4-
FEE, ROAAHAZARACK, |
9. &AaNAEK 1-8 PHE—ANLLHAXBWTREXEUARR
W THE RN B ELsW.
20 10. AAFHR 1-8 EE—AGLSHERX B HTHREL AR T
BARAG I RXBERAGBBTHAR.
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R ILTE RIS

AERFE —RXHBLESY. eNYE. 4B NGHasH.
CMAREFTERCNEAMRET TRGER . 30, XEXAFTR
H A RS Y, Hifidy-4kB (secretase) A APP ém L,
B A THRRERF ST RRG.

MRRXEKRK (AD) AHBRERAHLEBHYHBXN., REXLITER—
AR, BRET SR 10%4 65 Fl EYA D, ADOBETIREA
‘EMFERGFRZRES. X2 —FHHLEAHEA, BREFMLES T
AR D RGHTHEL, REFREAELRKBEEAEX KK
MMM RO RIBBAFR, XM EITECIEP TR (AP ) &
SR BB, kB, WHEAIBY v-00EBAER T EHHENTKETE
(APP) WA X AB T HIME R ALK P HFERLE T, #lIo, £ W0
01/70677 #4777 &£,

EXRFET@®RGIATARNY, X Tty -5 8 nm e Ene
WA RFE Y. X h W0 01/70677 v HATT 458, HEMEH
16~ R B X ARFTE B

AEPARBTHG—REREAY, LBEAHEG y -2kl
FH APP dy ., XA H AP A RA TE57T AT AD.

AKRAFRBLET X I 449

£

mZ 0 3 1;

Z X% CN, OR™, CO.R™ 2 CON (R™) 13
R4 FEH, Ciobti X OH;
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RW‘RA;L H 2 Ci- %gﬂ;

Ar' REAEERURE, —FFHET—ANHFR 0-3 MERAX,
Al A S Wik g sE, CN, NO., CFs, OH, OCFs, G« SEEEAXK
Coadtit, RFRMFEALHRNE, CN, N0y CFs, OH Ae Ci- SRR H
BAK.

A’ RFE 2-Fo S5 Bkl E ARSI R

R AR EH, Colm B, CsZdmi, Cs R X Cis Bt R, Cos BBMH AL,
AP LM AAERRFTARALASD X, CN, N0, CFs,
OR™, CO:R™, N ((R™) 2, CON(R™) 1+, A1 F= COAT #9BRARZL; A R A& Ar;
REBHAMN R EAAFREMNERNEBYERAT —REBRX—A KK
B, £%A 0-4 Mk ibit =0, =S, 8%, CodX, CN, NO., CFs,
0, Col B, CoomA|AEA, Co.H, RE, CoERK, = (Ciu
) AE, REATFEAE, Arfo COAr #)IRARK;

R AR E H, Csbnik, Cos IRETK, Cis R Cis Bt AR, CoofEMH 2,
LT AR RFERLEARE, CN, NO., CF, OH, C-dT R,
CoomB/AEZA, COH, AEA, CRARL, = (Cutxk) AE, &R
A FEA, Ar fu COAr HHIRARE; RF RAREK Ar; RAHANRTAR
ERNERERBHRR T —RER—ANN-RFLHE, AFAH -4 Mk
Sk H=0, =S, HE, C k%, CN, NO:, CFs, OH, Ci-« AKX,
C-o B HE, CoH, A&, C.oRARX, = (Citi) 2K, &
R FEEA, Ar fe COAr &4 K;

Ar REAEAREFA, AFH -3 AAfE, Cokk, CN,
NO:, CFs, OH, Co3vf%, CAREE, AKX, C-RERK, =
(C i) AL, EAFHA, CLoRARLTEEARF- (Cdmi)
ARXTBAGRRL;

REFZHTEZE.

fAhEs AR, AKX | PRAZ LG -ARKET, Tl
Fik—KH, ARG ERLAFLAREIES,

AL FHAGERAX “Cabkk” , AP XRERT1HEK, 386
RAHBRILHER, ETARKRTEAS 1-X. BAMGELAQORET
£, T, ERL, FRAFRTEA. TAMRAX P “CHHRK”,
“HR Cblt” , “BFA” CBER, “C R F “CalR AR

5
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L vAARA Y 5 X B,

AXFHAGEAKX “C IR A” MEF AL RIMAERKBHK
hE, Le4 3-6 MLEF. SHGETAL, FTH, KL, K
CRFRTETFTRE,

AL FEAGERIAKN “C K Coolt X GHEFAATA, K
TAFTE, TRATEAFFIEATR,

AL PR AKX “N-ZFKEX” BREH104% A C, N, 0F
SHABRTFHIRRKERKEZ, AT HARARHERAL T ARG BLATE D
—AFRTAREALZNERR THATRE LAY N-RXEAAZ4-6
AHERKE, wREKRTRA, i, Rogk, kiR, oo
A, BTk, sk, TR A fR R,

AXFEAHERRAX “BFR HREAHALI0ANMEAHC, N, 045
HERFHARXETHKE, ATE) - NARKREFHANILOLE
AR RT . Rk RFEEA SR 6 AFEREER, doubz i,
sk, ok, wRR, wes R, kel Ko, ek, Tk,
Frled R, e R, e R, ke X, R, e R, fe e
A, FEHEFAAGTHIEER, 1,2,4-=%F 1,3, 5-=%,

AL FEAHRKE “HE” €4, &, R, £hst, LPRHER
AR |
ATEGEHPER, XN I oD AGHTRILEFIXZA AN,
feRECHETH FTHRERANCS DR LEBHTHELE, KRELPLS
BUELO A TELECEEMARE, AR5, AR, T#
BR, B LBER, LORER, B, BER, XTER, ¥8, #KR, B%
BR, BBR, RNBRB s, FH, BREXAHASHEF RN,
O34, 47, BRES, ABREREHANBRAERNYE, s
FELT L1

LRKEPHASHER E LV —ANERFARP R, HTEE ARt
MR XALE., SALXAYHREHER AR E S AN FEAHE R,
CAVTRE A IR TR FHEHXALE. B IHER, AR
B FHEARENAERBRFAERG RSN LSERLAYLEZ
A .

