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5,6- — FAFEMG I Ed-4- 7. B8 1) 1 & =
B B T i & B RT AE D AN 25 0 R

BRI

AW e — T2yl & B 26 7%, RS & — Rl BAT RAFIR T
IR AT RS PR 5,6- — W ERIG I -4- £ B2 (DMXAA) [R5 46718 J i it
JTE & DRT A R 2 I
BREA

DMXAA & — Mg i i), N TRAERNGYY, Hle S ihm
TR . Reweast le 25 (Rewcastle et al. ;J. Med. Chem. 1991, 34, 217)
HRIE T DMKAA (a7 (CLEE 1D, 2R 2, 3-“HEERK (1D
IR ERL, TR R AR A = A RS A B WAL B R (2)
VAR IR AL IR BT (3D, BRI NG 3] 2-5(06-3, 4-—H
HEORHIR (4, =00 RIVEISCERA 37%. X755 2 204 2 R
FRMRIK G = Qe T HLAX IR AN 2 S5 B, 77 AT A 42 1 52 I N TR R FEE
AR (4 RIFEAFMERIN AN N EEL R (5 , h 2-7%
R LA A2 2-[2- ORWAELD REIL]-3, 4-T"HIERHR (60, 4
PRI E] DMXAA, 6 DI R BB A0 12%.
T
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QLA

NH

2 N NH2
5 NOH

H

ag i;
COOH

7:DMXAA  COOH

(@) Cl3CCH(OH)/NH,0H  (b) HoSO,  (c)H20o/KOH  (d) HNOL/K
(d) 2-¥A %K Z.1/Cu/TDA-1

Atwell Z5[Atwell et al.;Eur.J.Med.Chem., 2002,37,825]b8)5#HiE T — > gt
TEFERIOSHETP IR (4) E sk (L2 2), 20l 3, 4- IR
TRl IRAETS B S S AR RS (92-9¢) LBk 1: 8: 2, il
A MR 25 An bR 25 9a, RNHRGY 9b Fl 9¢ KILEHIN 3.4: 1. AWM
WEAL, RIS ER I, IR TP AIAS 4l 4 255 (A 96%, R
42%). LIRS HE R, FIEIOCT DMXAA SOk & 5 B g .
WONES T2 1 MIE (32%) AHLLH 4 MCRAG ORI SalE, B0
T R T AR . 2R 2

Scheme 2 NO,
CO,H
Me' 9a
Me
+
CO,H COH ) CO.H
; — DMXAA
Me/©/ L. Me NO, Me/©iNHg
Me 94% Me 9b \ i Me 4
* 98% *
8 O,N CO,H HoN COH
Me ; 9c y, Me” ; 10
Me Me

10b & 10c =70%

(i) £.HNO; (ii) Ho/Pd/C.
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Rewecastle Z5[Rewcastle et al., Tet. Lett., 2005, 46, 8719RiE T —FP £ 5
U U B — 2D N O 1 B A AL O R 2), 222, 2- 4%
A ORI, EEALEAN ORI (1) , RS2 (L2
4 2) o ML ITIRI A e [Rewcastle et al.; J. Med. Chem. 1991, 34, 217]

AR B 54% I, AERCIA B b, ORIE R 83%. L 2iKEk 3

Scheme 3
QWS
Me NH, Me NH OAc Me NH
M
“:e o eO)\/kOAc ) MGOMNOH

DL JFEAEAE T2 WORAR TRl DA A e 7™ B Rl o5
KHAAR

AR H B HOE R B SR BB, S8R 5, 6- I RER, M
~4= 1% (DMXAA) - R 53k S e s 5 2l a6 O A= 0 RN 245 il )

AR AT G XRE B e L RIS (1) 3R

Hp R, RN 24 30 7. 8 AR E BRI E AR HHURE,
Wk aERE 3, =8, CF;, CN, NO,, NH,, CH,COOH, OR,, OH, NHSO-R,,
SR,, CH2CONHR, 5§, NHR,; H:H R, AMEHE kiR, 7 OH, NH,, OCH;
WA BE e 2 o AR PN A7 BRI PiAS R BT v DL IR A
-CH=CH-CH=CH-}:[4], HI>RIE RN IR 2RI A B 1R ER
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¢ O0R CO0H 1
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Hrp

XK H, B AL 5-8 ML EL B i 22 15 BIPUAS R N 1A s B R
(gt V): R, OR, X%, NO,, NR,, SR, SO,R, CF3, CN, CO,R, CONHR
o, COR, HrP R FMARE Tl Crs IENIIREEIA] . Cog FIFROIRIUREE ]
OH. OMe,. NH,. 5 NMe,, R, fURALEEL:H:, o7 OH, NH,, OCH;
ABELE A o

Y & # W Cl, Brik I,

Y, A& W Cl, Brak L.

