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Fo o 2C B F) R ikFH a 2B Fo o 2B/2C $EHH] F LM seed b
o —fg 25 M B T 7 8 X R A

EAKBH—AFE, BHRE A FLRERDTKERENLK,
AAsFHE o 2B &« 2B/2C B LA E AR R BB ) E R
ALl T X AT
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EviaRAERTIELNGE, FHRAFARBELTAFR-ARETS
R % H3&&EL, X H SR CHR. £+ R A HSAKLREAE,
{22 % X foli T XA TR g4 h 04n, R RAE:

Y# 0. N. S. £#yH1 23 e5%H84(CRY,),. -CH=CH-X}LF
Y O, N& S#-YICH- x4 1826854 AFER. RRAR
ERFRGAEBTH xH 1, FESRL RRAR ERTIEFER
Ferx A2 RPAH REEA 5E AEASMMEREL HEH
WA T BT e, RETHERL RAFREAH KERE
#2h . MAREASEL RF-RI(CRIXz-. -Y(CRX)Z- -
Y (CRYX)YY - -(CRHX)-Y'-(CRHx)- «(CR)N)-Y'-(CR*)x)-(CR*)x)-
F2 Y -(CRYX)-Y'-(CRY)X)- AP zH3ESHEH 2H2E4H
EHALx oy b AN, FIMLEZMENS 0 HE-ANE—RR
Ti3E R & RO A ARIEF B R 9940 63K 4,

H LA B R T A AR R A4, HRiaAe KA,
ABZHRERS T, KRS TEMNFRLOFSHETM
EAKRF—Fd, LRASHET XA
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£ P X THCHR 4 R' 4 H.
AR X A4 F, R,TH HFR

T A Tk,

kA X T krdiradd, Rfe R —RTH(CH), H#&R
THHFRTAHARTEA XRFRTHH RXKRTAHAHFR'T
HEERTE.

A, X 14e4F, RITAHAFANE

[

W& TFkua Ak,
XE, EFEXNALSHFT, RETHHHFA
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i X T EAfrAad T, R Ff R —RTEFCH), &
FROTHEEAFR THH & RHFR —RTEF(CH)S, H&
RRFRITHH HERFPR —RTEFCH), XEFER TAHH
RITHFL, RERTHEFR THH RFRTALFR TH
£, AERTAHAFEPR THA

HE, EXEHmT

TR THRTE,

LA X RS A AN, RETHER R PR T—RA
#(CH),, 3% R2THEMK, R AR T—REF(CH), H&R T4
£ X AR, R A RYT—RET(CH),S, AR THEA R FRT
—REF(CH), HANLE, AFARTHEAR RAFR TRE
#(CH,), & R*THEAMK, R'#F R*T—~%F(CH),C(CH;)(CH),
HE R2THEH R4 RO T—AEF S(CH,),, & R.L RFR'T
A H RERTHER, R FRT—#EF(CH),COCH,)CH
RIfe ROT—REAFLY YA N -V -CR)-CR,)Y'- VAF AR
# R? 7T A £ R AR W SRR,

K&, EXLsHF, TX

TAALE RAo R —RARF YA N #-Y-OR,) CR)CR)H
v Sk, kAl EAERATAS T, R, THEARRK &K

1 ThFEEFEkE, LV RAFR-RALT Y AND-
-7 - .
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C(R,),-Y'-C(R,)-C(Ry)~ R, TH HKAA.
&, EXNLEHP, TX

AT IR,

A X RLETASRT, RTAHP R PR T—RE
#(CH), & RTAHERF R F R T—REF(CH), HART
# &40 R #o R* 7T — A& & F(CH,);.

EREPHS—FE, Y HCHY,Fo X THCHHABLR TAHR
R K& X THCH,#R*TH H K&, R R'T—REF(CH),
Y T # CH,C(CRY), A% R'# 4. K'Y TH-CHC(Me)-#= R*TH
A EAX.

55, EX1IsHmy, TX

TR TR,

AR T EASTAEMF, X TH CH, RTHHXCH, R
Rifo RTH H H& R R —#& &R O(CR),0, Ak 1,4-55F
— AT, RE, XTAHSHRL RFRTHH

EALRRR—F @, ARG HER T



'//—N
)
HN R3
R2 / \
Y RrR?
i1l

£ Y HSKO.
Eixps X sy, X THCHR, R R R, RFR
THHFELYTHOXKS.
5 BEARPH—F &, RS HAERTX

R
v

5 B R} #o R* —A2 & 7(CH),.
AR X IV LS ¥, Y TTH O, RETHEAMRN XA CH X
10 CH,, K R2Z—AHEFH—ATAH XRTHH
EBAEGXIVALSHE, Y'THS, XTHCHLFRTAR
&, R RPTH HA X TH CHF R*TAHAN.
EAKRB—F @, 5HE A B LRE SRR ARLE 2B
2B #2C B IR £ h TR LA SISO ET XA

15 N
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N% 7
N
v
HEWHLE T XA H
RS
6
R % |
|
R’ N
RS

RS, RS, RIRYE HAKERE FHRZESRP RS & R®
F2 R’ Z— 3 OCROCERINR)E T X ARG

g

A ROH H, RSB EARXER,
Fo

RlO

b ROM H KSR, RASKERARRAGEE, FEZAO



IIIIII
L]

A NH. R WHhHEKELaGSHE1998 51 A7 BEXNEH
4 Ll 424E 89 w3 09/003902 T AF AR B AA|RK, HAEAE

HiBE I LB ALY,
LEAEBH—AFE, ZTHOFELWTH

R10
H

FHAROTY H EEFATARRE, Hlde RO THRFTERE.
EXZBPHF—F&@ WTH

RS

O
cRg)xrls/
R)C~

N
l
R

EP ZTHNR RITAFTARE R)Z—THHPRTHH
RE, WTH

10

211 -
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£ P RTHHF R THTA.

AZ BB A T A (L EN—KERARFIR—TH
#, RAKEN S5 HHME, H LB HFAORAERE P
S AR I R R AR B 6T .

M A
- P AR AHBE 2R T A= FA TaIAS- Ko PSR

N CISONMe, N 1) n-Buli, -78°C
Ly - -
N EtN, N 2) TRDMSCH

SOzNMea
1 2
N 1) sec-Buli, -20°C Ny
[ Y—TBDMS < /[N>—TBDMS
N g oHc” N
SO,NMe; 2) DMF .. S0:NMe,
3 4

Hokn(1)(20.0 g, 0.29 mol). = Z.BE(41.0 mL, 0.29 mol)F= NN-=
P B A ELH(31.6 mL, 029 mol)#m A ] 320 mL X ¥. ZERT()fe
PR BB AR 48 R B IIE, KERBRFBRETRE, AT
#MBi% A 5 (~0.5 mmHg, 115-118C), 35| 38.7 g(76%)H B AE &4,
Adpigin FH B, FERGEsHQ). ¥ (= FARHB)KE
(2)(18.8 g, 0.11 mol)#mAZ] 430 mL w9 £k (THF) ¥ . §iZE A
£.78°C. fe BT A42(n-BuLi)E T ¥ e5E% (1.6 M, 70.9 mL, 0.11
mol)i& Ae Bl ik B EA T, Ame, £-718CTF Fe B B R A 1 e
¥4 50 mL 8 THF ® #9327 &= F & Fa A £(17.8 g, 0.12 mol)f&
Bh At S AR PR B A . ARRE, HIRBHZELIRE
M E RS RSB 24 IR ARBBR IR BM IS BAIE. VA

212 -
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HEAREAAIARFKE BHEBMN TR, HxRESHTRFRETR
SRk, A E(20% T BR LB/ SIRAE A BB R AR R & B K.
AN E LS, 135) 30 g(94%) 8 &4 R (3).
¥ 1-—FARBB 2R T A TR PR ARKL3)(50g, 17.3

mmol)AmA ] 100 mL THF F. #iZ&Em4 4 £-20C. H4F T A42(s-
BuLi)& T35 F 6935 5% (1.3 M, 14.6 mL, 19 mmol)i# A= 2] iZ BB HF .

Aede, F£20C Freprd R Mt 1 Db, de 8 mL =W A T8k

(DMF)Ae N 2] 35 B R4 F 3R 6 T ER T HH 3.5 Daf. AKAHR
BEMASBAIE, AERGEAVARFEABRN TR HZR

At B R T RS k. B IEQ0%LER LB/ TR KRR

e bR A B, FAAKELERY 12T ERB-2-H

TA WA Wbk 5 oked FEL(Y),

-13 -



%£3#4 B-1
$ & A5)(7-FEA-123 4 EF-2-AFR)-1H- KL BB B8 F
e

40% H6804

Q N
CH30 /[ Y—TBDMS 96°C
+ oHc” N >
SOzNMGz

1

H2 (40 psi)
CH30 Pd/C
| l
Et3SiH, CFaCOH

NBH, .0 CHaCr,
crw;\) HCI CHSO';\) HCI
7
6

IZ\//Z
Iz \&Z

5 B -
W% 7-F E A -1-v9 EEB(1)(1.5 g 8.5 mmol)F= 1-=F A R A Hk-2-

RTA-PE @ a5 ok FER(2)(2.7 g, 8.5 mmol)#mA %] 8.5 mL
8 40%FRER AR Y. E9CT, MmAFERE LM 24 1o, AFHEE
mE. it Bk A AEdE iz B B A, B THF RILZRESHH

10 k., AHAMERMDLKEE HEHNEHERBATIR LTI
FRAMARETRA R 5827 g 4A 3-CHK424(5)A LT
£)-7-F B A = Eood-4-8 89 % & BIR, feiZalse &iF T 100 mL
LB S A AIEAE 5 (10%, 0.27 /AL H. £ 40psi AT, AR