AR FHHFCHAELET, RFEXLRGLEHR A, TEAL

6
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W AEAT AR R TRANRAEL X AL, BEAA, EXHGELT,
SRABRALFEERGHRSODMOEARLPYEERN, HE%ES
B, R shE o T MR ERE BT 56 89 2 peik.

EXTEGHT, Ar REABRAEBRRAHFES o X, K324
R GEER -z, Ar Rtk 8 4 b &, X,
REZAFTRRRGERA A I-Fo 442 LR B FRARGER,

AT R A 2, 5= R/ EA.

EREAFEAFTEY, A" 2 -REAR A-ZRFTEAXEUR AL
22, 5-—HREXE.

R"—M&ARKH, FAXO0H, 46 H,

R —fARAEH R FA, £ H.

4 oA 18, R R F R RAFAL C-n k.

R ERASE O, U, XL, w2 h, G HREE (AL,
FTTEAARKRK), CRREmACmEA (FRETFTE), Coii R
(do¥ @A) , vAR4Fik4k CF:, Ar, OR™, N(R™):, CO.R™ K CON (R™) »
BAHER R ZH Cobr K.

B N (R?) AP ARERH N-RITAR KA QFERR-1-K (FiLK
OH, CO.H, CO:Ci-obedk, FHREFEABNKR) , vk-1-K (L Fi
AREBAA) , Gak-4-K, BARGHk-4-3K, 1, I-—ANK-ANKDoHk-
4-3, 2-EAR ke -1-A, 5, 5-—WHR-2, -~ AR -"Ee -3,
2, 5~ A ARk g -1-R, 2-A AR -3, 2-A AR -1
E, Ao -t s-1-k, |

R — AR A H & Cabn X

4 7 KA OR"B, RUME FAREH, Ar (HFa 2z i) , ki
(mFH, 2, AXRTR), SRARE (5 Z CHAr = F XK
e R TR

L ZARKECOR "B, R"MAFTAREAHEIRE (FH, 2X, &
EHRTHR) .

4 7 K& CONR™ . &, R XA IAE H RBERBRKGLA,
HEA, HRARAIBEEE, N—RMAN-LICER. FFAME
B E, —ARTKREH F—AKEAH KX (FFX, TX, £
AR, AL, ETE, #THE, RTERI-TEAREL), A (P

7
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WAL, FEA (XKEX, RTEAIKAR) . KEAER (b
FEAPR), RERARE (ot Ar BRI RA, #HH R 2-wRAT
A, 3-(R-1-K) AAR 2-FATHA, R4k CFs, COR"HK CONR™):
BARERA, HA22,2,0-Z 82K, FREAEETEAIRATRAE
FE). &F, AMRAABR A N-LFELEA, DK, #ARD
#h, A Dak-1, 1-— R, 4-FR%%E, 4-FKE%E, %, 4-
R, XA I-K 4-4% £ COR" Fo/ K Co- WBARH L, 55 2
-3 A-B AR, 3-RA-CARAEEKE, -RE-3-FRRK=EA 3-
RAHERX-I-F ke,

AEBPX T AR AH ) K BIR B PT I 6 KA B3R T,

X I oY EHEH BTy -2 3bB834T APP TR P A %
M.

AEPAERBT 04 —FHREZAX 1 oW RALBEHTEZ RS
B TR BEGEHES Y, XEBSHRENELAFNEY, hH,
A, RE, B, B, FERELENRBABZRXETFR, itE
RERXBRKFEFRN, FBH, ZEHN, KKE, AFHXNEHSEIX
#A,;, AdL ok, FhiEs, A, TTREAHSLY, RBIEA
REANL Y., HHEBAKASHhH, HEZLTHASEBHHIAKR
o RAURI KA R T #ke 87 A F RS540 R4, o] W0 01/70677
PR, AMREAHNE, ARYLLEHNBPSH 0.1-500 £, 4
Ho1,2,5,10,25,50,100 2% 200 & & &E MRS, Tt AKX B
g ot A M IAF AT EORRESLEUARBE LR KEL A GH
A, WO 01/70677 P R,

HTRORSGEHL Y, TURRKEPGIHEE DA BT
XEF, FIRBRAEBRXEEKER, 2ELFARGBER, KRXREBHHE
FAR, AR Rk W0 01/70677 F ATREA.

AEAERBTRATAKRES T HEFTHN 1 oW L BHTH
3. RRATENETFRANE - EHHTOHRBAXGEAR. K
TR KERREE B-ROBEORHARBAANHEER LT REE
KA

AEPERBTN I e A A BB TELEALE A TETX

M RRKERAGHHOAE,

8
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ENFTERBARIAGETREERABHRAN T, LREE
FRAFKEOX I oD AW TS,

AT ABG T REGER R, EHHHNERERZYS 0.01-250 % £,
[FTRIR, HRAHL0.05-100 L /F4/K, HH2%0.1-50 % 4
[ TARE/IR., RER, ALSHERTRA 1-4 k., R, f—ik
BT, Bl R4 e STl A .