ZAREH, SMEEA AR aERLE 13 47 Cngii v) IURIK
34EE 3 ANRUREURSE: R, OR, X%, NO,, NR,, SR, SOR, CF;, CN, COsR,
CONHR, #f COR, Hr1 R HIAGE—Hh Cpg N I5IE A 5Tl Cs.6 HUAIIA
WRHRILH], OH. OMe,. NH,. 5K NMe,, R, fREACH LR, 7% OH,
NH,, OCH; HIMICHELE o

X HARRE 5,6-diMe. 5,6-diOMe. 5-Cl. 6- Me. 5-Cl. X 6- OMe; Y
B Br: Y AR T, Z AR Hy 2- Me. 2- OMe. 1( 2-Cl,

X RIER 5,6-diMe; Y ARIESN Brs Y, RENT 5 ZREHR H
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0 O A UL R R RN A7 B IE (R R AT 45 5 IO, 35— 28
AT KN B SO, 28 =P BEATIREAC SO, SR DU AP BEAT KR SN, 3 2k
ATHUR R N o 78 T A BT I SR, B AR 28 R Sy 2,3~ FH Ry
2,3,5- WU/ MY o A1 T S IL i S iy, Jin FH IR R IR N 3-15- 2R FH R
3-PR-2-fill-5- H LR FH R Bl 2-l-3,4,5- — HH B DR FH R .

75 T RAR I TR SN, ATV R R 5 T BRI 2RI I B AR B 1
1.8 LI 1: 1.07. RMPMEAFIN CuCl Fl=[2- Q-4 LA 5L &3]
i

5 TEAR IR SN, BKERGIARUA R R . R . 2 iR a2
P& i o

FEIEEAG IV 1) S Ry, Al 7k B AR RN 28 5, 250k 1,3+
T(2,6- N ARIE) AL IR

AN S W i 5 VB R 3 B S S 4 -

Horp ROFRORNAE 1-8 IATAT A A & L L AT R o i w2 vl ik
WA IS, Wk BE i . X3, CF3. CN. NO,. NH,. CH,COOH. OR,
OH. NHSO,R. SR, CH2CONHR. NHR. OCH; miZK3f 1 -N=Jt B H AL —A
o N-CH=HE], R FRonhidt. AR BB AS R JE ]t Ay A
F78 H-CH=CH-CH=CH-J: [, HIAIERG— MU INIAE . Bieik#h. i
48 77 VA IR T T 5,6- - T JENG W -4- 2 BR K145 1o
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AW BAT R SO AP TE 259050, e e Raayr i i
W CTD B EWE / F L 255 BT i Eh

BT 23 IR0 ey vh 20 7 — il C 1D b ek / ik
H2hop b T2 (R R — el 2 R gy 2 (MR AR AR X (1D
KA S B 3L 22 T2 I R AT S OB AR A 08T B i 7l A, e
U AL IRBER WU TR B R .

AT 46 AN T 205628 1 (Rewecastle et al.; J. Med. Chem.,
1991, 34, 217> {755 i i 2 HUACHE [T — g 2 R B o a4 BB [T 1Y
ORI, A F A AR EE T 2- R BN R (1D, B4 K A3 MG IR i,
B Z) Dy 80% . A CIREEA W b 2%, PIRIITVETT I, — R FR A

TR AT T RN 4 A . (Ozdemir et al., Tetradedron Letters, 2004, 45,

5823-5825)
X 1. 5%Pd(OAC),, Cs,C04 COEt
+ CHQ(COQEt)z -
FG N, 80°C FG
X=Cl, Br, |

AT R K T VAR 5 I xR DA SR IR £ TR AC IR s RN
FETR IR 1 B0 TN 36 < AL ) # F i (Gomes et al., J. Org. Chem., 2003, 68,
1142-1145), 133077 Hek N AL HE 2L .
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FG ARRTE MR 14
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fid-4- 2,18 -

LA AR i s Sl R, BLA L& B AR BRI 6 B 5, A2 R
TR SE A5 A

FAT VR e T A1 )TEWe IS -4 LR KIRT A EE DMXAA 1
PRI RE PR S50, A A R4 A B 50w AT 254

AT )R e -4- £ J FC e B mT AR D7V 6

B, 492038 D P FEUR R QR4 IR 2R R -
R3 COOH .