-14 -
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B E PRIEIZRSY. 19 DGR AR FEER SRS
ABETRFRRE. BERF P 7% T BB, &M XFE105g
(46%) 84T 2-[BH-hk-4(5) A T £)-7-F A4 -3,4-— £-2H-F-1-5
(4)(B-1a)#938 & E k. 32(4)(0.5 g, 1.95 mmol)m A 3| 20 mL F & .
Fe ) £AC4A(74 mg, 1.95 mmol) A B FTRER T, ERTHHF 2.5 D
W5, UAKRBERFTER B RESY. HKRELE UEBERIUZREGNH
k. SHAMEFALEARE FBEANESZHRBEAH TR LR
TR R E TR R, 153) 05 g AR 2-[3H-R4-4(5)-A F
A]7-F A3 4- =8 2H-F-1-B(S)# & & B4R, fLiZ B T 26 mL
ZH WY, AZTAEK(2.5mL, 15.6 mmol)fe = # LE (4.8 mL,
62.3 mmol) 3t 4& E 8 T % R B 44 22 8. ¥A 2 N #) NaOH 1%
HER BB, S BAHWEI R EKGkE FERBATRIZER.
iR AR E T kR, RAERG T 1% TEERM, BEN
133 0.39 g(83%)MABE W(6). L FWET TR PH AL TH
LB 6 FALE(HCD. BAETREZERFE 03 gBERK. A
LR T 1% FEE, A EIFH 025 g(46%)4(5)-(7-F HA-
12,3,4-19 £ 52- 2 FH)-1H-2k, AR FEHORSVWELLSE
35| G &4 5 (76 £ EB-1).
4 NMR (300 MHz, CD,0D) 8.83 (s, 1H), 7.38 (s, 1H), 6.95 (d, 1H,
J=8.5 Hz), 6.66(d, 1H, J=8.4 Hz), 6.57 (s, 1H), 3.73 (s, 3H), 2.71-2.81 (m,
SH), 2.43-2.52 (m, 1H), 1.90-2.14 (m, 2H), 1.40-1.51 (m, 1H).
B A B-1 ik, 18 S AL SWE R, FEATH N
ey ok 57 4 4
£ #%4 B-2(a-d)

A-EF o EovhER (2a) 3-GH-2kee-4(5)-A T FE)EHF = ok -4-5

(2b) 3-3H-%kmk-4(5)- 5 F &) F 5 = At d-4-8

(2¢) 3-(3H-2ko-4(5)-4& F A)K 5t = Ak -4-55

2d) 4(5)-¥H = Eokvh-3-A FA-1H-2k%

-15 -
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1-v9 £ A5 (3a)
(3b)

4-FA-1-WAE  (da)
&
(4b)

—gFtEHm (S
(Sb)

......
L

%74 B-3(a-b)
2-(3H-2k e -4(5)- % F #&)-3,4- = £.-2H-#-1-8A
4(5)-(1,2,3,4-79 £E-2-& F &)-1H-2k4

%34 B-4(a-b)
A(5)-(4-F £-1,2 3 4-19 EK2- A FH)-1H-%K
n
2-(3H-sk i -4(5)- % F 1h)-4-F -3 4-—£-2H-
#-1-8A

5234) B-5(a-b)
3-(3H-2k-4(5)- A T F &)= &K HEvh-4-17
3-(3H-2ko-4(5)- % F )= £ E b -4-B7

%34 B-6 -

@it b A4 B-1 95 Rt ®R 5 HEW— MLty kR

1-2,3-=£.%)& (7a)
(7b)
(7¢)

4(5)-= K Ep-3- 5 F A-1H-2k%

F#4 B-T(a-c)
2-(3H-%k e -4(5)- A I F 3)-(2,3-= 2.2 )-1-HF
2-(3H-2k o -4(5)- 2 F 3K)-(2,3-= 4. % )-1-89
4(5)-(2,3-=-AAC & )-2- A F - 1H-R %

-16 -
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%3647 B-8(a-b)
7.9 4 1-wmE A  (8a) 2-(GH-ko2-4(5)-AFH)-7-FA-34-—£-2H-
&) #-1-57
(8b) 4(5)-(7-F£-1,2,3,4-w9 £ H-2- % FH)-1H-%k
it
Wit A B-6 095 sk H Sinieatheh hE i,

F3#4] B-9(a-c)
4-87-4,5,6,7-9 (9a)  4(5)-(4,5,6,7-v9 £ K H [b]E%-5-& F £)-1H-
EW SN ot

@it LA B-6 W5 sk &S R .
(9b)  5-(3H-%k-4(5)-% ¥ %)-6,7-= £-5SH-3 3t [b]
E -4 -8
At LA B-6 495 R Eaie by har sk,
(9c) S5-(ANEFEH[b]ES-5-E FA)-1H-2k%

%341 B-10
44-=F %-1-m A(5)-(4,4-=F £-1,2,3,4-09 £ F-2-A F %)-1H-
WS oRd

%34 B-11(a-b)
1-3 5 SRR B (11a) 4(5)-(6,7,8,9-19 £ -SH-F 3 TR R H-6- 4 F 5)-

1H-2k=
(11b) 6-(1H-2k-4(5)-% T 7 %)-6,7,8,9-79 £F IR
e ¥ -5-

-17 -



%4 C-1
$14 4(5)-F9-3- A TR -1H-2k 65 5 &

1) n-BuLi OH SOzNMe;
[-;\\5 2) TBSC1 N TBAF
—_— TBS —*
N 3§ n-BuLi /s\ I N}—
SO;NMe; L) S 3
1 s:/ “CHO
2
OH EozNMez Et,SiH EOZNMGZ 1.5 N HCI
Iy D CF.CO.H AW
s N CH.ch? s N i
4 5
N
30
s N
6
AT B-
5 7 42 mL &K THF P& 1(= FRAERAB)R4(1)(20¢g, 114

mmol) 1% 2 44p £-78°C. e £ T #42(6.6 mL, 10.6 mmol)i# A= £|(1)
Wik . AE-78CTF, des Akt 30 547, 454 8 mL #) THF
Pah T A= A A A £ (TBSCI)(1.6 g, 10.6 mmol)Ar A B BB
MW, (EiER A MIEK ETRBARELR. BRI BH A
10 £20CH#mA 73 mL(11.6 mmol)#y ET A48, A-20C FHH 455
bris, J& 3% FER(2)(1.0 mL, 11.6 mmol)in N B A & KL RS-
b, RERIZRAMBRRETEARHTE FX, AKREXRE
BB HVA LB LB, Dk ERAERERAIE. SRBAT
BAVARHRE T BRREN, HBEBEMEQS LB/ TI)FE 30
15 o(7.5 mmol)#d 2-(F T £ = F & Fast &)-5-(Fe hh -2 A F K)ok

- 18 -
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- A aEBLEE(3). VA 37 mL #) THF #EM(3)(1.5 g, 3.74 mmol). FF
w9 T A AL 4(TBAF)£ THF(4.1 mL, 4.1 mmol) ¥ # 1 M %R #w
23k f. HiEA RS TERETHRIFEIA FRAKEREZ
B EMAREL LB BRI, UKPERLEREANE, &R
B TR A AR SRR T M. = 0.94 g(3.3 mmol)#y 5-(B A4
oy ke - P R AR BLAR(4). L 23 mL R T IREHE
(4)(0.5 g 1.74 mmol). &k F A=A 2.2 mL(13.9 mmol)#9 = T A2
Yifo 4.3 mL(55.7 mmol)#) Z A LBk, ERTHFZBE Lmtaid R,
KEVAKRBR R BRBEREANT I, Akfe KB RERAIE.
BHBATRANMFBETHREERN. £/ 11 CRLUEF TR
B I, ik AT E13E) 042 g(1.55 mmol)#) S-(Ew-2-A FX)
okods - 9 A AABERE(S). A 10 mL # 1.5 N HCl & #%(5)(0.42 g, 1.55
mmol)F &% 3 e, KBERTHHIR A LB LB A%
B4 3 B R L S 4k P A=, KB A 2 N NaOH #4b. vAKAw Sk
A RAEANE., BHREHTRAVATEETHREERN. A 10:1
S 45 Fo FELAG AW, B tkik BATEF2) 0.17 g(1.0 mmol)4d
4(5)-Emr-3- 2 F - 1H-2R"£(6)(C-1).
'H NMR (300 MHz, CD,0D) 7.52 (s, 1H), 7.25-7.27 (m, 1H), 6.96-7.01
(m, 2H), 6.77 (s, 1H), 3.98 (s, 2H).

LA C-2
JoEwy WELEY 2-F B R R BB k) C-1 W95 %, 53] 4(5)-
kw2 F 2| Hookok

Fb| C-3
3wy WELEY 5-F A2 TR AR E] EHH C-1 9F R, &
B A(5)-(5-F AoEr-2- AR F A& )-TH-2R o4

F3#45 C-4
3o VALY 5- 2K TE AR B LK C-1 ¥ kT, 73
4(5)-(5-FEA-2-A F A )-1H-2K%

-19 -
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x4 C-5
2-vk vl PR KB 34 C-1 895 kP, 335 4(5)-%mh-2- X A
1H-wk

F#kH C-6
3-mk v F B KB R4 C-1 95k, 58] 4(5)-%h-3- KX T
1H-2k |

E#hp C-7
5-F B -2-vk vl B BEAR B R B RS C-1 895 kP, 135 4(5)-(5-F &
okwg-2-25 7 A)-1H-2k

b C-8
KPR E) ) C-1 895 kT, 1F5) 4(5)-FA-1H-sk%

F#4 C-9
2-BREp FEEA R P 1364 C-1 895k, 1328] 4(5)-FH[bIE%-2-
AP 1H-oked

%34 C-10
2-F Fekvd FESE AN B L4 C-1 5 kT, 58] 4(5)-F H=kvh-2-
AP A -1H-skmk

x#&H C-11
5-T A -0-nk vl P BEAR B R B 5236 C-1 ¥h5 kP, FF 405)-(5-2&
vk vil-2-28 F A)-1H-sk o