GXIEHFH o0& ZZCOR"K CON (R™) . B, iHibd
BT AEL (£%)) ARTOERHN (R®) . 5B (1) 1940244,

Rlc

Ar'SO,
oo CO,H
A_l‘ A

D

A AL AR e R BEF BT EAR 69430, TR LT 647
BBEHEA, CQHEEABEN - FTRABANRE , BEAEF =, =
HORRK TR, KBk T, A—AMrkFkd, BEksAa
B BR (HloB L EBELE DMF PR R ®) A EES5MEH
FURRE. EH—MREFE P, FMELYEAERGBEETAE
i RREDE (Flrd@d A KA F -_BBEALETEXEE
), FEiEF MRS E FBARE .

B (1) Tt EE (2) WIKMBESF, —BARMEMH TR Li0H
K LBEE R

AP RREAEATRARCE, BATL AR R LA 55 E4E
#5230,
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BE (2) TABS LR ERESTES (3) R7TF, FEREHEM (C
A ) L #ARANHER, ATERXREN, LAZELER (44

R BB )
oo
) CHCO,R
Ar'S0;

3)

£d A, AR R EAETEMRANAX. BRRETARAM
SAshFe FALAL (11) A B+ #4T, TR EARERTAEA
THEMAT: A& (Fl= (ZFRAPRRL) BEM) £FR T
A P Tk TR EEBE (2, R°=H) , £ TFT£A (Cx i) -Law
FMmREEFR,

WwREL, ALREHEZIN, TARTHEGE (3) KBAHBL
BBt E HN (R™) - R34 Bui .

R AB (3) TTRAMBER (4) 5 PhsP=CHCO.R’ & 4 & B K 4%

Al‘z
e
Ar'so;

(4)

A AL, AR R EF SR GAX, R (4)ETHEE(S)
KBLEAER AR, B8 (5) A (6) 52V AL EFHOIHERE
(7)) REHA:

AI‘Z

OH /\ 2
Ar'so; Y COR

) Ar?-CH,-SO,-Ar!
CO,R

) (6) (7)

10
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AEd A, AR RV EFSTEARGESL. REAATUELA
RAAFKEAETADMSO PRk ZE ISOCRER, @ (6) A= (7) &
BATUETRT, EEMRERN e THF &, ABSR TENALET
#HAT.

B (6) Bidsist Ar'-CH~SAr' (8) AL R4 &, miEA
Bt (8) BilAAEE Ar'SH(9) HF R 4744 Ar'CH-L (10) 9B AR,
AP LRAEFAALRRXRL A A LA SN OAHR L. (9)
Fo (10) ZRIHAEARBEN L —RTRTY, ERFZCEHAHE
TEAA, fadl (8) @ (6) YRR L TRF| il i3 0] J L AX FER
kAT, LLFLEEHREN o — 8 Fh P 7.

XIS HFeion R 0B Z& CNX OR"B, X [446HTHE
HAAMKE (11) (£8) HERAH E TR R0 KA

(11)

A L REABEBREEERAE (= FTHBEE, TARABABRE, X
triflate) B Ar',Ar", R"Fe R BA HR[ @48 F 69X . BB A 7T A
JEDMF %, £ FHiE, #ldf sy 80C FiAT. HFHAKE R0, A
25 (11) REMASAABFAETEREN A B TRAAY.

A (11) @it (12) SR LY BRANRLHE (Hlok
AAEHT. Rinfod G HALET) .

Rlc

Ar'S0,
N OH
Ar™

(12)

B2 (12) MM (13) #4508 44F A R4F:

11
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Ar 1
CHR
Ar'S0;

(13)

A Ar A, RCEA B @EHER SN, EFE—BFREER
T THF P HEARARE, BETRABETRAALE BT E#RE
SEREHMXFMA, H (13) #dE PhP=CHR" #9%E 4 R E M
B (4) 53], AP R AEAHEHAER LN,

4B (12)FRUERHE, &8 (12) B RERTRERI(4)
(Bl f S ) HAEGHEE (14) , Kia8 (14) $#Ahaa
M TBRE (XRFRAELLAA) . AR E FHRAFHERA, K
MBFRGEAMEGER, BTRERYME. KRBAE —KERK
EHT (FlloiBBRERG RS, £110CTF) #TLERR
FEEAFRTRARTREFBAISAE THE F 895 & B f 42 i
7.

XTI A HFeinf 1 BR°FE X C-KE, ZHEHT A
WENERE (12) EARADE BRI RRF, HEREGm TikiTEH
B (4) 8 n R 09X I heWey 5 XNitf7. Hlde, 48 (12) ¥
R REAR, 8 (12) AARBETHEHARTRBARBELSY, I
5 PhiP=CO:Et B84 KR 2-HTAAKRIELESY., EETkR, T
AAAHFEN 2-RTEAARTE, THEEAZERERA, fo/ KB
BAFL B, Fo/3HA S HBESLCHETEY.

LRAFEMNEAL FRBTHEREN, ELESRFTETRANR
A X A T8 x5 B W & BRI A LA R 8 AT T R R A

FiZEERIFSE LRSI REEERIKRFMKRGRESY. &
M, IR ELEHTRAN. RAMERGRESY, EP, —4
HEZAFRRAREAEEZAGRAR AN F AR, IHGRESHT
ABILFAF R, RE R GEERSE.

AERAHFELLSY, TROTFAE IR IANATHFIREH
S FEARG A R R AT FHAT X FE. XA YT LA
NN AT XF &, RFEIA ARG RES R A ERETHL R E

12
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¥ardyshaik, AR FHRASY, b, TRAEIFERERKHFIH
M ATk, deiB T4 HPLC, RiBidH & AR Y RF RIE
RS F, AR (-) - FEB-d-BLBRF/K (+) =~
N PEB-1-BLER, REATHBREH[HETHARFEF &, FHEHA
BT AE R R BB R B, B TRAEESBHFRE
F M 04 86 A R IF 4.