Ar

X
Hp Ry 2 HaZlE (1) PR, Rediw X Ry, RyAIRyH
AL N ENH, X 2K E T
JIE 7K RS AT 1) W el o -
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LT

X

BUAEAL AT R R D7 SR AR R T R Y R TR IR AT &~ (VDK
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AN i -4- £ B8 LR

R, Q R,
LI
OR,
O
15 2| 1Y) H A AN K AR I f AE R IR 2 (D AL S RG i Ee-4- £ 18
WIRFFEL, AR e AN B 1) B 20
T )R -4- 218 Fe I ER AR 0T 5 AH S 1] Js A e ol ] 22 4 A0 45 241

FHR 2 20T ) Al A s g i -4- £ B e B o] S A0 DR AH Y. )
K1 AT 5,6-— LRSI -4- R ) 2~ 20 C T

Jrs R1 Ji s (°C) oy
1 H 259-260 282.30
2 7-CH, 265-267 296.33
3 8-CHj, 261-263 296.33
4 2-CH; 271-273 296.33

AT ISR AE P e AN R T R A it 2 HOROR UGt 17 I I i -4- 24
W) AT, P2 DMXAA )G, IR JsURk A i 1k 2 BACRE T R
IR AR . XA oy, AR R e B iR
SR 20 BN KON IR, A4S S I SE 4 oy P TR 2 888 g UK
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i EMbAR A
HARSEHT 3

iR B ARSI TEIR A A, AR B ST AR T SR R S
S A N 3-IR-2-MIORE IR 4R 4% 5,6- W LR I i -4- £ 2 (DMXAA)
TR 24 5)

T P e
e P

COOEt COOH
(@) 2, 3- ~FFEZEH/CUu/TDA-1  (b) H,SO, (c) CH,(COOEL),/Pd (d) NaOH

71 FIRG Uk 2, 3-VR-2-MICR R AN 2, 3- HIHEZRIAT 10% B8 /K i
(¥ CuCl AT 10% BE/RK () = [2- - FE 5 HE) Z5E T (TDA-1D) AEHT
FRIREEARHIR . ARAER TR TR A, W 2R Cnmilg, Fik
W, ZWER, ZWEIRINR) IR SRS 2] = F BRG] . 28 E A Y R
[ 75 FEA AT BRI 5, 6- FH MG I i -4- 2% £ 16, 7K A I 45 2 DMXAA.

3-W-2- (2, 3- WK AR (12) il

\

3-VH-2-FK F S (11)(2.56g, 7.83mmol )% T KOH ¥ (KOH 536mg,9.6
mmol; H,O 5mL) . ¥ 100°C JiJ5il4i, 132 ALE 100°C Z25 M
120 52T EE . 48 Na(200 mg, 8.35 mmol)¥% T 100 mL MeOH,

I 2, 3-FEESRIEN(1.09 g, 8.35 mmol), VEWIREIRAT ST, 4 100°C B

10
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NN 12h £F BT R . R BN EREE T 15 mL Jo K THIEEAR,
ANZ[R-Q-WEAEIE AT HE (TDA-1, 1.0mL) . BEWETKEMT
SHIRBEEEEBA . M CuCl(350 mg) Al 11 (I ER R, JRAYITE 85°CHit
FERY 4 he AEN RN, H NaOH %P (NaOH 200 mg, 7K 100 mL) ,
fEdE Lk, F 1 N HCl BRI % pH 2-3. W LRI DIIEY, Kk, T4,
PIEVRLAL 3-1R-2- (2, 3-“HIERMY) -KHR (12) (2.36g, 7.35 mmol, 75%),
MMAT LA, nTHEH T F—2 RN,

