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-~ HFARA (2)
R AR A[H & -(C=0)-0-CH,] ~ H AR Al 1 ~(
C=0)-S-C,H,] ~ me & % £[ #l 4% : -(C=0)-N(CGH;),] ~ £K
A(#H & : -CH,O0H) ~ & A £(# & : -CH-0-"CiHy) ~
A - A RE] A =—C‘3H6N(C3H7)2] AR AR ECH o
-C,H,SC,Hy) & & & A % &K £ (#l = : -0CH,CH;0- A =R K £
M) - itob W EARRA —FRXRERERER °
TamAE A4 5 M A2 sd ey &EN

)

EHX(]) 47— fAHLBEsRE=ZBFE > T
Ar, AL BA, R A A X Pl =@5 % - & — @A, ~Ar
s BRAT, T A B 3 Hm s B R A -~ Eop K ~ K A & F L%
£ : % —1@ R R, R, “R, R AR, T s 18 %1 %/ 3 b B- &
~-® % ~-R~-C(=0)0H ~-C(=0)0R ~-C(=0)SH ~-C(=0)
SR ~-C(=0)NRR’ -~ -ROH ~-ROR’” ~-RSH ~-OR ~-0H ~-SR ~
-SH ~ -NRR’ ~ -NHR - -RNR’R" ~ -RNHR’ %-RSR’ :» & #R, &
R, — F ~R, &R, — B %R, &R, — A £-0R0- ; % ¥ &R ~ R’ &
BRR" T oA 8 5 W x 3 AC 9 & 5 S Rn Al K2 K3 -

SR X)) b —aibtbhmBHEHOBEHR
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- FARA 3)
inAl o Ar, B R A 0 AR E — @R RR AW Lk A &
@ % ~-R ~-C(=0)0H ~-C(=0)OR ~-C(=0)SH ~-C(=0)SR -~
~C(=0)NRR’ ~-ROH -~ -ROR’ ~ -RSH -~ -NRR’ -~ -NHR - -RNR’R
" -~ -RNHR’ #%-RSR’ : &% #R, &R, — B £-0RO- -

EHA() Lo Pws—latbhmAipuse
Z nhl cAr, Ak A > U R E —@ER AR BN E XA
& - @ % ~-R ~-C(=0)0H ~-C(=0)0R ~-C(=0)SH ~-C(=0)
SR ~-C(=0)NRR’ ~ -ROH -~ -ROR’ -~ -RSH -~ -NRR’ - -NHR -~ -R
NR’R_ -~ -RNHR’ #-RSR’ ; % #R5 &ZR6 — B &-0R0- -

T@ﬁﬁ%%&ﬁ&A%¢ﬂmm%%%$%%%%
EHF 1-FH-3-('-2&AHE) X A-05a ~1-F &-
3-(3" - FA) L A-MB ok ~1-F£-3-(5'-=Fri7FHR)
Gkog -8 ok ~1-F £-3-(5"-F & & F A) oy £- 03 ok -
- ¥ A-3-(5'-8 F A)kdh A-6-F A-03 ok ~1-F £-3-(
5 - % F A)Dkop A-05 ok ~1-F A-3-(5'-£F &) K4 A
~6- £ -0 & ~1-F A-3-(5"'-8F £)kwh £-6- F & £- 15
o B1-F £-3-(5"-% F A)Bkwh £-5,6- % F & = £- 1
ok o

1-FA-3-(4’-Z & & A) R A-05 4 0 B1-F £-3-
(5’—:-w&gs?%)nk%gs—nélvi@mé\%ews#%&ﬂfﬁﬁﬁ:

B FRBEFALEBAR F O %K

mm
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E~BARA (D

HETHBEIHR AXPHRESAEALLELSH R ES
EERETHESYBERARE > F BTG A P
LA MEFRAEETHNRREA(H L  BR)AFTH EE
FeiagEgET (6l fB8TF- 28T =2mET - ZBEBER
BF - HERET - BEBEREBETFRRFEHRRET) FH R
s A Bt A LEFFEEROERARE (6 &
B A) TUAFAEETH BT (Hlo: HET -~ o7 8
F o4 BT S TFRAEBGET (o @ F&&ET
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o BB ETATH M A > BETREBNABERRAKLRERE
AR X PARE GRS -