ELEREZEHLBRERY, HHEBA XL TFLOBBAIAEHR
H#HATRP THRELER/REEY. ITUAEAIEAFTARYP LA X
EW, Wwh (EAAZFHEPEAAY , ed. J.F. V. McOnie, Plenum
Press,1973;#= T.VW.REENE & P.G.M.Wuts # (HAMARFHHEP L
H)» ,John Wiley & Sons, 1991 #RE ML, HRPEXATAASE
FrRTRY RARFRC L7 ERE.

AL AGASHIT y - RBEYERKFHE ST RATA
WO 01/70677 F= £ 4H4L3Y , 2000, 39 (30) , 8698-8704 # .

EEV—ANLERREZHGRETEF, RARYEHFAHERTKT
10 uM#& EDso, AT 1uMERMAKEIKT 100nM,

VAT KB BLEA KL .

5% 76,4
R AR 1

“CL
Cl

4-FEAB (3.6 4, 0,025 BR) AR Tk (100EF) A
2,5-—HBF (5.17 %, 0.025 BR) =Tk (3.9 £5, 0.028
BR)#ALE, ¥AEHEH 2 IHREAKTFR (250 £H4) K
FHRAK (100 ZH) AR (100 £H) 2kik. 25 BHHFNEHRST
F & (MgS0.) #H&ETF. A R-CRILBRAYEIHRKRE L
Bt Hit 4742 46.5.12 %, 'HNMR CDC1:7. 23 (4H, s), 6. 69—6. 86 (3H, m)

13
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F= 4. 04 (21, s).

Fizsiat (5.12 %, 0.018 BR) B TR TR (100 £4)
AR R ARTE (14.3 %, 0.042 BR, (S50%W/W) ) #t474
BB 2D, KRB Na:S:0s (S%E®R, 100FH), #HAK (50F

5 9F) AR EY, TR (MgS0.) &R F. fARAEHAE#HKELATR

~LB LB RS R RIEL, 3.6 %.
1H NMR CDCl; 7.61 (2H,d, J=8.6Hz),

7.45 (2H,d, J=8.6Hz), 7.13-7.08 (1H,m), 7.05-7.01 (1H,m), 7.05-7.00
(1H,m), 6.99-6.87 (1H,m) Ao 4.36 (2h,s).

R 4K 2

03
10

BRTEALOTEHE, KA -ZATAXAS, AEBAHX
FE &,

1H{ NMR (360MHz, CDCls) 5 7.85-7.83 (2H, m),
7.76-7.74 (2H, m), 7.15-7.10 (1H, m), 7.06-7.0 (1H, m), 6.92-6.86 (1H, m)
Fn 4.46 (2H, s).

15 #& 1

C02M9

02\@\
Cl

MR 1(1 4, 3,3 EBR) pAMBETE (0.84 £+, 9.27

20 EBER) EQE KW (30 FF) FeER BB MARTEES (3. 64
EACWER K BT IMER, 3.6 EERIAE. REHyBi 2 I,
RTBRTE (100 FH4) HEFAK (S0FH) %K (50£F4) &

14
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. B hAMIE, TR (MgS0.) #%F, $¥EHhieaEkELATE
LB UBBRAS MR EAEL, (1.04) .
1H
NMR CDCls 12.0 (1H,s), 7.41 (4H,s), 7.06-7.0 (2H,m), 6.87-6.81 (1H,s),
3.81 (3H,s), 3.38 (1H,dd, J=3.2,15.8Hz), 3.02-2.92 (2H,m), 2.52 (1H,dd, J=
5.7, 18.5Hz), 2.3-2.2 (1H,m) Aa 2.2-2.1 (1H,m).

4 2

ol
Ct

FINaCL1 (0.3 %, 4. 96 EER)FK (0.9 FH, 4.96 EENR) &
M4 S 1 FFN/ (1.04, 2.25 2BR) B_FIZRA (10 £4)

10 BEFAEISOCH# 2NN, RTRLE (100 EH) HBAFHRE
R, AseF NHCLQ00 £97) ik, 2 & A48, FrE (MgSo.)

HFEF ABRBELACE-TLBR LR MR EITLEF4, 0.5 %,
1IH NMR CDCl; 7.43-7.37 (4H,m), 7.22-7.1 (2H,m),

6.97-6.9 (1H,m), 3.05-2.98 (ZH,m) F= 2.61-2.53 (2H,m).

#& 3
15

S

2

B G 1 A 2 R BATH S, KA YK 2 B EKEY.
0.3 %) .

15



02816325. 7 oM P E13/28m

IH NMR (360MHz,
CDCls) § 7.71-7.69 (2H, d, J= 7.5Hz), 6.62-6.60 (2H, d, J= 7.4Hz), 7.22-7.11

(2H, m), 6.95-6.88 (1H, m), 3.02-2.99 (2H, m), 2.63-2.54 (4H, m) F= 2.25-
2.16 (2H, m).