%4 C-12
4-38 2Ky P ELAR BB 4] C-1 B9 R T, 133 4(5)-(4-38E %
2- F &) 1H-2k =

%34 C-13
4- 3 0E v PR AR B 5360 C-1 895 P, 3 405)-(4-F &
Eogr-2-28 F 2K)-1H-ok ok |

%F#H) C-14
4-F 0oy P ELAE AR E) 64 C-1 895 T, 8 4(5)-4-F4&

-20 -
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LA A d )
*®

o2 T )1 H-skok 2 85 3
F34) D-1
%) et DT A -(3- KA IR[2.2.1] B -2- 20 ) B 88 7 ik

. O CHzNO,/KOH/MeOH OH HCI
xNO
@ :ch"H"' Hp/Pa-C A?C‘”s DRSS
/4 ———————
‘ 2) NaHCO,
CICH,GH,CI NO, NH, ) 3
GeHs
HN.__N
De
o
BAEY -

it 4] &4e b B8 B -AH AR T R & BT A AP AR AT L ARAL
FehieY. EEEMMCGN EFTEYZpH-8)BLT, AMEATIR
(51 ml, 943 mmol)4L 52 ¥ F&#(10 g, 94.3 mmol)#) P BF A%, 1FEMLE
& 60%4 A5 A 85, i@id vl T HEBLR(3.56 g, 31.1 mmole)Fo £ R F AL
(35 ml) P 89 = T (6.3 g, 62.2 mmol) 5t /5 4 BB A 4794 BF 49 BLAKAE
B, 123 E A 97% F 4., 4T Kugelrohr 48 & siibit&-4h. L
—F BB RAIIR2 21 R R HE, B 1,2-=F (10 mi)
4% BTk AE B R (4.5 g, 30.2 mmol) 5 3R X =5 (3.98 g, 60.4 mmol)
iB 3 & #47 Diels-Alder B &, A K5 3:1 89 W :shag A kb k47 B
# Diels-Alder B, it X-#38 A48 52 B & Ho ) fo Al o ARG,
EEART, F10%EBRLRALETRATHAL D Ao ATk K12 7
FHIEB., BBEZRTHET L S%EAKMF6 TR, RIBREN
SR BAR A AT F AR A B . B AR LA F R ER(0.38 ml,

221 -
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4.49 mmol) AL F AT R B:(0.7 g, 3.74 mmol), FEIR LA, KREBE
NaHCO, K& A T i, FEDKEH S1%6 Edl-2- B E-(3-F
FEAIR[2.2.1] &-2-2)B(D-1).
'H NMR (300 MHz, CDCl,) d 1.36-1.80 (m, 6H), 2.14 (d, 1H,J=4.40 Hz),
2.37 (s, 1H), 2.65 (s, 1H), 3.71-3.78 (m, 2H), 3.95-3.98 (n, 1H), 4.19-4.25
(t, 2H, J=17.15 Hz, J=8.36 Hz), 7.17-7.29 (m, 5H).

F A D-2
BATIFAR A B A A E AN D-1 8975 3k, #&eErie2- A (3-
AR AR SR [2.2. 1] K-2- )ik

£ 34 D-3
BT IE A THARA D-1 855 %, HEIIR[2.2.1]&-2- B4 402~
b9

-22 -



F &4 E-1

) Gokol -2 2 -(4-F £-3,4- B 2H-K 1,418 %-6- BBt 5

i
r o
o) o
OZN\Q:NHa C'\)\cn O,N UNH 2k
OH EtsN / DMAP OH
cH,Ci, /1 20°C |
; X
H H
O,N N O BH,-SMs, O,N \@N 1) HCHO / NaBchN
_\CEOT THF/® i#/24h oj 2) AcOH
2 3
' Hd—k
hfe : B'Ae ¢
RGO~ ¢ Gl
. CH,Cl, / EtaN
o THF / MeOH (1:1) o 261%; o] t3
F 5
hIAe
H
e
NH o
6
5 FAET K-

£ O0CT, FEAATHEYS EHEGAELK CHCLR50mL)F X

fL8 2-F 3 -4-2 & K E(1)(4.00 g, 25.95 mmol). =T A#=(15.20 mL,

109.0 mmol)#» 4-=§ & & A7 (0.063 g, 0.52 mmol) ¥ Im A LB
(2.27 mL, 28.55 mmol). fEEIA 72 1 BE, ¥ shed a5t R Kk
10 EAR kS A0S M), AR SR, KidKkkimEs
MgSO, FH#. e pfrd i B M Faesk bt vA T/ T8 LEE(4:6) 7L,
Wit bk BATE AL, 335G FH. AETRASNEN R

.23 -
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L] e wr Oade (L] %
] - » & *

[ LB L3 L4

- - h . i ] [ ] + LI X

. L] [ Ld . ° r L I ] [

[ ] - " L * . @ L | ] *
L LA d " . LLL L L

Bl 82%04 4 6 A -AH-F [ 4]1%%-3-F(2)(4.12 g). @ER
S 5T, ABRE TSR A EREMT(2)(1.49 g 7.65 mmol)
J£ A THF(40 mL)#9 2 ALH & A= F A EA4(15.3 mL, 30.62
mmol). Ae A IRAY, HE 48 EEN R BILEE R
FEQ D)., HiZRLRESWAHETR, BB TEDNCHX.
RE, HWARSRSHRDAAS 10 24, AERFIZALRLR
Aty Fadat AR AR B o bk BT R EAL, A TR/ LB TEE(8:2) LM,
PR R MCE H 99% 64 H5 &, Bkt $h g 6-78 -3 4-— £-2H-FE (148 %
(3)(1.36 g). £IRZZAT, @ARK TH(LS ml)F #5(3)(0.032 g, 0.178
mmol)#e#s R B#(37%4£ H,0 ¥, 0.20 mL, 2.67 mmol) ¥ e R A
£.1L.44(0.034 g, 0.534 mmol), HHZE & 30 547 /5, Aw A vk T82(0.032
mL, 0.534 mmol). & M6 RS MBLH F 4h 16 8. A LEEE L
A A 3% 4k NaOH(2 N)Fo B K 2k, 42 MgSO, TH&, AZRE.
& R BB AR b 6 ik BT ok HhAl, L TR/ B TER(7:3)
Wi, FREDMCE D 03%84 ey 4-F A 6-AE -3 4-= B 2H-EH[14)%
%(4)(0.031 g). EHART, &@4)(2.16 g 11.12 mmol)F= 10%E LK
(0.216 g, 10 wt.%) ¥ Ae A F B (MeOH)(30 mL), KEJE A=A THF(30
mL). #EABRBAL ARG LN T, BAMEHEEENTERR
MELE) ()9 A EQ D). sk £ Batad X RILRERSW,
)G VL MeOH #hik. A TR ARMER, FEDKEN 100%4) R4
B &, h 84 484 4-F -3 4- = H-2H- 2 11,4178 %-6- A8 (5)(1.86 g),
EAMAE—F ki, £0CT, FTRARKT, @ARKTH(S0mL)

% #9(5)(1.86 g, 11.34 mmol)F=sk=kok-2-5% 82 (1.84 g, 12.24 mmol) T 4=
ANZ THE(3.26 mL, 23.36 mmol), Jei% G iRIEH iR M E) R R E I
316 B, L0 e B b g okodkebk-2-8% B£(0.86 g, 5.55 mmol) ¥
R TORA B AR 5 e, ARSI A H0 AR
AR A, fe A AAIRILE] CH,CL, ¥ 3 A NaOH #= kR )5 #oik 7
K, 4 MgSO, T, AW, AMERA B ERK 6 RR
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B ik AL, VA 20%4E AT F ¥ T E(ARAF)ZEH, FEER 34%
89 Sheg ok s 0 B A -(4-F £-3,4- = £-2H-3F 5 [1,4]8%-6-2)8:(6)
(E-1)(0.905 g).

IH NMR (CDCL,): 2.81 (s, 3H), 3.26 (t, J=8.9 Hz, 2H), 3.60 (s, 4H), 4.26
(m, 2H), 4.60 (vbrs, 2H), 6.34 (dd, J=8.2 Hz, J=2.4 Hz, 1H), 6.39 (d, ]=2.4
Hz, 1H), 6.68 (d, J=8.2 Hz, 1H).
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L]

£ FH G
& 6-(RIR-2- B A EI)-5-F A-4H-FIH[1,48%-3-F(F)fokd
$-2- T A -(5-F A3 4-= B -2H-F 3 [1,4]°8%-8- K1) B:(G)89 7 %

H
d}iﬂg 1) TEA / DMAP / CH Gl @NTD 1) HNO3 / HzS04/0°C
' 2) c 0 2) H,00
OH ) H,0/%
cl
4 2

1

02N n HZN \dn TO
oTo o
3 5

Pd-C (10%) / H
—————————————
+ THE-MeOH (1:1) +
H
0 (o)
NO, NH;
6
Et;N (2.5¢q.) HN) N\ H
H CH,CN/= i 80h Y H
HzN N - N N._.0
M ]’
0 N\\I,NH o
5 SOyH 7
(3.6 eq.)
Et;N (2.5 eq.) H
CH,CN/=1 % 80h T 1) BHy-Me,S i N
2 Hct ]
T H H © ) H ©
N
N \f
HCI
S°3H Q, QNH
(3.6eq) 8 o