NREEFEZHEBRRA AP 2LEH NG RA
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ol bbb R YR —HEBEBEaRY  BRAFANRE
S EFARANLEEAXTHAEERRIRERS —HELHF —F
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2 ~HFARHA (5)
BERPUELLESH(REBB)RR -BHETHEIZR
BHBRand  RBEYHGFE&HE:  BR-_AIL® -~ &5
Bk 42 ~ S 4 & - ek A B 49X & D&C Yellow # 10 - %k
BARAMNNERABER AN YEANGHE T X T
R R R REKRSY — L

A ABHF > HAZTHMEHE T K HPAR (&
B Ol ) mE BB EFALER  SloaliRBE > @A
HELLIRZFLBFREAK DX REH AR - £ F
AR ERERRFETURT @il #MAFT % B
PHEM Al AT THRARGEYFEAED T E L -
# A ¥ e 3 HA

AHEHGLAMN LRI A2ILEHZIBEERD
ARG AR BB EAASLB(PARS) S8 2 8l iE 1t
R BER > KA FOok s o

LA AP AL A YO Tk THE:: a5 %
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% HARA (1)

Bl vma o (5-F RARE-2-TksA) XES
A H2-Bp B FEREEATHABASCLEHE RS BAF
AHERBRA S AGE-RI-BEEA RS AN T AR
LY BEHHRLEDBENERTE-_RTRITARAWE
B AR RILWM- BRELS Y MUAARERL  REeLdhBE
AR THBERESERLEIM) - LS BB TFERBET
LA RAaALt KB REBRAME RIS (2) « 3 —F &
 PRABEABERA TR AW S 0K FHERAMAEALSAER
REFTEAAHBRIESGEHB) - 453K AFE A = &1t 5
BEovBEmUAERALTRAFENN-—CBTF ALY > T
it Hm(4) - ZAHAETUEERECLHAIORAEALELRZ LK
MR FEMAERUEZFFAETFEANNAEY TS
m(5) - RARLER 1 FPERFTH > E2REAEEH() - (3)
B AEAMTRAERSFEAALAEHE-RSE-RAEE G HE 4£2-
UJE"%E&‘FEE~%?aﬁﬁﬁ¥£ﬂﬁ—i£&é%ﬁau§&%°

I-FA-4-RE-5 kbW TREBEHAEZB 1 F AT T
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E-REF-BAAEH =X Eﬂ%4&’§2_—ﬂk%£**£M° # A

SRS B _EMACARETHETHRAE -—SHRE -
PP HBATHEBEZALERRARYRATFERTRCE © =%
o BEEHBER]I-FTA-4-K K- « o X T 4786
TRE BB X =ZBAFEALRRE®RLI-F A-4- X A-05
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ZEME-RSE-BARAAE R 2LESEH T RE—F
REH A R BASHE XU 2lEHm -
NEFTEHEARRALE - EILE D RERER
PAR ## 2 | REEAHMISERIN  LARAREHN
Al g itoth LB BRSBTS REARKR—
B ZamdY - "THRE, GEZLESEHRSLERE R E
ERBRABHERALE HVRARBEZIM&OAEZMG
(R EBEFF A REBMASEABEABLEARE) T £ AfFreireich
% A #Cancer Chemother. Rep., 1966, 50, 219 % & #R
A BREAOIRTURELESN SRR B ELREEE R - F
% B wScientific Tables, Geigy Pharmaceuticals, Ar
dley, New York, 1970, 537 - 4 % & it ¥ & & & f7 R
éfJ’E&ﬁ’]%%iﬁ-ﬂ'ﬁé?ﬂié%ﬁﬁfﬁiﬁﬁé‘Fﬁ.’.ﬂﬁ?’luﬁ
£ R EREREEREBHM(ESERER L RESE E D)
DEBRAA D TREdFEFHENRBLLE  floi
BHEESA BT > BLEE P > BLA N R A N E o 3k
FJ%kﬁﬂi%ﬁd%b%%ﬁ&é%é@*;bﬁi’5’01’1-?1"]'9(7“&
ERAERB XK DY BHEBERIREFEMMC X & H LT
TR BBENSTLLERAR ERBEREFRBRLAR
L xmboy LB BmE -
ARAEBAZE AR SIS T AER KRGS
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EBARA (9)
FREARLERERE (Flo: ol - BHRLEXLS
E&®R) gRARGBRY BEBREROEAHWITUHAERRNA B E
HBEIAEBEORLEZOGBRN - B ETRE S EAMMB
SMBRETAHS e ABXBEFTHLY - & A
TRRARKREBEELF TR EFHRIAELESLSY BRI BRARBEFRS
RAYWEBEEERE AR BRI BAYAH TR - BAERK
L L - TURAAALABIETESARBLERE  BALHER
BUARBEBERSAEARKXBIABERAYRRKRAZALAS
%c