LI
ar

Q.Et

n

QI EAE R R (T HETH 60%0HK, 988 B4, 24.7 £8

R) EWEkd (60 /) PHERTEMLE (ZCREERE) T
A (5.16 £, 260 EBR) FAZETHHFRSH 1 6, A 20
AR E & 21BN (5 L, 13 EER) Wi kdh (50 £H4)

10 ZBERILTETHIERSY 18 JW. mAKFA LK TEEZRRLS
M. RREEESIFHAMIES, T MS0)FARETAELZEAN. &
HWNAREEE, AAKREAATHE: Et0Ac=85:15 M RAMERE

ReVFERY, FRGECEKTH (5.2 4, 88%) .
1H NMR

(400MHz, CDCl3) § 7.41-7.36 (4H, m), 7.18-7.13 (1H, m), 7.11-7.05 (1H, m),
| 6.93-6.86 (1H, m), 5.64 (1H, s), 4.14-4.10 (2H, m), 8.99-3.96 (1H, m), 2.91-
2.80 (2H, m), 2.42-2.38 (1H, m), 2.31-2.04 (3H, m), 1.89-1.78 (1H, m), 1.28-
1.24 (3H, m).

15 % &5
F F
02$\©\ 023

(a) (b)

16
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5

10

15

FIMMEA4h (0.098 %, 0.26 EFR) B4 L 25268 (0.1
K, 0.26 BBER) ATE (2 ) PHERFIRF 1 IH., BRE
A HCL(N, 10 EH) AR, ATLERTE (20 £4) %8, RELE4
AWAR, TR (MgS0.) H&ETFT. ABBELACK-CRTLERESY

HR KRR LM X A R X9 > .
(a) (A X,) 0.052g. 'H NMR CDCl3 7.39-7.33 (4H,m), 7.11-7.02 (2H,m),

6.88-6.82 (1H,m), 3.80-3.73 (1H,m), 2.80-2.60 (2H,m), 2.22-2.16 (2H,m),
2.08-2.04 (2H,m), 1.53(1H,br) #» 1.27-1.13 (2H,m).

(b) (M X, ) TH NMR (CDCls) 7.40 (4H,s), 7.16-7.03 (2H,m), 6.90-6.83 (1H,m),
3.97-3.95 (1H, m), 3.77-3.68 (1H, m), 3.51-3.49 (1H, m), 2.61-2.53 (2H,m),
1.91-1.83 (2H, m) #= 1.50-1.42 (2H, m).

& 6

A-30C, APHEBRA (0.645FF, 8.9 BHENR) REHE S F
FHRXIRTE (2.7 4%, 6.9 FFR) fo=0CTh (1.45 £4, 10.3
EER)EA-ZKTR (S0EHA) FHEZE. 30048 RAK(20E5),
L0%AT B ARER (20 £4) FlafeRKBRAMAKRER (50 £H) &
KRS, TR (MgS0.) HAT. AUty BA—RAERETFHER

B (2.6 %) .
1H NMR (CDCl3) 7.40-

7.37 (4H,m), 7.12-7.07 (2H,m), 6.92-6.83 (1H,m), 4.78-4.65 (1H, m), 2.96
(8H, s), 2.88-2.52 (2H, m), 2.29-2.21 (4H, m) #F= 1.59-1.47 (2H, m).

17
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&7

5 EHE 6 1FB A X TAAKRE (1034, 0.2258K) 5F9
K (20ZFH) FHmARMETRS (35424, 1.2 EBR) BH
EHRBELF, A BIHRERLYMEBEETICREANEZTE, AKX
(10 £4F) HBERFFCBRTE (2x50 £H) &k, ALK (10
ES) kA AR, TE (MgS0.) FARL. ¥R HERBRY LT

10 ARAEEEXR 10-20028 LB LRERBR LRSS, F3 R4
.
1H
NMR (CDCls) 7.42-7.36 (4H, s), 7.10-7.05 (2H, m), 6.89-6.84 (1H, m), 2.88-
2.86 (1H, m), 2.76-2.72 (2H, m), 2.52-2.45 (1H,m), 2.12-2.07 (1H, m) #»
1.56-1.49 (1H, m).

& 8

F
/©/ COOH
15 I

HBHE& T PAINGRALS (14384, .36 EER) BER/BFT

KEERE (10 ) #RER (6 ) HRAHFIHAE 110CTHHK 15

NBE, AHRAY, B B OCEAFEF A K( x 3) sk, 2T R (MgS0.)

20 HAT. izEcLW (153 T4 ) BAHEREE#EE (4 SWhTEEY
ZRFRIBER/I%NTER) 24k,

18
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17
NMR (CDCly) 7.38-7.35 (4H, ), 7.08-7.06 (2H, m), 6.90-6.84 (1H, m), 2.65-
2.58 (2H, m), 2.38-2.33 (3H, m), #v 1.75-1.49 (4H, m).

#&9

/©/ F CONH,
E ll".Q/
023\©\E
1

Ka & 8 ELY (50FL, .12 FE8BR) M Twa+H
(4.5 F9) K (0.5 EH) hRASHFHFAE 20CTHE. AR
A (20FF, 0.6 EBR) RERAY, REALRNE (6 T4,
0.25 FENR) & 28, mAZEMALE (20FH, 0.6 EER) R
10 BRASBWE (6L, 0.2SEBR) HAEFTRTHEIRSY 12 )
., SRS, ALRIUBHBFAK ( x2) Flof RARKAE
Wkd, TR (MgS0:) H#&F. HaELW (51 %) @34 &%E
EidkiE (LWL UBATKRTHER) £,
1H NMR (CDCls) 7.37 (4H, s), 7.10-7.02 (2H, m), 6.90-
6.84 (1H, m), 5.57 (2H, brs), 2.54-2.48 (3H, m), 2.43-2.39 (1H, m), 2.19-2.15
(2H, m) #= 1.62-1.50 (31, m).