By -
£0C, FEAAT, B3iEHEEELK CHCL(100 mL)F #
2-F A -3-P A EH(1)(14.72 g, 0.120 mol). = TA&(35.0 mL, 0.251 mol)
Fo 4- = F £ F I (0.29 g, 2.39 mmol) ¥ 7 Av L ELH(10.0 mL,
-26 -
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0.126 mol). MAFLE, WATARNEREA 24 1. S B
(0.5 M), tafesiss §44. Kf=EKRBZAIM, RS % MgSO,
Fra., A RMERFE LA T mANTEE THF F. LB H 4
G4y, 1RBDK R 63%%9 48 5-F K AH-F HF[1,4]78%-3-87(2)(12.30
g). £-10CTF, HMAEikESE R BRIKT-5C 8 BRI,
G R 3% H,S0,(65 mL) ¥ #9(2)(14.64 g, 89.72 mmol) ¥ Ae N 70%42
% H,S0,(25 mL) P 49 HNO,(8.08 g, 89.72 mmol). —EAAZL4L, ¥
RAARA B (500 mL)-&, iLiE s A A B 4K, 424K (300 mL)
B R4k, LA ARG E NaOH & pHEH £ 7. ATEKHZEHN
X F THF P80 Tk Lk 60% Ao LBk LB e, il
BN kAL, 1FE A B RIS MRRS MR T, PR
K& 0 6-55 5 -5-F A AH-KH[1,4]°8%-3-BA3)(55%) % 6-BARF &
f -t Fo 6L3E 8-AH A -5- F A -4H-F 5[ 1,4]5%%-3-87(4)(22%)%) 8-FAX
gl =Y, AX—E& L, 5Bk FMkR R A RS HEAT
F—¥%. EHART@ET MeOH(300 mL)F» THF(300 mL)&E#& F 49
(3)(1.93 g, 9.27 mmol)F=(4)(0.48 g, 2.32 mmol)#) RS- F I\ 10%4K
LHE(120g). E—AKALETRAERGERTE H1ERA. £16
NBE, R EEAR SRR A TRE AN ER, Wi EAR LY
ik BAT R AL, VA 50%C A Fe LB LER AL, FEDICE 46%%7 6-
S5 A AH-3E FF[1,4]785-3-8(5)(0.96 g)F=H & 8%k 8-FA-5-
TR AH-FH[1,4]785-3-8(6)(0.17 g). THRART, AERKTHGS0
mL) ¥ 1£(5)(1.20 g, 6.74 mmol), Kok-2-5%E(2.02 g, 13.48 mmol)Fv
Z ZR(2.35 mL, 16.85 mmol)e =14 48 A BF. JLE A S E AR
wiopk-2-24 84 (1.01 g, 6.74 mmol)F» = ZAH(1.41 mL, 10.12 mmol), 4
kR ER A RAE B 5h 24 B, ARSI A CHCL/ S+ A8
(3:1) R IE MRZ 5 A4, vA NaOH(1 N)Fe #K U6 2%, £ MgSO,
TR, Adm. B frafic kg ik BAT R SAL A AT IR,
VAL B AF R B A 20% F ERSRAL, FFEVICE A 27%89 8 KR
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6-(R et -2- T F B )-5-F A 4H-F 5 [1,4]°8%-3-8(7)(042 g), &
AR S5%ENKH RAT. A TEf LB(EIOH/ELO) RSP E4 M 3
HCl #, 33 & &4+,

'H NMR (DMSO): 2.10 (s, 3H), 3.59 (s, 4H), 4.53 (s, 2H), 6.83 (d, J=8.6
Hz, 1H), 6.90 (d, J=8.6 Hz, 1H), 8.07 (brs, 2H), 10.15 (vbrs, 1H), 10.42(s,
1H).

A95CTF, EHEFATAKTHANmL)PH6)0222¢g 1.35
mmol). “Kak-2-578£(0.223 g, 1.49 mmol)F= = L H&(0.415 mL, 2.98
mmol)An#k 2 BF, FIE AN F P Eeyokdok-2-5182(0.112 g, 0.75
mmol), FFHFi% B p M4k S IRAE 7 4P 16 D EF. LR REE I E BRI
CHCL/# A B DA RIEMBIZEAY, vA NaOHQ N)F#K LB %
#, FH¥MgS0,), AZHE. W CHCLELGAMR W, FEIKE
A 15%8 €4 KR H89 6-CRreti-2- B A R A)-5-F A -4H-F 5 [1,4]
wZei-3-BA(8)(F)(0.048 g), HAA 35%EIK# BAT. ERART, £
A& S ALREGZHHABEMP, GELK THF(S0 mL) P &9
(8)(0.08 g, 0.321 mmol)#4 K4 F he N T- = F 5ty B 6-4(0.48 mL,
0.936 mmol). Ae# AL RS, HE|4E KR EN ERBLEE
BHHEG D), FiZEERAYARETR, BiLHmTFED
KR, ATRBEASEERESY, HiBiL AR LRk EATE
AL, B E40F089 20% T BL/ R4 b, R4 har el £ 37%
Bk -0~ B B -(5-F A-3,4- = B -2H- R I [1,4]8%-8-H)8
(9)(G)(0.03 g).

'H NMR (CDCL,): 2.07 (s, 3H), 3.46 (t, J=4.3 Hz, 2H), 3.55 (s, 4H), 4.24
(t, J=4.3 Hz, 2H), 5.60-5.95 (vbrs, 2H), 6.44 (d, J=8.0 Hz, 1H), 6.57 (d,
J=8.0 Hz, 1H).
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%44 H
#& 4(5)-F AR A1 H-oknk 7 ik

. ?02NM32
N S _-N
L3O - L — O [
S-S L N N
SO,NMe, 1
§02NM92

TBAF SN aq. HCI S N
o [
N H

2 3

BT B-

VA 28 mL % THF &M 1-(N,N-=F & R Ak Bt)sk£(1.5g, 8.6
mmol). H§iZERA 4 £-78C, 458 EH B #m n-BuLi(5.4 mL, 8.6
mmol). ££-78C F#H# 1 185, AL 10 mL # THF F ¢ TBSCI(1.3
g, 8.56 mmol). #MZAFEHEERAHRAEIER, WERER
St Bt R, 129 BB RS 430 £-20°C Jm A n-BuLi(5.4 mL, 8.6
mmol). 45 4-4¥/5, AL 8mL #) THF ¥ KA —#AM(1.9 ¢, 8.6
mmol). F & Fieiz R RS 48 1 BF. AT o) RALEHER
H BRI A A LB TESIR L. A HLE I A K Ae K Bk,
FIERBHEAATIRABRET hFAR., Hik BEH%(2.5% EtOA T
$%)1%F 2] 2.8 g(7.0 mmol) ¥ & K&y 2-(RT A= A WAk )-5- K
Aanks ok 1.2 PR BB, feitd4(1)(2.8 g 7.0 mmol)iE T
THF ¥ #4% %% A3 £ 0°C. ¥ TBAF(7.0 mL, 7.0 mmol)## A= %] Ff
RKEkT., TRTRZLLRSHEFIR. FoX, AKRFERZ
BRI VA LB BRI, e Ko AR EA VG, BARER
T IRVOER A RET BEEA. ik B E(50% EtOAc/ LAY 7 2
474 mg & 5-F A ke 1- = F A BLEE(2)A 290 mg 49 5K A
Bk - 1H-ske(3)(H). e 478 mg #9(2)mA %] 2 N #9 HCI #, 4

.20 -



AR MBEA 2 DB, A 2 N # NaOH it iz B a3t A T
B BRI, LB KF KRR ZANE. BREBRATRIZER
ABEFhEEM. ik B EEOAN)TE G E4 R ERE). K
&5+ %% 4 360 mg(2.0 mmol)#9(3).
5 'H NMR (300 MHz, CD,0D) 7.91 (s, 1H), 7.37 (s, 1H), 7.19-7.23 (m,
2H), 7.07-7.11 (m, 3H).
LA
H & 4(5)-(1,2,3,4-19 £.5E-2-4 FA)-4,5-—4-1H- ﬂz%‘f’ﬁf&ﬁéﬁz
P
10

0
HO,K@ BHj-Me2S H Om 1) Ph,Prkrt
THF 120°C 2) L%
1

2
| 2 MgBr X 1) mCPBA / CH,Cl,
m THF/Cul V\(D 2) KFALE
3 78T 3 25T 4
(o}
| NH
NaN,/& #-H,0 N 0
o PhaP /DEAD /THF
. 24h/70°C . 0% 1Ak

m HzNNHz -H0 Na/\(m Pd-C/H,/1 KRR
NHa EtOAc
8

8 EtOH/@34/24h

7
H H
H/ MeSO4H
HoN {EtO)sCH/ MeS0O4 N
“\NH
NH, 105°C/ 5h
MeSOzH
]
10
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Bte ¥ B-