HESHABRMS(n vitro) #H FH B R B T XA P
WA ORI A i ] GPARs( & 5 2 B8 8 & F 1b) A7 35
B mBpEIALER - Pl T A EEHE 8% ATyrode 5 &R
PR EAERBEBIEAS —REE O R ANR RE X
BHE IR RE BEREAABRLAANETREIEERKS
B 2 E - A A(in vivo) BT R HEFLELBEREF R
%0 89 3 BR Ju XL i fT o

AABE— S HMEZIT  BEED LK E G EM
ARTURRBELERAFAAGRARALAFTASGEREZEBER -
LA ABR R AN MR EINARBEANEE XK - T
Flz B EERPAB{E S TARETBRBAETA YT 22D
AR AEAEDARX  BRHREEINREAHE KB oMMB
AT B RAFAEEZRY -

T #l1
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2~ HRARHE (10)
- ¥ £-3-(5"-F R H A-2" -Tkah £)- 3] = 89 & &
(a) (- F A& B EX-2-2% &£) XA W&y & R
WhEAKBRALKO0.4220 % 2.6 E 5 H) RARLLET
B(29.6 2 % 0.2l EXE B) AN w RALH(A0E#) F &2
IO%ﬁm%%mA%%ﬂ—?&?ﬁw5ZAE’Oméﬁ
B ) RB LAY % i@ A36 65 > 45 %7554
Ai*“%%ﬁ)?°%ﬁ%%ﬁ#k$ﬁ’& BERL
SHEBE - ARBRBRABRHARALD ER - L0 ERE A
BABBYE MR E BB RITBE BROEBNKET £
B RBRYMEREABEL &K THA28.4058 (5-F &
B E-2-7% %K) X A8 > & £65.0% -
mp: 70-73° C.
MS (%), m/z: 230 (M").
IR (KBr) max: 1720, 1650 cm! (C=0).
H-NMR (CDC1,, 200 MHz): 3.86 (3H, s, -CH), 7.26-
7.32 B, m, H-3",5"), 7.40-7.65 (3H, m, H-3,4,4")
, & 8.05-8.10 (2H, m, H-2', 6').
(b) 1-F AX-3-(6"-F & % K-2" -0keh K) 05 & 8§ & &
B(5-F FL A-2-Tkoh A) XA M55 % 0 0.024 %
EBH)ENTFTEMGBIEA)F » M ATFTEH (92% 0.07%
FB)OMNARCHO.5EM AT ATAELINRER AR S

BERAE FRAABRHERAN ERIL
Bk BERAKREK RARER & KBRS

| I
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Z-~FmRH (11D ,
N BRLEBE -  BRARNEBLETRAR -FARR
-2-keg X)) XA BWTI -
HHEEZFTEENR R FR(00EA) & & KRRERF M
mANE W B BA(28.220% 0. 068K B) BN =R T R
0EAH)BERY - EFMEKR - BRRASHAE 3022 CTF
RE30 5 df » £ ZMAZRILHM- 882 (5 FLTHG
ZRAM 122 ) c RE R A MW E$ m#H2 A0 F
KB B AKXKAKOEAH) P A& LFERE - HFHAE > B X%
RAEEBARIOY BB BERMA AR  BEAAAKRE
M FREERAEAABELEL  RAEZTASETH
Bk EAY  BLERARAHT  BLERLHARSB
RABITAR BRALBRYUELRERLHEETALE &
TS TALMl-FT A-3-(5 - F &5 £-2" -y £)-
Wk o & & BAT.0% o
mp: 117-1180C.
MS (%), m/z: 332 (M").
IR (KBr),,: 1720 cm, (C=0).
H-NMR (CDC1,): 3.95 (3H, s, CH), 5.66 (2H, s,
-NCH,-), 7.02 (1H, d, J=3.5 Hz, H-3"), 7.20-1.
40 (9H. m, H-5, 6, 7, 4, % %), & 8.26 (1H, dd,
J=8.1, 1.5 Hz, H-4).