15
KEH 1

: Ct
S0,

",
CO,Et

20 B4 & 4 PR R4aFB5(3.74 %,,8.23 EER Ve RAL(TT)

19
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10

15

20

(2.6750, 20,6 EBAR) ETE (100 EH) TH RSB FRAHE
4 (313 %%, 8.23FHR) . AZETHRHERSH 10504, RE
K (100 Z4) . @id Hyflo™ T ERAY, AUBAFTLRTLER
. RBAETAXEMNARARWECRLEAK#ATHER. KkE
AME, HATTHR (MgS0.) FFARETFAELER. ReoWEid RN
AEEHERFTHR: BtO0Ac(85:15) ¢y RA M BHAAFTRE, FI K
B R X Mk, 2R (1,36 &, 36%),

1H NMR
(400MHz, CDCls) 8 7.37-7.30 (4H, m), 7.09-7.00 (2H, m), 6.86-6.79 (1H, m),
4.14 (2H, q, J=7.1 Hz), 2.47 (2H, d, J=7.6 Hz), 2.46-2.38 (2H, m), 2.19-2.14
(1H, m), 1.76-1.71 (2H, m), 1.57-1.48 (4H, m), 1.27 (3H, t, J 7.1 Hz);

AR R RN FHAER, ZHK (200F 4, 5.3%) .

%4 2
E 1,,,,_ S02

OoH

RS 1 AFBGAXEE (1.33 %, 2.91 TER) £TE (40
EH) BBERFRARBNALLE (3508 4%, 14.5T B ER) . sTRrsW
BAFETERRAEY THE S Srk. HRAHEA (IM) HEK
BERFHACHBMTEEXR., TH (MgS0.) AMERYFERET AR
EHIFHNAERKR, RERENIPATEL ZFHNGERKEH (950

Ek, 16%) .
1H NMR (400MHz, CD3OD) 8 7.51-7.49 (2H, m), 7.40-7.37

(2H, m), 7.19-7.10 (2H, m), 7.00-6.94 (1H, m), 2.51-2.35 (6H, m), 2.13-2.10
(1H, m), 1.78-1.74 (2H, m), 1.57-1.50 (2H, m).

20
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10

15

%&b 3

F Ojg)l
gj coz

EERTRARY T, HHAW R A T EHhH 2 FRHB(50
Z%, 0.117 ZER) , "Gak (30 #F, 0.351 EER) , 1-£XAX
FZok (24 F4, 0176 ZBR) Ao =T (65 %A, 0.468 EER)
BRAY 10047, GRAMTRA I-BG-—FRAEAEGR)-I-TEARE
— T RREEE (45F 4, 0.234 TER) 5784 24 Jovf, FRo-m1e
ASEAMKER (IM) FHA B TEEFR, T (MgS0.) AHE
B HERETEREEN. ZehBdARNARE#EE, B 5-10%
MTBEY R TRERERERAL, FHGELAKRSR (50 £ 4,

86%) .
'HNMR (400MHz, CD;0D) § 7.50

(9H, 4, J 8.6 Hz), 7.37 (2H, d, J 8.6 Hz), 7.19-7.09 (2H, m), 7.00-6.93 (1H,
m), 3.69-3.63 (4H, m), 3.59-3.56 (4H, m), 2.55 (2H, d, J 7.4 Hz), 2.47-2.39
(4H, m), 2.16-2.07 (1H, m), 1.78-1.74 (2H, m), 1.58-1.51 (2H, m). m/z (ES*)
(M+1) 498 + 500.

A 4-15
FAE Y GBRAK DR, BBEAES IGTHENETEOLES.

21
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o B Z19/28W)
£ NR: aF N 5-F&| w/z (ES)
#) (M+1)
4 / \ 510 511
N~/ CosH20CIFoNz0sS | 512 513
5 _ﬂ_@ 572 573
7/ CsoHa1ClFaNz03S | 574 575
6 ( ; y 511 512
Ca2sH2sCIFoNO4S 513 514
7 # 532 533
/Y | CuHnCIFaN20sS | 534 535
8 M 535 536
Cg6HosClF2N303S | 537 538
9 _O_c 567 568
03Et

C2gH32ClFoNOsS 569 570
10 567 568
C2sH32ClF2NO5S 569 570

O,Et
11 567 568
CogHaoClFoNOsS 569 570

CO,Et
12 @ 567 568
5 CosH32ClFeNOsS 569 570

CO,E
13 ’O 495 496
CasHogClFoN O3S 497 498
14 581 582
C29H34ClIFoNOsS | 583 584

< Yco,Et
15 ‘Q 581 582
. CooH34ClF2NO5S 583 584

CO,Et

22
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k4] 16-33

Ci

5 RAELARSBENBAZENN T RERANELE, BBRTEY
75 kR B X sk ). |
QHFEF MK 4- -REHB) -4~ (2, 5-—AEXL) KTKRT
B (R4 2,0.15 %, 0.35 BER) AZRKTE (5E54) PHAY
EFARAMAZBRR (0.05 4, 0.5T EER) A—FRFBE (1
10 #). 30 246, REREALEZIABIFQEARUWE—RTR (5 £
F) ERF NG BB (1L1SEER) . BHILER 20545,
EAZTREFEMNFREIAKREELENBEREYTLRLENF LK
Bk (25%, 50%) RRBRRLEZRY . RALA FHNUWHFE B
FH, RESTEEAREXAZIREN LR LB EF TR P HIE
15 %, LZRUBKATHAELKRLE T HIERAITEERLE.