4-1R-5, 6 "I EENGIEER (13) )il 2

Fib 3-3R1-2- (2, 3-HESRE) SRHER (12) (2.36 g, 7.35 mmol) I
PEFEP IR BRIV (RBHER 55 mL, 7K 20 mL) " . VA4 90°C J % 30 min,
R, M 200 mL UOKFRE, AR, I8, KYE, T H
EtOAc/MeOH E 45k, Rk 4-918-5, 6- —FHFAEMGIIE(13) (2.0 g
90%): Mp(EtOAc/MeOH) 230-231°C; 'H-NMR [(CD;),SO] 8 8.10 (dd, ] = 7.9,
1.6 Hz, H1), 7.91 (d, J=8.2Hz, HS), 7.77 (dd, J = 7.2, 1.5, H3), 7.43 (dd, ] =
7.6,7.6 Hz, H2), 7.26 (d, ] = 8.0 Hz, H7), 2.41 (s, 3H, -CH3), 2.38 (s, 3H, -CH,).;
PC-NMR § 171.6, 153.6, 152.1, 143.3, 136.9, 128.0, 125.6, 125.3, 124.5, 123.9,
120.2, 120.0, 119.7, 20.3, 12.4.

5,6- - FENG i -4- 2.1 R (14) )45

KR A 4-318-5, 6- I FERGIE(13) (2.2¢g, 7.25mmol), 1,3--(2,6-
SN IR EAL KM (Ipr. HCL, 60mg, 0.15mmol, 2%/ /K5, PA(OAc)»(35mg,
2%BE /R 1), Cs,COs(4.7g, 14.5mmol), W _-F2 - ZJiE(1.16g, 7.25mmol), il

N 20ml A NER, 80°C NI M 24h, REAEIER ZEIE, F 100ml EtOAc

11
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Mike o kB B AR EADIIE, JERHRYE, H EtOAc/MeOH H &5 fh13 Mt
o [l 4R 5,6- L JL NG I M -4- £ BB £ TR (14) (2.0g, 90%) :
Mp(EtOAc/MeOH)209-211°C; 'H-NMR[(CD;),S0] 8 8.09 (dd, J=7.9, 1.6Hz,
HI1), 7.90(d, J=8.1Hz, H8),7.78(dd, J=7.2, 1.5, H3), 7.40(dd, ]=7.6, 7.6Hz, H2),
7.27(d, J=8.1Hz, H7), 4.15(m, 2H), 3.97(s, 2H, -CH,), 2.40(s, 3H, -CH,), 2.35(s,
3H, -CH3), 2.14(m, 3H). "C-NMR 8 175.0, 171.6, 153.6, 152.1, 143.3, 136.9,
128.0, 125.6, 125.3, 124.5, 123.9, 120.2, 120.0, 119.7, 60.2, 53.3, 20.3, 12.4.
- PR I IR I -4- 2L R B (1 11 4%
TEREA S R, 5,6-— FH NG N -4- £ PR B8 CARAT o 5,6- —

W5 d-4- £, £ 06 (96g, 0.311mol) A 350ml HHEE, A NaOH ¥ (NaOH
24.88g, 0.622mol; H,O 350ml). iR HT I E 2 5,6-— F FLRG I
4- LR CPRAERH R . 40°CHEFE, KM, H RS A apiE,
RLUE TG B0 . R NN 350ml1 B, i\ NaHCOs; % i(NaHCO;
31.34g, 0.373mol; H,O 350ml). JRAWZEETIMINE R 5,6-— FHIERGHEER-4- 2,
FRAS TR . BEL 78 R IRAAF 2] 5,6- —F JEM I -4- Z BB FL A, 100°C At
MR 5,6- — HRENG I -4- LR I 1600m1 HHEEH, A
Uh J5, PR RS T g T S00ml AR T RE SRS L, UEW
G, WRRGH R I WEIRER, RVEAEIE . i UER E

TR -4- RN EE 5, e A 300ml UK BESEE . T3 500ml IE C
Ll 100°C T8 48h, 4 62g (66%)2LM 5,6- - FF RLMG L -4- 2 FRE

H-NMR ik =4, HPLC 4li/% 100%. BRI YE G 7 i 4 b, 155

- F NG R -4- 2R 4 22g (23%), HPLC 402 >98% .,

12
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FEABAIR) S N 3-UR-2- MR R A, (N 25k 2k 60 sl — W R (0 5 IR
WA Chn 2% & 7 F1 8), 15 2B 2-2R 8RR R

DAL FRPREL b R G STt A P IR IR IR &, 49 BT 4-3-RE I
KA 90% .