£20CTF, TRAATHEZHEGAELK THF250 mL)¥ &)
1,2,3,4-v9 £,35-2-F 8(1)(4.93 g, 27.42 mmol) ¥ A=A 3.26 mL(32.90
mmol)# M %%-= F 5L (BH;-Me,S). £ 33 16 18 /&, 72X\ MeOH (4 mL)
iz iRAMiBHE S5C, AFAAMRE. HiLREGKE EH,
2hEGLO AR S E A 2 M BB, fefe B A4, Ko EkaiEk &
5 MgSO, T BAR%. £ 150CTF, LK AZE Kugelrohr %48
SEAL BT A8, 13BN A 03%¢4) iR BE(1,2,3,4- AE-2-H)F
B5(2)(4.09 g). HMBEERBE, @EAKR(TS mL)T XM
(10.179 g, 38.809 mmol)Fo2k=(2.64 g, 38.809 mmol) ¥ = ALK (75
mL) % 9 52(8.60 g, 33.865 mmol), FAEHAFEF (50 mL)F #9(2). 3
WG, it B4R, FEAATRERKY Z250mL, GAAMAD
$(200 mL). 3% B A& A BRI BB R A K BRIRIRR, £
MgSO, Fle i A5k, @it fai by bid BT LAk A8,
AL, B R A 00%8 Kk 2R TR 1,2,34-09 BE
(3)(6.239 g). #£-78CT, FTHALATEARK THF(50 mL)F #
(3)(10.02 g, 36.85 mmol)#= Cul(1.41 g, 7.37 mmol) ¥ & & A A LA £ i
fe4E(4 THF % 1M, 73.70 mL, 73.70 mmol), J:#iAwig BizHl AR E
6F. BIZaEBkE 0C I 6 R, dedk e R E A
F.40°C, Ao 2M AEEGS5 mLYEX. A 100 mL KAHHZE
SR SRR, B kA AR FEA NS, £ MgSO, TRt
Ak, iR AR ke bhik BTk SAC A M, A DBLBRL,
125 M A 88%84 2% A A-1,234-WAKMU)(5.618g). EAEAKS
FPH(50 mL) ¥ 49(4) (5.615 g, 32.645 mmol)Fe 18] FL 3 F B (m-
CPBA)(14.08 g, 81.613 mmol)4#4¥ 16 8. itk B 4RI Am A FALAT KF
(5.11 g, 88.142 mmol), FHiZREHHLH— M. iR L R
SRR A M, AL ARG b 6 Mk BT ik A R,
VL TR W R 5% LB LESRAL, 1REDICE S 88%4Y 2-(1,2,3,4- 9 &
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F2- A FHVRA LIS (541 g). AERITQ20 mL)F#K(5 mL)E#&
% 45(5)(1.626 g, 8.649 mmol) T A\ & FAL#(1.97 g, 30.271 mmol).
IR E 85CH B 48 A E. AERSIRERIST LB
vA CHCL 3%, Bk feiKitik, £ MgSO, TR AZRE.
Wit Ak is Eegbhik EAT R sb i A R E i, AE TR T 30% LB
LES I, FRE MR A 88%4 Kty 1-B R E-3-(1,2,3,4-19 AAR-2-4)
#-2-85(6)(1.762 g). £ FK THF(50 mL)¥, #(6)(1.88 g, 8.140
mmol). =¥ &M(2.67 g, 10.173 mmol), F4R=F Bt EA(1.50 g, 10.173
mmol). 1% §.= ¥ 8 = ZE(DEAD)Y(1.77 g, 10.173 mmol)#) -84 3L
B4R, BRTREIEER, TS mL)F LE(25 mL)ERIE M
FHtik 16 ba, SEREERFELATRERE. B AR EYN
Bk BT R SEAL A B8, AT T 20% LB TE R, 155
SV FRF(EARABE—T ) 2-[1-R EAFE2-(1,23 404
22-2) TR Fvslk-1,3-—8(7)(2.487 g). & LB#(60 mL)F 4e(7)(3.93
g, 10.917 mmol)#= B(0.680 mL, 21.833 mmol)#% i%&-4y 4w B3 16
. EREEAFLATRG AR B AR EGRRENE
ALz 5 4%, VA CH,CL P 5%% MeOH #tit, F2DIKE % 88%
B 1-8 RATA (12,3498 5-2-4)TE(8)(2.057 g). £ 14K
K& AT, F MeOH(30 mL) ¥ e(8)(2.056 g, 8.940 mmol)Fr 10%44 42
(0260 )ty iR A A 16 ) 8. LB H & B LA TR IR,
WL AR b0 Bk BT R AR A, VAR CHCL F 10%4)
MeOH(S KA AR, 435 F S 85%+#9 3-(1,2,3,4-09 £F-2-5)R-
12-=BA(9)(1.557 g). 4 105CTF, AR FE=TE(10 mL) T
(9)(0.590 g, 2.892 mmol)#= 5 #(0.980 mL, 14.460 mmol)#% A4 Ao
# 30, AT TRFEZALMHFTEREEMR. B MeOH A

BRSBTS, FEDEAA 48%8 Kt 4(5)-

(1,2,3,4-79 £.35-2- 2L 44 )-4,5- = 8- | H-ok o P 5082 2£(1)(0.435 @)
'H NMR (CDCL,): 1.37-1.56 (m, 1H), 1.56-1.70 (m, 1H), 1.80-2.02 (m, 2
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H), 2.32-2.55 (m, 2H), 2.72 (s, 3H), 2.75-2.95 (m, 3H), 3.48-3.59 (m,
1H), 3.93-4.08 (m, 1H), 4.31-4.47 (m, 1H), 7.00-7.20 (m, 4H), 8.46 (s,
1H), 10.04 (s, 1H), 10.35 (brs, 1H).

ELap J-1
5 %18 4(5)- 3R LA T A1 H-skwk 8 77 3%

§02NM02

[ ’;\ 1) n-BulLi N TBAF
N~ TBS | )—T8BS "
2) N

iOgNMeg O/\‘ ;

2

N H
302 Moz snHCl N

SAY; Lo

ik N

a 5
BAE VR

£ 47mL Aok THE #if 2R TA - FAPaRA1-ZFRAK
10 BBtk (1)(4.1 g, 14.2 mmol)F#4-#7 £-20C. 42 n-BuLi(8.9 mL, 14.2
mmol) 7 | (DHER T, £-20CTF, #HAERGERBH 45 53
FIT AT EH(2)(3.14 g 14 mmol)H mE|iZ R ELREHT. K,
BiEE R MBR EERFRBEIR. FoK, AR HANLERX
BB, VA LER LB ¢ 100 mL3RRIZRAW. &I
15 HIEHAKF AR B . BARBAHTIRZAIMIRET R
EA). RN E@] LB TE/TIR)FE] 2.26 g (5.6 mmol)#) 5-
FEAFEORTHA-TEFTARL - = FEAEBBALE). £ 56
mL # THF ¥ #8(3)(2.26 g, 5.6 mmol)# 437 £ 0C. Jef& THF ¥4
1 M 4 TBAF i5#(5.6 mL, 5.6 mmol)#@ A E|(3)695 & F. 1RIEA
20 B RHETEAREEIR. EoK, URBREREHHKREA
B LESIREL, AR BB AR AE. FTEA AR EBEAN
FRASETREEAN. ik EME] CRTE/THK)FE 12g
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15

(4.42 mmol)#) 5-3R A FA-1-=F A BB (4). A 25mL #9 1.5
N HCI 55 f(4)(1.2 g, 4.42 mmol) F A # =i 2 B, FE ik BB H
A ETBFVUCELEHE. L 2N 4 NaOH A Y % RE% £ pH
13, FRBARHE* 100 mLERR, S5 AME, HilkFEAR%L
Btk PriR AR BAREAA T IR R T e R A B BATR(9:1
FA5/ % B5)#% %] 700 mg (4.27 mmol) &y 4(5)-3R A& FA-1H-2K4(5)(J-
1.
IH NMR (CDCL,) 0.92-1.0 (m, 2H), 1.16-1.26 (m, 3H), 1.57-1.73 (m, 6H),
2.48 (d, J=6.9 Hz, 2H), 6.77 (s, 1H), 7.56 (s, 1H).
LA J-2

1e(S)-2-BAK F A-123,4-19 S EHHE| FH J-1 9FEF, 72
(S)-4(5)-(1,2,3,4-79 HE-2- A FH)-1H-R ., K(S)-1,2,34-W &-2-%
0B A & (S)2-HAR T A-1234-mEE. K 1,234-9E-2-£F
B 40 £-(S)-1,2,3,4-v9 £.-2- 2 F BR(J. Med. Chem. 1983, 26, 328-334)

| LA J-3
Fo(R)-2-8K F 12,3 4-w9 B EH 52| 44 J-1 97 % T, 72
(R)-4(5)-(1,2,3,4-19 £ 2- 2 7 ) 1H-2k, MA(R)-1,2,3,4-0 £-2-%
T E ) & (R)-2-BAR T A-1234-9EE. KA 1,234-0E-2-KF
B4 &(R)-1,2,3,4-m £.-2- B F B2(J. Med. Chem. 1983, 26, 328-334)
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2564 K-1
#14 4(5)-(4,5,6,7-19 £EH [b]E%-2-4 T A&)-1H-skek & 57

N
1) n-BuLli \ ?"‘TBDMS
Of\> — B 'SO;NMe;
' s 8 OH
2) N
1 l Y)—TBDMS | 3
oHc” N~
SO.NMe,
2
EtySiH
TBAF \N\7 CFLCOH
_— A N CH,Clp
l SOzNMeg
S OH
N 1) 15N HCl N\} HC!
\'Z = E:]ES”“SLﬂH
I ; SONMez 5 ey s
6
5
AT -
5 # 75 mL &7k THF ¥i5## 4,5,6,7-m 85 [b]E%H-(1)(2.1 g, 15

mmol)3#4-4p £-78°C. & n-BuLi(6.0 mL, 15 mmol)i# #=2|(1)#) & #&
#. £78°CF, 4R RMEH 60 4. fe& 25 mL THF 74 1-
WA R AR T A T A T a5k ek F#(2)(4.8 g, 15 mmol)
M| iER MR, iR R RLEERAEHE 2 DEE, AR
10 R HFVA LB LB, AR A AR B SR IE. A PARER
B TR, FRETHREEMN. hEENEQ1S3 CRLE/TR)FE
52 g (11 mmol)#y 2-(A T 2= PR FabA)-5-[24-(4,5,6,7-9 &%
F[o]E-2-4) F A ok -1-— P A Ak BUE:(3). & 57 mL THF b8
(3)(5.2 g,11.3 mmol). f&& THF ¥& 1M #vg £ T A FALE(TBAF)
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SPBER
ae
*ars

LE X 2 4

* @ -
a*es &
*

sene
L X 13

% (113 mL, 11.3 mmol)# mB|(3)HiERF. WiZREHIEHF 154
), UKRBRIZREMFD U UERR, MR ERLERE
HIE., MRAVARZHRBATRFBETREEMN. ATK/TH
LEsE LS, 155 5-[£A-(4,56,7-9 S I [b]ES-2-2K) F K]k k-
1-— 7 A& B (4) (2.1 g, 6.2 mmol). 5 #M69 2 g ALsbLA B, L 78
mL — £ FIIE4)2.0 g, 5.9 mmol), &iZE&R F AN 7.5 mL(46.9
mmol) = LA 144 mL0.19 mo)ZRTE. AZTERT, HiEK
Rt g, HRBEVARER, A 2N H# NaOH ¥ 4. ¥AKA=
HAKAJE ARG, kA AR 2R TIRIFBET £ EM.
A 1.1 LB LEARTHRARESWRM, R EEFE 075823
mmol)#9 5-(4,5,6,7-v9 £K F[b]E-2- K F K)ok k-1 - = F A m 8L
(5). vA15mL # 1.5 N HCl & ##(5)(0.42 g, 1.55 mmol)F Ak &
B2, RELETR TR, ZRALMATRLEHRS, A2N
# NaOH ¥ 7. AKFo KB REANE, P A A EHERAA
FRABETHREEAN, HHESETPEAMALEGELRTY
HCl. &ETREEF, 735 0.6 g(2.3 mmol)4 4(5)-(4,5,6,7-09 &K
F[b]E-2-A ¥ A)-1H-22(6)(K-1).
'H NMR (CD,0D): 8.80 (s, 1H), 7.34 (s, 1H), 6.57 (s, 1H), 4.18 (s, 2H),
2.65-2.69 (m, 2H), 2.51-2.55 (m, 2H), 1.74-1.83 (m, 4H).