23
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EHBF 5 R MS m/z w5
(M+H)

16 ‘ NH- 2T & 482,484 192-193°C
17 NH; 428,430 187-189°C
18 NHMe 442,444 | 200-201°C
19 NHEt 456,458 146-147°C
20 NH»Pr 470,472 150-151<C
21 NHiPr 470,472 124-125 °C
22 NMes 456,458
23 NHCH:CH:Ph 532,534
24 NHCH:CF3 510,512
25 Nmép 546,548

/o
26 NHCH:- 3 & & 482,484 187-188°C
27 NH- 2% & L 496,498 182-183°C
28 NH- 3£ & & 468,470 | 145-147 <C
29 NH=Bu 484,486 B L]
30 NH!Bu 484,486 102-110 °C
31 NHCH(Et): 498,500 89-92 °C
32 NH-#% &4 468,470 132-134 °C
F A4 33

0=5S=0

Ci

24
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G HE& 9 PR MXBE (46 £4£) Fw2 (0.053 £4) £
WEkH (1 EH) GERBRPAZRTEE (0.056 ) . ¥k
EFTETHBELIE, REMA 0.SM-HC1 (KER) LR TBE. F
BRA A (MgS0«) , AENARBHAZAKE#R X, AFTHK: TRT

5 B (S5: 1) RADARBITREFIALEERAE =,
1H NMR
(360MHz, CDCl3) 6 1.61-1.70 (2H, m), 1.86-1.94 (2H, m), 2.03-2.10 (1H, m),
2.42-2.45 (4H, m), 2.51(2H, d J 8.0Hz), 6.8 (1H, m), 7.02-7.09(2H, m), 7.30
(2H, d J 8.6Hz), 7.36(2H, d J 8.7Hz).

4 34

10
H4l& 8 PIFBMMR (153 BL) BT AKEERS%H (10 £H4)
PHERAEP FAIHEOC. MAZTE (618, 0.43F8RKR)
Fo B TRATERE (5744, 0.L43FER) FEICTHERERLY—
rb, SEBREHRGITIEIA F5L S T AK THF 2ok, BEHFH
15 THF BEBAMNEOC, AABRATRAMENH (T0EL, 1.4 ZTE
R)AEK (2ZH) PHER, £ 0CHIF 30 045, A LBRTER
R LY, ) RACE T, BB 40 R fo 3K s, R T B (MgS0.)
FHERFT. BEHAEEEE, ATBRTE: Ok (1: 3) REDrR
kR, FEFTEHE (15E0) . .
1H NMR. (CDCls)
7.39-7.31 (4H, m), 7.10-7.01 (2H, m), 6.88-6.81 (1H, m), 3.71 (2H, d, J=
7.5Hz), 2.46-2.32 (4H, m), 1.90-1.85 (2H, m), 1.78-1.74 (1H, m) #= 1.54-
20 144 (2H, m). m/z =423 [MNa]*

25
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10

15

£ H#4] 35
H Q
Croy ™
F “y, 0
oiSo
Cl
V. B!

BRG] 2 PAB|IHE (150) £DCM (S0 EH) A TER T B (30
EH) PHERYALRER (1.5 5% ) #DCC (1.5 48) #4£
FTETFHIF 1IN, RRERESWEALTTRE, BTLRUBTHF
WHE, BRREAZS TAAFIRBUENAAEBBUAA T TG
RELYF,

B2

ARARY T, @ETFTIMF (3EH) TR 1 FHEH L RARE
Be (155 B4, 0.25 BBAR) P hAHRABRTYEEERYE (125 24,
1.0 BBKR) =T (0.15 £4) . 2 W E, AAFHRBELEY,
ALBUEER (X3), AK, HR®E%E, TB (MgS0.), dikHix%k
K. AWRABE#EE (1: 1 FOR/TEBETEE-9: 1 TELER/TE)

REFIGEHRK (SSEL) .
IH

NMR (CDCls) 1.08-1.16 (1H, m), 1.80-1.37 (1H, m), 1.67-1.71 (1H, m), 1.75-
1.79 (2H, m), 1.91-1.95 (1H, m), 2.20-2.26 (1H, m), 2.41 (4 H, d, J= 7.8Hz),
3.77 (3H, s), 4.05 (2H, d, J= 5.1Hz), 6.19 (1H, br), 6.79-6.85 (1H, m), 7.00-
7.07 (2H, m), 7.30-7.37 (4H, m).

26
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%364 36
F ool
LIy~
F 0
ci

5 ¥ Ess] 35 A& HRME (S04, 0.1 EER) AZHET
BREAEMBARYGTERER (3FH4) P, £AS0Ch# 3 I, SHE
FTREFREBLSYREFETE LR —RFERERFTIG EBK
(28 £ %) . MS (EI+) : 485 (MH+)

L HB 37
o™
RSN
Cl

BRp 34 B8 (44, 10 ZEER) ZREAZKTE (280

Z4) +5FF Dess Martin Periodinane (4. 66 %, 11 EER) &=,

1S HEFRASY 45 S RN EABRAMNER (100 EFH4) , 54
G, 5B RAY, ANAREREREARER (100 £H) 2k,
FHE (MgS0.) F&ETF. ¥HELAY (4 4) BBELK_R T (100
EA) PR RXERACBTE (4.7 5, 14 TER) LB, £%F
TR 16 I e, AEFBEMNFAREEEZAZKE, A 10-20%5T8

20 TEHIRBERARRRAEKRNITE 4.
TH NMR (CDCls) 7.37-7.36 (4H, m), 7.10-7.02

(3H, m), 6.87-6.83 (1H, m),5.91 (1H, d, J = 16Hz), 8.77 (3H, s), 2.55-2.45
(3H, m), 2.40-2.38 (2H, m), 1.95-1.90 (2H,m) Fe 1.65-1.52 (2H, m).