LA AL S S ] A Jros, SN TR T SRR R L A A T ROV,
73 BRI NG L -4- 212 GG, KA 2 H AR &4
S<Htify] B

H T 284 6 1) T 2050 1 3-R-2-MOK FH R 1 4 2,5,6- = K I e i -4-
N3

TZ e 6:
COOH COOH O
(a) (b)
T Yo ke LT
Br Br O
15 16 17 Br
0 0
O 2. e
—_—
0 0

18 COOEt 19 COOH
(@) 2, 3- — FEA®/Cu/TDA1  (b) HoSO, (c) CH(COOEt),/Pd (d) NaOH
3-YR-2-(2,3- “HIE R A SL)-5-H AR HIR (160 [Hfil&
S A, L 3--2-R-5- PR R DA e 4 SRR I AL (16D, ik
K 76% .
4-1R-2,5,6- =W EERGIEE (17D Ryl 4
FH A 3-10-2-(2,3- = R IRAUE)-5- FROL R TR (160 A siifify] A 1R 5k
HIBR R 4L BE, H BtOAc/MeOH &% ffF v a4k, WE 91%: Mp

13
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(EtOAc/MeOH) 236-238°C; 'H-NMR [(CD;),SO] & 8.12(s,1H), 8.10(d,
J=719Hz, 1H), 7.75(d, J=7.9Hz, 1H), 7.42(s, 1H), 2.55(s, 3H), 2.46(s,3H);
BC-NMR 8 171.6, 153.6, 152.1, 143.3, 136.9, 128.0, 125.6, 125.3, 124.5,
123.9, 120.2, 120.0, 119.7, 21.8, 20.3, 12.4.

2,5,6-= M EENG I §i-4- £ /R 206 (18) Mt %

Fi il 4-10-2,5,6-— W KERGIEER (17) (2.3g, 7.25mmol), 1,3--(2,6-
SN AR ) AL K Mk (Ipr.HCL, 60mg, 0.15mmol, 2mol%), Pd(OAc)»(35mg,
2mol%), Cs,COs(4.7g, 14.5mmol), W & —ZHs (1.16g, 7.25mmol), A
20ml FENIR, 80°CN# 24h, ARGAEN RN, ] 100ml LR LEEHRE
REYEH RO EAATTIED, JERIKRAE, H BtOAc/MeOH H 454443 2 (4
[f 44 18(2.1g, 92%): Mp(EtOAc/MeOH) 209-211°C; 'H-NMR [(CDs).SO] &
8.16(s, 1H), 8.13(d, J=7.9Hz, 1H), 7.74(d, J=7.9Hz, 1H), 7.43(s, 1H), 3.48(m,
2H), 2.55(s, 3H), 2.46(s, 3H), 2.22(m, 3H); "C-NMR & 175.0, 171.6, 153.6,
152.1, 143.3, 136.9, 128.0, 125.6, 125.3, 124.5, 123.9, 120.2, 120.0, 119.7, 60.1,
53.3,22.3,20.3, 12.4.

2,5,6- = F LI I -4 2 PR 1) o) 5%

LSzt A AL, 15 2,5,6-= H LG 0§ -4- 2 B2 A
S C

T2 7 i T2k 2--3,4,5-= LR S % 5,6,7-= W1 &
I i ] -4 2L

W TZHRE 7 i, 2-i-3,4,5- = HIILE R GEId Suzuki et al, Bull.

Chem. Soc. Jpn., 1971, 44, 2871 RIB K F7vEfI#) A 2-F2 KK L8 s Vi 2]

14
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2-[2-( W ) A KL ]-3,45- = IR OR WG, 5l B K A 15

7-MeDMXAA, % 68% .