T K-2
fe 2-(R T Rk B £k K-1 695 % F, £ 405)-6-RTAE
wxol-2-25 7 AR)-TH-2k ok

LHH K-3
e 5.6-= & -4H-E % FE[2,3-b] % 3 5] A K-1 895 % F, 155
4(5)-(5,6-= £-4H-"E% 3 [2,3-b]E v -2- K T A )-1H-2k 4
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k4] L
# & 4(5)-(1-"kvh-2-4 T AR )- TH-2R4 89 5 %

1) n-BuLi
2)
BN
[N 0~ CHO N TBAF
Y—TBS 2 7\ R
I R\ S
SOzNMe, OH SO,NMe,
1
3
N N
/ \ [ Y MnO, / \ /Y © MeMgCl
0 N e o) v .
OH SO;NMe, 0] SOQNMBZ
4 5
N E4SiH R ] '\\' 1.5 N HCl
{PNY] .
B 2 . O
o N CF,CO,H ! &
HO \ SO,NMe,  CHYCI, SOzNMe;
6 7
N
7\ /)
N
° H
8
BT R®-

£ 38 mlL Aok THF $HEMAE 2-RTAZ TR FAREL)1-(ZFA
FAABE)E(1)(3.3 g, 11.4 mmol)F 447 £-78C. & n-BuLi(7.2 mL,
11.4 mmol)i& B ()4 ik F. £-78CTF, L MAERIH 30 2
. e 2-okwh PEL(2)(0.94 mL, 11.4 mmol) i A B Z R BH ¥ . ARKK
AEMBRETRARSER., EoR, Meh o RALERRIF A

LB LI, Wk R BB RERAIE. ZANAEREAT
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BB, R ETHRERN. ik BEAE@G:] LBRLE/TI)F 44114
mmol)#y 2-(R T A= F A T E)-5-(hb-2- A 24 F A )Red 1-=
P A akBLAE(3). £ 110 mL THF P #3)(4.4 g, 11.4 mmol)H4AH £
0°C.#e4 THF(11.4 mL, 11.4 mmol) ¥ % 1 M #§ w9 iE T X £ AL4(TBAF)
HRARAIG)ERP., ERTHREZLEHHEFIR, FX,
VAR B R A LB CESHRIR, AKA KB kA IE.
PR A HAR BB A TR ETREZEN., K39 g My 5-(hw
2R A Rkt |- P RARBLE(4). £ 37T mL ZRTRFEM
(4)(1.0 g, 3.7 mmol), &IEER T A 1.6 g (18.5 mmol) =R AL, =
BT eiER S ARG R sk PR, R SABLRR
ETFhEEMN. 48 1] LB LB LRARSHEM, RBRENE
#23) 0.69 g(2.6 mmol)# 5-("kvH-2-2 F A )shrd-1- = F AR B (S).
4 26 mL THF ¥ & #(5)(0.69 g, 2.6 mmol). HiZiE&k 4% £-78°C.
A 1.7 mL(5.1 mmol)# 3 M WAF %, £-78C FHH 1.5
W, RIEEEMBME TR ERE— I H, R AR
R, HRERCLBRTEBBR, Ak SRAERERNIE. MRA
VAR ZHBRATRFBETREAER., BLs/TERH 75 039
g(1.4 mmol)#) 5-(1-skh-2-2-1-5 5 TRk -1 - = F R Ak BLAR(6).
EDIC 5 949 0.19 g(6). £ 27 mL = §.F B 2 (6)(0.58 g, 2.0 mmol),
#3% ai F A 2.6 mL (16.3 mmol) = LA A5 A 5.5 mL(71.4 mmol)
ZRCE. AERTHEZALHRILAFREAARR, AEK
HEEM PR, R BEKREBREZANE., PTRANIGLRE
4T IR AR T IR A,

B 21 LERLEEF IR MR, R ETEFE 053
(2.0 mmol)#y 5-(1-k#h-2- A Z A )oked-1-— F A ARBUER(7). ¥A 10 mL
8 1.5 N HCl &R #2(7)(0.34 g, 1.3 mmol)Ff A # =ik 30 5-4F, KRB
LEERTHRESHE., ZALYALE LEHE, KEMA 2N NaOH
WAL, WAKFo AR A B RAAIE, TRV ZAEA TR

.38 -



ETFHEEEH. ik EAE10:1 45/ F 884175 0.1 g(0.62

mmol)4(5)-(1-"k"h-2-# T & )-1H-2 " (8)(L).

'H NMR (300 MHz, CDCl,) 7.56 (m, 1H), 7.33-7.34 (m, 1H), 6.81 (m,

1H), 6.29-6.31 (m, 1H), 6.06-6.07 (m, 1H), 4.22 (q, J=7.2 Hz, 1H), 1.63 (d,
5 J=7.2 Hz, 3H).

E£#H4 M
# % 4(5)-23-= BEH1 4 =R E-6-5 F H)-4-F A-1H- Rk b7
%

N 1) n-Bull OH  sO.NM
'2/ b 2) TBDMSC! ) POV g AR

N
| '{>—1'Bs —

SONMe,  3) P-Bull [

1 4) QHC\@Oj
3
(8]
’ 2

OH SO;NM e, so;NMez

E.t,S:H m ) 1.5NHC
[ co,H Wik

o N
C L2
(o) N
-6
10 £ 42 mL £k THE ¥ 4-F A-1-(= F A RAB)R 2120 g,

10.6 mmol)##4#7 £-78°C. & n-BuLi(6.6 mL, 10.6 mmol)# 42 2J(1)#y
k. HE-78CF, #AREERILH 30 24F. #4£ 10mL THF
dr iR T R P A WA A R(TBSCI)(1.6 g, 10.6 mmol) e N E] % &
A, &% B IR Faimitmdg, F2X, 1 1% B RLA
15 A2p £.20C, A 7.3mL(11.6 mmol)#) n-BuLi. #£-20C7F BH 30
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S4F)E, 3248 10 mL THF 8 1 4-%#F —Bt-6-FE:(2)(1.92 g, 11.7
mmol) A B AR B A . REWE YRS ETRSHH 3
B, SERE AR R A LB LB AR, vAKF BB ik
HWE., Frid EVMMMBHREBH TR FRETHREEN. i B
(122 LB GBS/ TH%) 155 3.9 g(8.4 mmol)#y 2-(R T A= FAFALK
£)5[23-ZEAEAN AR E-6-R) A TA]A-F Rk 1-—F A
#BLEE(3). 4 21 mL THF F&##(3)(1.0 g, 2.14 mmol). F&4 THF(2.35
mL, 2.35 mmol) ¥ ¢4 1 M #v9 iE. T & FACL(TBAF)E &R m A2 (3)
WA Y. TRTWIZREMBIE 0 54, AKRBERZE LA R
Jo R LB LESRIL, KA ARG REAME, P AHAREAR
ELAN T IR R T 8 R, 20 TEL LBEAE A BRALA), tRik BAT
EIE5] 075 2(2.12 mmol)5-[(2,3-= A K[ 4 =R E-6-F) 2 A T A]-
4-FF Foked 1. = WA BERLAE(4). vA 28 mL =R FIIEAR(4)(0.75 g, 2.12
mmol), ©1#%E#& F AmA 2.7 mL (17.0 mmol) = LA st B A= 5.2 mL(67. 8
mmol) Z £, 8. TR TRZAESMFIR, FREAKRERIA
B Rah B A0 P Ao, KA KR AR LR, AR A AR AR
B TRARETREEN. #7311 LELERURGRESDIT
i, ikig B EIEE) 0.63 g (1.87 mmol)# 5-(2,3-=AFIH[14] =R T
“6-35 P A)-4-F okek-1- = F AAKBLRE(S). A 10mL 89 1.5 NHCL&
HEAE(5)(0.63 g, 1.87 mmol)F A SR, %A A LB LEHHE
# B B RSB ST o, KA B R EBREAIE. ARAPAR
RN TR R R T R A, A LB TIRE &, %) 033 g (143
mmol)#9 4(5)-(2,3-= A H[b] =~ R E-6-2 FH)-4-F A-1H-2k
(6)(M).