K % B2
1- F £-3-(5"-9F & % A-2" -0tk £)-6- £ 15 & & & m

Al
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2 -HARA (12)

wmEERpL(a)ed F ik BB dd4 - &,
A(5-F A B A-2-kh £)W(5.96 25 P24 EEB) » &
REAREHMIERBETHRHALI(D) FAEYGFBT HFHF4.1 2
% 0 A R48.8% t41- ¥ X-3-(5'-F & H K-2" -k K)-6-
£ 05 o o
mp: 108-109"° C.
MS (%), m/z: 350 (M,).
IR (KBr),,: 1710 cm,(C=0).
'H-NMR (DMSO-d,, 200 MHz): 3.87 (3H, s, -CHy), 5.73
(2H, s, =NCH,-), 7.18-7.37 (7H, m, H-5,3", X X)
, 7.45 (1H, d, J=3.5 Hz, H-4), 7.77 (1H, dd, J=10.
0, 1.5 Hz, C7-H), A& 8.17 (1H. dd, J=8.0, 6.3 Hz,
C4-H).

K % #3 -

1-F £-3-(5"-F A& A-2"-kwh A)-6-F A1 & &) & &
(5- F S A-2-0kwh £)4" - F £ A M(5.85 2 % 0.0

243 @) RARAMUY AR GHY  HRAXARESN T

B3 TR A F45.1%81-F A-3-(5 - F & & £-2° -

Bk o KA)-6- F % 05 =& o

mp: 102-104"° C. |

MS (%), m/z: 346 (M)

IR (KBr),,: 1720 cm!' (C=0).

'H-NMR(DMSO-d,): 2.46 (3H, s, -CHy), 3.87 (3H, s,

sl

9006068. ptd % 15 7
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2~ H9ARA (13)

-0CH,-), 5.71 (2H, s, =NCH,-), ,

7.14-7.36 (7H, m, H-5, 3’°, X %X), 7.45 (1H, d,
J=3.4 Hz, H-4); 7.59 (1H, s, H-7); % 8.10 (1H, d.
J=8.0 Hz, H-4).

T % 54
1- F £-3-(5"-F & A-2" -k £)-6-F & & 3 o &) &
A

(5-F S8 A-2-Tkwh £)4' - F R £ X A8 (6.242 %
004 M) AA AR 2R B ERALAEREY
T mA. AN K £ E50.2%M1-F A-3- (5 -F R B A
-2 -k ok K)-6- F & K 0 =& o
mp: 108-109° C
MS (%), m/z: 362 (M').
IR (KBr),.: 1710 cm' (C=0).
'H-NMR (DMSO-d;, 200 MHz): 3.85 (3H, s, -O0CH),
3.88 (3H, s, -COOCH,)), 5.71 (2H, s, =NCH,-), 6.95
(1H, d, J=8.5 Hz, H-5), 7.16 (1H, d. J=3.5 Hz,
H-3'), 7.24-7.36 (6H, m, H-7, % %), 7.40 (1H, d,
J=3.5 Hz, H-4), & 7.98 (1H, d, J=8.5 Hz, H-4).

& #HO
1-F %-3-(5"-F KA A-2"-0keh £)-5,6-2 F = & & 05

ook A A
| gl

9006068. ptd ¥ 16 B
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2~ FARHA (14)

(h-F R A-2-Tkp &) (3N, 4'-Z F R ERXRE)R
(6.24 2% +0.024 % @) AARAAMF £ U te A
L AR EmTXE E5. T2 % £ £63.8%8]l-F £-3-(5
PR B A2 -Eeh R)-5.6-3 F - £ A B ek .
mp: 190-192° C
MS (%), m/z: 376 (M).

IR (KBr),.: 1724 cm' (C=0).