T2 T
0
COOH COOH
—- — L
| 0 o
00 o1 COOH o0 COOH

(a) 2- K 2. H/Cu/TDA-1 (b) H,SO,
2-[2-CR M EH IR IE)-3, 4, S-= R EE (200 H7HI4%

2-fil-3.4,5-= LK (2.41g, 8.3mmol)¥% T- KOH ¥R (KOH 536mg,
9.6mmol; 7K Sml). ¥ 100°C Il =45, 1521 [EAALE 100°C L5 T4 12h,
BT EE . &8 Na(284mg, 12.3mmol)i T HF 100ml, JnA 2-F2FEoK
LPE(1.27g, 8.35mmol), WK, IRIGLE 100°CIL2F T4 12h, #38K
TANER . KL TR T 15ml B K AR (DMSOD, FEINA = [2-(2-
H Ak 25800 O R H(TDA-1, 1.0ml). IR ARAETCK ST N =I5 .
N CuCl(350mg) T 2-fill-3,4,5- = HI LR PR AR R, O NRAE 85°C ik
SV dhe AHEHIR )G, IRA W NaOH ¥ (NaOH 200mg; H,O 100ml)
Mike, AEEdE Lk ug, SRS IN SRR 2 pH 2-3. WAAIUEMKEE. +
BeiG, 32K (2.3g, 73%). FmATTE—2alith, ATRLEEH T T 3K
W

5,6,7-— FIFLIGIEE-4- 278 (21) 145

R 20 1Ry AK(2.36g, 6.23mmol) II AT H:H B R (KRB IR 55

mL, /K 20mL) ', 90°C ¥ 30 min, A0, 1 200 mL VKK FiRE,
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AIEARNTH, U8, K¥E, T, H BtOAc/MeOH H4h ki, 51 it [f 44
(1.9 g, 88%): Mp (EtOAc/MeOH) 265-267 °C; 'H-NMR [(CD5),SO] & 12.63
(brs, 1H, -COOH), 8.09 (dd, J = 7.9, 1.6 Hz, H1), 7.90 (s, HS), 7.78 (dd, ] = 7.2,
1.5, H3), 7.40 (dd, T = 7.6, 7.6 Hz, H2), 3.97 (s, 2H, -CH,), 2.43 (s, 3H, -CHs),
2.40 (s, 3H, -CHs), 2.33 (s, 3H, -CHs).
S D

M 24k 8 i i) 120t 3-VR-2- FH R i 4% 5,6,8-— FH JE I I -4-
LR
T2k 8

7 e
=48 =

COOH

(@) 2, 3, 5-=FFEAXM/Cu/TDA-1 (b) H,SO, (c) CH,(COOEt),/Pd (d) NaOH
3-1R-2-(2,3,5- = BRI R R (23) M4
USR] A, DL 3-3R-2-IE FRR R 2,3,5- = HH RE 2R 1) Ay e 4 JEURL ISR
dhs A 70% .
4-33-5,6,8- — HIIERGIE (24 [¥1ifl#%
s 23 Wisidiifl A HSIRAEES, 1SRtk feE 85%: mp

(EtOAc/MeOH) 230-231°C; 'H-NMR [(CD;).S0] & 8.12 (s. 1 H), 8.06 (dd, J =

16
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7.9,1,7Hz, 1 H), 7.79 (dd, J= 7.3, 1.6 Hz, 1 H), 7.42 (dd, J = 7.6, 7.6 Hz, 1 H),
3.98 (s, 3 H), 2.49 (s, 3 H), 2.48 (s, 3 H); "C-NMR § 171.6, 153.6, 152.1, 143.3,
136.9, 128.0, 125.6, 125.3, 124.5, 123.9, 120.2, 120.0, 119.7, 20.3, 19.4, 19.0.

5,6,8- = HIILNGINi-4- 2./ 2 Fs (25) IHI4%

Kty 24(2.3 g, 7.25 mmol), 1,3--(2,6- 5 A KI5 S ALK M (Tpr. HCL,
60 mg, 0.15 mmol, 2 mol%), Pd(OAc), (35 mg, 2 mol%), Cs,CO,(4.7 g, 14.5
mmol), N -l " ZME(1.16 g, 7.25 mmol), MIA 20ml FEINIR, 80°C Nk
24h, AEIEER, H 100ml L1 CEARRE . b jE i B A AT, BRI
Wi, B EtOAc/MeOH I &5 4h 19 2 ik 2% (4 (4 44 25 (1.8g, 85%): mp
(EtOAc/MeOH) 209-211 °C; "H-NMR [(CD5),SO] & 8.12 (s. 1 H), 8.06 (dd, J =
7.9,1,7Hz, 1 H), 7.79 (, dd, J=7.3, 1.6 Hz, 1 H), 7.42 (dd, J=7.6, 7.6 Hz, 1 H),
3.98 (s, 2 H), 2.49 (s, 3 H), 2.48 (s, 3 H), 2.44 (s, 3 H), 2.21 (m, 3 H); "C-NMR
8 175.0, 171.6, 153.6, 152.1, 143.3, 136.9, 128.0, 125.6, 125.3, 124.5, 123.9,
120.2, 120.0, 119.7, 60.5, 53.3, 20.3, 21.0, 12.4.