'H NMR (300 MHz, &®-d%)7.37 (s, 1H), 6.66-6.67 (m, 3H), 4.18 (s,
4H), 3.73 (s, 1H), 2.13 (s, 3H).
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F3&4 N
#) & 2-(3H-2ko-4(5)- & F %)-3,4,5,6,7,8-7% £-2H-F-1-BA(N-1). 4(5)-
(2,3,4,4a,5,6,7,8- N8 5-2- & F &)-1H-2K(N-2)7= 4(5)-
(12.3.4,5,678-NEHE2- AT R)THASNIGFH:

o 1) NaOH/EtOH 0
OHC._-N @i N
. 1y —_— | $
N 2) 40% H,SO, N
o iR N-1
H,NNH,,
NaOH, ®&
—H&
N HCl N
OO — &
N | H
N-3 N-2

e Gk

& 1-F5089(10.0 g, 66 mmol)F= 4(5)-or"k F8(6.3 g, 66 mmol)/
AF) 100 mL ZBE ¥, A%k P /e A 20 mL 7% F 4 NaOH(5.2 g, 130
mmol). eiZ B Bk 5§ K. Wik R L%+ E XA, 3FvA HCI
KK E AR Z AL, VA THF/ LBR LB RBGZIER, A FAME AR
Kbk, FTRAMARZRBE TRIDRETHREER, FHHL
FAL S 40% H,S0, P A iA— K. WiIER LY A EE BRI
o K,CO, 8ft. 7 THF/ L8R LB RIGZ SR, SHANES AL
Kk, PrRAVAGEREBRETRFRETREEN. @il &
Mrik(15:1 CH,CUMeOH) %4k, #35] N-1(4.9 g, 32%M F).
'H NMR: 7.55 (s, 1H), 6.77 (s, 1H), 3.08-3.14 (m, 2H), 1.52-2.46 (m,
13H).

A NaOH =4 N-1 £8#(3.0 g, 11 mmol)#d # & sk, K57

AE| ZHBE(100 mL)¥. @& T A KA B3 2 mL, 100 mmol)FF
-4] -
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AERBTRiZESEWEHTA. A NaOH(3.1 g, 77 mmol)FHR L&
RAMMENA S K. R RS A EERFAKEE. A THF/ LB
LESRBGE R R, SHAAWENS USRS, ARANARERRE
FEHFRETREERM. Bl BE4#E(8:1 CH,CUMeOH)#AL, 47
3] N-2(0.64 g, 27%4¥ %),

'H NMR: 7.58 (s, 1H), 6.76 (s, 1H), 5.24 (d, J=4.3 Hz, 1H), 0.91-2.58 (m,
16H).

4% N-2(1.0 g, 4.6 mmol)m A% 10mL X HCl #. EE®RT, #
IR 30 S4B L K,CO, ¥ o, A THF/ TBR LBs 4R ALK
k. S FAWEN A KA, PTG S B TR UE
TredaH. @idbik E43%(15:1 CH,CU/MeOH) %k, %3] N-3.
IH NMR: 7.54 (s, 1H), 6.74 (s, 1H), 2.45-2.52 (m, 3H), 1.46-1.97 (m,
14H).

x#&H O
& A5)-NEAF R H-2- K FA)-1H-okok H 82 2h 69 75 5

d

PCC, CH,CL,

o

40% H,80,90°C  H
.' 2o H,, PU/C
OHC.__N <:i:2"j:ﬂ
\E;? H oo |13
N H

1 B, u

—HE

: N
2) KOH CD—I Yy Ha
3)HCL, T8 H N

H
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A.  #:F8 White #» Whitesell, Synthesis % 602-3 R (1975)#) & M7 i,
% TEE(10 mL)mAE] A4 £ 0°C 89 KT IR BAF, HFRERE
EEAAT. REMANETEALZQSM ALK T HEZ3IS ML, 22 5
%), MEHEMATFAKE(Q4mL, 25 5 E)FHE0C T ReY
Ak 30 So4F. AFTARG ZF AR ERAEERT AT FHG0
g, 10 %¥). AFEBTHARRSHIH —RIFREEZARAT
HE AR E, @it NH,Cl B RiZ B 4. A THF/EtOAc 4250
ik, ASFAMBRIU, AEKkE SRR TRIFATRE,
BEEH 1-BENEFRLHO TR S, B RAL—
B b ALBP T AT T — % BB,

B. MdEHMEG0e 1.0 5E)ETRFHKQ00 mL)T i@
EER T RASSBEREE(3e 1.5%F) FETRTHEARGH
A F . SRR LB A AN, i Si0, At iR IR,
AT pmAs ek, BARAFER, ARME—F KT
FT—9 KA.

C. LY B ANE - TR HE-1-8A(5.0 g, 1.0 F E)ImAZ] 4(5)-
skek WEE(38 g, 1.0 %F)f0 40%#) H,S0,(20 mL) ¥ Ffe iR /2
00°C T 43 3 £. HEiRiE e N REACERE K IZ B I vAw Erked/
ZER LESIRE, A AAUREG, AEKuEk, ZABRKTR. A
HCUNH,CI * #o# i& £ Bt KB, do LB ARIEA B L E RS
FEaA NI, FEHE R

D. HFrEeBAETLEY, A4 FRAHLROS . AKX
ﬁﬁﬁ%mmmiTwi.ﬁﬁ&%iﬁﬁﬁﬁ&ﬁﬁﬁ%ﬂﬁ?%
LEAE A LA, EERMiEAE, AIEEEdm. A 171 R
R ERAR S LR, AR AT AL, FFE| L TANROR SL R S8
AR = 4.

E. iditde bERSEYS EHE2g 1.0 HF)WAZ] HBB0 mL)
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B R PRI
KABH13.0g 1.0 ZF)PAREEERE. HixRSmEHTR
KEMNEEMAT11.0g 5.0 HB)FFHERMARA—R. i
B A 258 A Kk, A THF/EtOAc 3G IE R A
Kk bAME sy, SRBETRIATRE, FIAREHH. @&
it g b Tl HCl Aot Ak LB P I dm ok 4 & 2 BBt 38,
LH#A P
#) & 7-GH-%4-4(5)- & F 5£)-6,7-= £-5SH-F "£9k-8-8A(P-1)F= 7-(3H-
skt -4(5)-A4 F #£)-5,6,7,8-19 £ (P-2)8 F &

| COH
X KMnO4 B COH 5 HCI, E1OH
I > N/ + N p
(&)
COEt o)
‘ = + l P . l
N N 2) AHMT R
&)
0 , 0
6MHC) > 1néc N D
) . . NH
OH N
‘ N
0
H
0
N 1) B N
1) Hy, PA/C m\‘?‘” =i N \ ?m
=X 2) KOH =
2) §5% | R
HO,C ) & HOC_
"COH ‘COH
P-1 P2
BT R

A A2CT, J£34-=FERR214g 1 HE)ET 200mL KF
-44 -
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FEEFmAK, BAN632g BB, —H5K($4632g 24
%), 5 k6, REEARAERARN, REMRAFELEE LR,
E9OCT, FHREALBIRBZARNAEERAZFEGER

K, YASNHCIAZEKELH 75 956g@&sh. NMR AN
A AR R F A RSN, EEHFREANETESY.

B. RART, AsFHA HCl AR AR LB P Ao X g & JF
B 6 BT, KGR iR A BRIk TEE, A LA 100 mL
KA Y, VABAEBEEMAY pH £ 7-8. A LEGX)REUK
A R SRS, Send TR, SRIRERE

F. 6,499 (3.56 g, 10.8%IC F).

C. A£T78CT, FRAATHBEHERL-FALKQB4g, 13 %
F)#mAE| £ 100 mL £k THF %6 n-BuLi(11.21 mL, 1.3 % &) % 2
i A FRAEALE. BBEHBERZERTAANE20mL @

Sk P et FH B(3.S6 g 1 $F), FE-78C THiZRASWHLH
20 4740, LB, @i E i Aeie 20 mL v £k h 7 4 R K B T B
4.85mL,2.5 % %) HARERBHH 2 PHZE, @EidiA 40mL
4 10% L EEATAE R, RIEERIBREWCHASERMBEREL
kg, LR A AKERBR IR, BEtHHgAER

Sk AREBRE TR R, FERHEEREERNK, HALASAZT

Wl VACE/CERTER(13- 6/4) LML, AR L EMRITE 241
g(58.2%)64 AT B K 69 F 4, R ARR—F B TAT T —F KA.

D. fekRAFECeHA048g 1 HE)AET I mL % 6 MHCL ¥,

S48 105C FAedk 16 1B, R EZJE, F# 80C TillidiestAKieix
RS B EK, A2 mL ACERIEEAY, A BREREMN T A
W fo B 0 R A B AF X)L R A0 HR, BRRERE
FIEFREHREMH B, (0456 g, 93.4%).

E. A 110CTF, % 15mL # 40%58 Fied A ¥ % D F2657
EEEA(191 g 1 5F)5 405)-K-L TE(125¢g 1 F)—~RIek 30 D
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. £0CT, FRAATFRAZR ERASHEHFILK, KB4 20 mL
ARAEEE AR I VA NH,OH #ib £ pH 89. iLBKEER, HHAE
1. HEMH OLEHRAE RN EFMAGRESDH R ER
#£(2.81 g, 96.1%).

F. ¥EXZHWERET 150mL PE¥, HF&iZiEi A PA/C(412
g 015wt 3%). REELFERHERH, EL DL H,40iiL TEE
ik, £ 1KRAEMH T, #HZER2 18, L2 TLCHFTL
KA Foth BALA A, Witk BRIt E A a, AR
WA T EE(9/ )M, AR A BATE DK G &I RAR 6 Kt F
(1.853 g, 6504%). ABI RPN 58204817, 1.5 S )N FHEA
MR, BRAAREMCEMR. SKRAFIZERFFI KRG ELER0826g,
T4%), HEFHLASY P-1. AEREEES O G FRE THREY
FE F ik, it LR IFE P-2.

- 46 -



y,  #® s eaes X .
g J . * L - »

......