10
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10

15

20

%764 38

i 5 Q/\/‘
{

¥skbl 374326 (3.6 4, SEER) BRAETRTE (350
EH) ¥, FBRARA, REMA 10%84LEHE (400 F4) , ELAR
B PR 45 4. A Celite™TRERFAL. B30
KB FEEEE R, A SYTRLENORER AR KR,
RE, BFAGHRHEBITAR EHEEEE, L S5-100TRTEHT
PR BRATE—FREUFE T,

1H NMR (CDCls) 7.37-7.34 (4H, m),
7.08-7.00 (2H, m), 6.85-6.81 (1H, m), 3.67 (3H, s), 2.45-2.39 (4H, m), 2.88
(2H, t, J= 8.4Hz), 1.81 (2H, q, J= 8.4Hz), 1.72-1.68 (2H,m) F= 1.60-1.43
(83H, m).

5 364 39

E
|

¥kl 8 FE B (104 2%, 0.23 EER) BETLHOUE
A Fek 3 E) HRSYHPHA20CTHIE. FBRAKA, REMA
SAM4E (2TFL, LISEER) . EEERTHHRSS I b, A&
ERN INGREFRALROE (2X50 ) RERAH. ARAK (S0
EH) eAAMAR, TR (MgS0.) &L, REBITHEHEE#E,
ALB UBs AR A — P R&EF R B RY, FIK,

28
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1H NMR (CDCls) 7.37-7.30
(4H, m), 7.09-6.99 (2H, m), 6.85-6.79 (1H, m), 2.42-2.36 (6H, m), 1.85-1.79
(2H, m), 1.73-1.69 (2H,m), 1.63-1.58 (1H,m) #= 1.53-1.45 (2H, m).

kA& 40

o

0=S=0

Hs] 39 FF| B (5224, 0.118 TER) AR T (2
ES) PHERAEBK (8847, MR Tlizk, 0.176 &
R)KE, mA1EN, - FRFBEFRERREH 2 K. LR
MZE, AAE TR EEMNAKRZELADEHET —AFR(1EA) T,

10 FEBRFMAFTER (M, 28H4) 7. REEDEAZTER, HK
R SONTLER LB TER AR AT A &, WIFB %A+
HEHEEEE, ALINMCRUBERIMEATREFEL KL —FTR
s, BB ZW (1.4 F %, 14%) .

1H NMR (360MHz, CDCls), 1.45-1.53 (2H, m), 1.57-1.65 (1H, br),
1.70-1.75 (2H, m), 1.78-1.84 (2H, m), 2.32 (2H, t, J= 15.3 Hz), 2.38-2.44
(4H, br), 2.95 (3H, s), 3.02 (3H, 5), 6.79-6.86 (1H, m), 7.00-7.09 (2H, m),
7.31-7.87 (4H, m); ms. (ES*), 470 (M*1), 294 (M*175).

F O
wy, S
0=$=0

15 k& H] 41

29
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10

15

Bmab) 1 AR WX EE (669 F %, 1.461 EBENR) W&k
wh (14 ) PHERAHZ-T8C, A= (ZFRAFARL) RAL
4 (2.20 24, IMHOER%HER, 2.20 EER) LEHFHH, B
Hzid 2 JRAREZER, RE, A-20CTaRED FIABT IR
(457 #FF, 7.36 EER) , @4HHF, FAA 2 IHARETR.
FIKBEBE (132 #&9F, 2.20 BEER) FRXRRE, ARALER (50%
Kk, 80 ) HBFATBMTE (3x100EH) XK, RE, A
HK (fatety, 200 £9) sBAFHAMNAE, FHR (MgS0.) FER
TR ARLFRALE (670 £L) . FahAA SWLRLEHILRER
HRAEBIKR EJATEEENMFR 0 (271285, 40%) .

1H NMR (400 MHz,
CDCls), 1.16 (3H, d, J= 6.9 Hz), 1.28 (3H, t, J= 7.1 Hz), 1.45-1.51 (2H, m),
1.71-1.77 (ZH, m), 1.89-1.94 (1H, m), 2.28-2.48 (3H, br), 2.54-2.60 (1H, br),
9.70-2.74 (1H, m), 4.09-4.18 (2H, m), 6.77-6.84 (1H, m), 6.99-7.08 (2H, m),
7.26-7.36 (4H, m).

%] 42

BG4 o E A 1 A 2 M7 A4 3 R MR R
1H NMR (360MHz,CDCl3) 1.52-

1.61 (2H, m), 1.76-1.81 (2H, m), 2.20-2.26 (1H, m), 2.39 (2H, d, J= 7.6Hz),

2.40-2.50 (4H, m), 5.37 (1H, br), 5.51 (1H, br), 6.75-6.83 (1H, m), 7.01-7.08

(2H, m), 7.561 (2H, d, J=8.3Hz) #= 7.64 (2H, d, J= 8.3Hz).
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v B B ZE28/28W

LEH 43

F
CONH,
(77 e
0,S
: “CF

3

5 BWBLES IS Wk, ERFTFRAK, AERH 42 8t

T8 &, MS MH+462 (463) .
FH) 44

10

HBH & 5-8 Fa4] 34, 37, 38 A= 39 9 F ML 3 R4

&

1H NMR (360MHz,CDCl3) § 10.1 (1H, m), 7.64 (2H, d, J=8.3Hz), 7.53 (2H,
d, J=8.3Hz), 7.09-7.00 (2H, m), 6.83-6.76 (1H, m), 2.50-2.37 (6, m), 1.85-
1.81 (2H, q, J=7.4Hz), 1.75-1.70 (2H, m), 1.63-1.59) (1H, m), 1.55-1.45 (2H,

m).
MS(EI*) 477 (MH*).
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