5,6,8- = 1 EL G i -4 2 1R

LSzt A AL, 15 5,6,8-= H L M5 I §id-4- 2 B2 A
St E

M HERAE 1 g 3t Bon, XM &9 B bomis .

0B A i w5 25 RS R n R o DR R VA

yilE 38 5 MR A\ Mason Research Inc.3k4g, FFd: il S5 AR
T A UL IR IS BRI SR o B AL AV T 30 KR S A T 1 i
BEAN, AEN L5 55X BT B K2 R RVl N, B FlEg D

17
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24N GHEFN 3 ) Farme, RRecmA A 5 R o0 —d4 i3 7. i
1B AAIE S DMXAA 58 138

= 1l

NO R OD s
1 H 30 ++

2 2-CH; 25 ++

3 7-CH; 30 ++

4 8-CH; 30 ++

OD ="} 70/ T 38 5 i) dee /DA, 3 AR s I P A 5] e K 24
W LUERIS ST .+ =>90% SRR SR AL .

R AR BRIl SN IO 2T K, TR
SR, TR IS L LA AT 20 ) S e B

AR RS T RO A G R L 2527 ErT sz i) AR 2
Yy, JCECE ARG T R e iE TR T I 2540
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A E KB
Ll 5,6- OB IEN-4- LRRINIT A, LRI (1) 2or:

iR, RANTE 1L 20 30 7. 8 HAALE Bz nsmiA m R,
WM EELe L, X2, CF;, CN, NO,, NH,, CH,COOH, OR,, OH, NHSO,R,,
SR,, CH2CONHR, &, NHR,; ' R, REALHESEIE, 507 OH, NH,, OCH;
(R EERE I

2. MHEACMZER 1 k) 5,6- - ARG M N-4- ZIRIMAT/EY), AR
FET AR BB EIRIPIAN R Je414675 4 -CH=CH-CH=CH- %t 141, HI
KT B B IR R R BRI

3. ARHEAURIZER 1 Tk ) 5,6-— RN IE-4- PRI ATEY), AR
1E1: R IRTAE N 2,5,6- — I EERG Wi -4- Z R i &, a5yt

4, FRPEBCRESR 1 BTk i 5,6- - EENS NG E-4- ZFR AT AN, HARAE
ET: FRIRTAEY Ny 5,6,7-— H NG E-4- £ FRuk sl 2, Ha5 iR F

19
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? 0
= el
O = LG
- 0 o
] o)

5. HRHEACFE SR 1 FTik iy 5,6-  FH LN NG -4- ZBR AT AY), HAFIE
fET: T mIRTEY N 5,6,8- — HIEENG i -4- £ Rl £, a5

o 0
DN
feerif oo
OH ONa

i

0 0
6 MIHACREE SR 1-5 ik (RAT & — M 5,6- — FH SERG I -4- LR AT AR

YO ds 5,6- AN ME-4- MR ALY, JLRFIEAE +, L6 ik

E?fi“ﬁ; ,jr} —
”“fi;r u,,, Aaaitﬁfgﬂ

COOR “CooH

Hrp

X ARFEH, BUEAE 5-8 AL Eef 5 i 22 15 8 DU AN 1IN T s BRI
: R, OR, X%, NO,, NR,, SR, SO,R, CF;, CN, CO,R, CONHR 5 COR, I
R B T Cog IRITIRIE] . Co RIFCIRHACIE . OH. OMe, .
Ho. B NMe,, R, fEAREEREEE, 57 OH, NH,, OCH; MIRHEEREEE .

Y fRF X z= 0 Cl, Bra¥ 1.