£k Q
#18-(2)-6-GH-2k"-4(5)-% £ 7 %)-7,8-= £-6H-"E4L-5-80(Q-1). (E)-
6-(3H-k =k -4(5)- 2 T F %)-7,8-= £ -6H-£9k-5-8(Q-2). 6-(3H-2K"*%-
4(5)-2 7 2£)-7 8- = £.-6H-"EH-5-81(Q-3). 6-3H-sk-4(5)-& F &)-
5.6.7,8-v9 Sdok = 3 8% 2 (Q-4)47 6-(3H-2K-4(5)-2 ¥ 4&)- N\ SEvhk-
5-BA(Q-5)49 F ik

o NnN; cu;cn Bk At 5

? f f ﬁﬁ' X RH %
Hgo Na28203

‘ 2 CH,yCl,.
Ny

40% H,S0,, 90°C

HC I:»
H

0
N
¢ |
N
H
Q-3
l 1 M
.H-
2) KOH
3) HC
2HCI
N
¢ |
N
H

-47 -



10

15

20

25

.y
-

ce

- . P

L] -

L] -
e

FAEY B

A E-10CHEAAT, @it R4EE SOmL THTH—RL
B(67.6 g, 1.15 3 F)# B £ 694 350 mL RAR T T H £ I
#(58.84 g, 2.5 B E)H R T, b FEF —F R ERER
F. 4230 S4PA TR, JEILIRA B AMEH 30 547, 4B
EATRMARCEN34.81 g 1.0 HF), KEE20CTFHHF 20D
B, ZEIIERSWMEANE 1 FK P HF A4 200 mL TERE 3 K.
A3 L S%UBRAR BB AN R AR G A R Bk, A A ZABR S
Fig, iEEHE20CTAERSE. £0CT, ¥A 1L # DMSO &
EBEAW NS 4 NaN,, #HFzRe4, LEERERRER.
KB, ¥A25LAKRARBEZLREAHH AR T H(10x 250 mL)FRIR+
K, BAHEEREELRBESFHANFS E~1L 4R, L 250ml
RIBBUZR MR DR, REVUEKRR, ZABETR HTREE
BE894(39.5g), £-40CTREHA.

R O/1 B 82 T LB LES M, RN b 6 B ik AACHT IR
. EDCEARAK, 38 1322g 26.6%K E& LA EEEAN o
ek B RA R E —AFHIK 18515825 g 32.0%IKFH B -
FrA K,

B. #EZXABET0mL —RKFKRT, FE20CTTFHRARTHK
B. B iede LR IZ R 6 - FAM AN B B F Y PTIRE
P, A 20°C TFARM 2 BT, %R R HHAT RN AL R P AN
fo 2 /BB TLCIEEABAAL, RS RERIF BN TRE
fLE] 95/5 —H T FEAE A el h i s gk, #§%]2.139 g 65.1%
i R 64 R B R R BR B P IR)AR

C. HFrkmtfAMHMENAET 100 mL AKRAFTEY, HRABHE
BT Ao 10% PA/C. KRB 80 i 4 B 7 & 00 RF B A2 LR
S, ApeEA 4 e, 25, ARlAe AR, HERAR
5T, FHUARETHEmAERM DI, iy, TLC RAAE
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HH PR, FRMAN 05 gPd/C HFle iR Y @ikA o8
. e ReWAHNELTER, LRFERSEALBEREUAREL
FHRHES, HHHSKY 100 mL 4R = FRER, kb
BRI VA I NHCLRI =K, A8 RIERIAHS5 A ELO RIR=K, 2
KAgA-3p £ 0°C 342 F 3k NaOH A ¥ pH~10. KRG AT KB R AH KX
100 mL fAFRI 5K, vk KRG REEH R RS LR
S92, i, BERBKEFF 351 g 84.4%MEagkhike 78-—4-
6H-"Evk-5-8A,

D. JoF 344 P ¥R E #EFik, 1% 4(5)-2kk T8 5 "Bk i 5
4 HFE Q-1 A Q2.

E. REwRE A LEHRAE PFEF BRI, Rk R L BAE
s asd, 1FE| MmATY, AL EMES BFE Q3 0 A

F. #iddwR) A L5340 O FHE REGHEGMERT &, KE
R A 13 2] Q4.

G. it 4R/ AT T B AGE-T8CF, & NH, 2t NH,OH %X 10

L F 6948 10 4547, K NH, AR FIREN), T2 A ERGEMRT
4 Q-S.

F 4 R-1
#) 8-(E)-6-(3H-2k -4(5)- 4 T F £)-7,8- = £ -6H-"4£ 2 vk-5-80 64 7 ok

N 0,
% Ac20, 170°C 1) Oy, McOH
| —_— | 2) Me,$S
N OHC N
& »
N

i ez, AcOH 7
, Ac
Ef:ENj OHC éql o ‘Nj
N N N N/
H
. R-1
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. L4 L » L [ ] * o®
» L LI I * » . [ I L]
[} e * - . @ . [
*9 *s LR »* L XXX

BUET R

A A£I150CTF, AHRAATH 56,78 WEHEEH,D2375g, 1 HE).
A WE(19.81 mL, 1.1 % ¥)fe LHEF(33.4 mL, 2.0 I )8 REHHLH
15 /8, H£5, TLC AHKRALEYHRAKRERMERG . £
170CTF, A %4 FHaad ATRBRERA. RBHMANAYE
My 45 170-220°C i it Kugelrohr #48. % —A8 08 54 BAH(4.71
o). BB A (1893 g). BB —PIBHEmEHATLERE
@8, A4, 1522011 51%.

B. Jevt b A4 ZHEF 100 mL FE P FARBURK, REEHEIS
F.40C Hie & EHABNILIER. JUHAPE BA TR NG R T 4 &
ok, BHOGEERFAFI200mL FE, REEHFHRE. K
2530 H4PJE, BERMEAREE. REE 30 4 AES BN
RABAF kY, RS FTEAGS mL)ESHNZER, LB
£-35CTF, Hmamdtsd s ot 30 54h. REEARFETERAZRR

B K248 NEHE, A20CTF, BRRESHBEKEAEMEE

AR AIRAE 8.4 g ARG HAE LY. ALBUERMEEAY IR 3225
mL & 1 N HCl 428, &34 Ea 340 LBk stk 3 K. LK NaOH
B A AR AR E pH 8. ARJE ARAF (3 KM KA T IRILE B 0 k.
A 3K e A3 60 BT R BUR SR Ok, £ MgSO, TIRIPRBERE
#im(3.01 g). REFAET 10, HME297gHAY. LRES
fh. 135) 235 g K FEBK, KR 67.5%.

C. HA2CTF. FARLRF, # 78-S ERAM-5-FF 4(5)-2k4F
8 (Aldrich Chemicals)& % /£ 75 mL ke &k ¥, MEARARTE,
FAeN LB, iz 20C F 3 16 6t 20 D EJE, =R TLC
AReAAE, AR FERIAYE. @Rk ERAK FAIE
m Ak, MBS RE HATTFREEK T2 685g
# R-1. # & 90.3%.
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52347 R-2 # R-3

YAl R-1 486 F ik, 35567 8-0EF5BEHk(542g 1 5 F,
Aldrich)5 X F8(5.182 g, 1.2 % )F= LELBF(6.309 g, 2.0 g)—ALH
¥, ATEE, AAAR-FALPTATT—F. KECRL): 8.28
g.

1 BB e 5(7.96 )B4 LR P I B P ik eh £ AL
BERBFEEZE, B8 518 g X e ek, BRBAHRIRT
#l & 97.8%.

4o ) Lk 4 B C 3R G A, AR 7,8-= £-6H-FE0k-5-
B(1.692 g, 1 H&)5 4(5)-k-e Fatims-, 72223 g BkHEA 92.8%
#5 Ligse ey R-1 £ RieFelibth, Rl A %#EF P FRF
Bk 6 ARAE, R4 R AL FH R RETR SME 4R, A ARUK
By 52%49 6-(3H-2kk-4(5)- A& F 1K)-7,8-= £.-6H-F"Evk-5-F(R-2).

e B A A P FHF PSR v R4, AL R LA
BRI AL S Bak . TRKE: 62% EHREHTLRBIK
#: 30.4%% 6-(3H-2ko-4(5)-25 F %)-5,6,7,8-19 £ 429K (R-3).

A S

R o -0 3h F A 69 F ik €45 4w ) £ Messier 5(1995) “A T
EEEsimmie P ARG LR ER. FER. AWERK
Foib 28 RF G TR HEE WX F %"  Pharmacol. Toxicol.
76:308-11 ¥ FriRid ¢ RSAT(Z AARF Ay HHEAMXFECAT
a2 . BRI E AR RSI R, LALLM
RAFNBPTEHAT LA MR E. RStk
B 4] 4o b-¥-SLAE Y BEIF 2 040 A #938 Ae, HEMAES 5 Tk 96 3L
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W15 K RALAY SR B, E4 BOb) S L R T AR
ZRPER. FRLAT R4
B4 ARG 2 FRALR A5 S B (400 R AKBEALET)

x3 BB 5341 B-9(b)
(A ip.) (0.5 mg/kg i.p.)

33+8 73+ 12

| n=8 n=>5
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AL B R T Aodb 2R 37 34 MKSO1 #9 AT & F AT ILEL |t 4F Al 48
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Ak A o i BIAER . ErEE A AR AR S
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BT BEIE, XL T A EF 3R MR e RRAR 6
B, ABEHARMBALHZE 3044, BRARAFREE
ity a2 Ao thid s B EE S, AR ELE T FAMLE
2 i) 4H TE I

VA N-1 A4 6 A AL A4 iE 45 5 MR AT Fr B MR i R 51 &
R, LEARGHAETT. XETRAEEEREHERITRE,
THREFEEREMERCNAFFHRAROHN EHHHRMEZTE
FIRGAHAEA. FILLTAS 6.
£ 5 BWALBE 0S4 a2- B LR ER AR HNERR LRI
F MR Ao A 4E A (N=6)

B4 FE(ng) R FF LR | AR (%)
#9 1% 2£(%) |
THRE 0.1 20° ND
1 96’ 15
10 ND 60
N-1 3 13 ND
30 64" 0
| 300 ND 0
* 5 b K BR 44 PR 4% p<0.05
- ND &+ A#E
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A #1 % (mg/kg) AR HE A | HARE A (%)
84 1% $4(%)
EERE 3 0 ND
30 37° 24
300 ND 67"
N-1 3 3 ND
30 41° ND
10,000 ND 0
* 5 3K et PR £AA48 HLAR p<0.05
o ND %k L34%
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