20
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Y RE K E 4 Cl, Brik 1o

Z AR H, gL MEREH AT TERLE 1-3 A7 HBARH) 3 e 3 ML T
BARZE: R, OR, K%, NO,, NRy, SR, SOR, CF;, CN, CO:R, CONHR, 5%
COR, M R HARTE —Fl Coo NN HEIE A Rl Cop AR A EE
41, OH. OMe,. NH,. 2 NMe,, R AURALEELcH:, 27 OH, NH,, OCH;
AR i o

7 MRIEAHER 6 iR i) 5,6- - F LGN -4- 208 AT A= ) il 2607
%, HAFAEAE T X AR 5,6-diMe. 5,6-diOMe. 5-Cl. 6- Me. 5-Cl. I} 6- OMe:
Y & Br; Y &L Z K H, 2-Me. 2- OMe. H{2-Cl.

8« MRVEAURIZELR 6 B 7 FTIA 1) 5,6- FF LG IR §-4- 2,08 (AT AL I i
ik, HEHEAET: X b 56-diMe; Y A Brs Y, 1 ZNH.

9\ ARHEAUFIER 8 TR 5,6-— FH SN E-4- 2 I8 (K1 AT A= 20 ¥ 1 4% 7
VE, JRRIEAE T AE T AT RO rh, BT R S SRk 2 2,3- - AR K
Wyok 2,3,5-— H S

10, MRPEBCHER 8 ik ¥y 5,6 H LRGN -4- Z 1R (AT A=) () 1) 4%
Jiik, HAHRHIEAE T, AR T RALRC LI SOk, T FH IR R IR D 3- 13- 2- AR Y
M2 3-UR-2-f-5- PR IR AR B 2--3,4,5- = LR TR

AR BRI SR 6 B 7 BRI 5,6- — H SERY I -4- 2 BRI AT A= 1)

WGk, HARFIEAE T, A8 TR T R Nrh, A AR R IR 5%
A BAREE 2R 1 BEOR EE 1 1.8

21
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12, MRYPSBCFIEER 6 58 7 Frid 1) 5,6- — F LRSI §d-4- 2B AT AL
WG, JRHEAE T, A6 T Rk IR N, s B AR 7514 CuCl Al
—[2-QQ-WAa A O CH L.

13, MRPGBCFIEER 6 58 7 Frid 1) 5,6-— F LRSI §d-4- 2R 14T AL I
ATk, HAPIEAE T, A8 AT R ey, B K5 Ak B
RS 22 WG B 22 (o R i

14, MRYPSBCRIEER 6 58 7 Frid 1) 5,6-— F LRSI §d-4- 2R 14T AL I
WAk, HARPIEAE T, AETIEE AR IV R B ey, AE AR 7518 5 A PR A A
AW, HKEWN 1,3--(2,6- AR FALBRM:

15. MRPGSBCFIEER 6 B8 7 Frid 1) 5,6- — F LRSI -4- 2R 14T AL I
Hlea 7718, HRFIEAE T %l v AR 1 b 3 2R i

Horp RORZRATE 1-8 [ATAT A 2RI 1 IR LA AT R i v ) s T ik
WA HURSE, WHICEER3E. K& CF; CN. NO,. NH,. CH,COOH. OR,
OH. NHSO,R. SR. CH2CONHR. NHR. OCH; B ZKIf i -N=3 [ Bt —
A S-CH=5E], R Rosbikk.

16. HRAEBOFIELR 15 FTiR K 5,6-— FF RENL I -4- 218 AT AE D IR i 4%
Jrik, HRRIEAE T, AT AL EIRPE R B AT LR IR A
-CH=CH-CH=CH-%:[1, FRIER— NI IR, B h.
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17. WRAEBOMIEER 15 Frik i) 5,6-— HI LN, i -4~ £ 92 AT A= 0 il 45
Ik, AR IEAE T % IR B FREIE A T 5,6- — LML -4- Z IR I
e

18. —Fh B AT KA M PUR R PTREE TE 29 B, e A 2aa &
I C1D mfeaPel / f &2 EvT ez iy

19. MR ZER 18 Pk () 5AT RAF U ATl M 2y i), 3
FEAEAE T PRy lsn e oy b =5 T Rals (1) e
/RN 22 RIS R SR AN b i 22 Tl 2 ) R 45 52 R 3 A R R 1

20. MREACRIZER 16 0 17 Prik i) AT RAf (U A 5T s vk 2546l
A, HRFEAE T 3850 1) e L 2% Bl s i 26 nr 5 B 71
A, WOTBOR I RI A, W rugUr . Bonls BRI BT TREGT). B
HEFN T o
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