'§-NMR (CDCIl,, 200 MHz): 3.93 (3H, s, -OCH)), 5.51
(2H, s, =NCH,-), 5.98 (2H, s, -OCH,0-), 6.62 (1H,
s, H-7), 6.91 (1H, d, J=3.8 Hz, H-3'), 7.18-7.32
(6H, m, H-4', ¥ £), & 7.52 (1H, s, H-4).

K % #6
1- ¥ £-3-(5"-#% £-2" -0k g £) 05 & &) & A&

H1-F K-3-(5"-F & & K-2" -k KM EN T B
BEA)DFURABLALMBER(IODEAREMNIEHAAKRFIHNHR
AT B EAMBAER c HANE RNABRTHENSR
cHAEBEDENRK (LLIEA)F  BZRAFBRERR
LA ERXBERAEAE S HEKERERARARETESE
& T A FRTIE L MI-F A-3-(5"-% A-2" -k &) 0
ok > F B BTL.TH o
mp: 202-203 ° C.

MS (%), m/z: 318 (M").
IR (XKBr),,: 3450 cm!(-0H) and 1700 cm'(C=0).

Il“ﬁﬁl s: :1". I
i
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£ BARA (15)

IH-NMR (DMSO-d;, 200 MHz): 5.76 (2H, s, =NCH,-), 7.
20 (1H, d, J=3.5 Hz, H-3’ ), T7.26-7.35 (6H, m, H-5,
¥ #£), 7.38 (1H, d, J=3.5 Hz, H-4"), T7.49 (1H, t,
J=8.2 Hz, H-6), 7.80 (1H, dd, J=8.2, 1.5 Hz, H-T),
% 8.15 (1H, d, J=8.1, 1.5 Hz, H-4).

TR pT
1- F A-3-(0" -#% #%-2"-0keh K)-6- & M5 =& 89 & A&

# Al-F A-3-(5"-F &% A-2" -k &)-6- F 05 =&
(112 % > 0.32E B @) ARt > RET M6 F Amds
S Hm A RETABATOE £ t91- T A-3-(5" -5 £-2 -
oo A )-6- A 05 % » & £65% o
mp: 252-253° C.

MS (%), m/z: 336 (M').

IR (KBr),,: 3450 cm!(-0H) and 1690 cm'(C=0).
'H-NMR (DMSO-d,, 200 MHz): 5.72 (2H, s, =NCH,-), 7.
21 (1H, d, J=3.5 Hz, H-3), 7.23-7.33 (6H, m, H-5,
¥ #£), 7.39 (1H, d, J=3.5 Hz, H-4), 7.79 (1H, dd,
J=9.8, 1.8 Hz, H-7), & 8.17 (1H, dd, J=8.5, 5.3
Hz, H-4).

% 5% 58 :
- % A-3-(5 - #% £-2" -Ukwh £)-6- F & B = 4 & &
BRAI-F A -3-(5'-F B A-2 -Tkoh £)-6- F & 03

9006068 . ptd % 18 R
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A~ HFARA (16) .
(112 % " 0.32EE @) AREHY » KERT HEH6F AT A
5 B AR ET A FI5E Lyl F K-3-(57 - & A2
Bk K)-6-F K5l - F F89% -

mp: 201-202° C

MS (%), m/z: 332 (MY).

IR (KBr),,. : 3450 cm'(-0H), 1700 cm!'(C=0).

'H-NMR (DMSO-d,, 200 MHz): 2.46 (3H, s, -CH;), 5.70
(2H, s, =NCH,-), 7.16(1H, d, J=3.5 Hz, H-3’),
7.23-7.33 (6H, m, H-5, X %), 7.38 (IH, d, J=3.5
Hz, H-4), 7.61 (1H, d, J=1.4 Hz, H-7), A 8.00
(1H, d, J=8.2 Hz, H-4).

& #% B9

1-F A-3-(5"-% %-2"-Dkwl K)-6-F & & 09 = & & &
R 1I-F A-3-(5"-F &% K-2" -k A)-6-F KA

k(116 % % *0.32FE X R) A R EH > KREF ®EHO F A

RS EmAAE TN S88. 1458 1-FTA£-3-(5"-%

E-2" -k K)-6-F F A Mk > F RTT. 3% -

mp: 222-223° C. |

MS (%), m/z: 348 (M")

IR (KBr),,: 3450 c¢m'(-0H) and 1710 cm'(C=0)

'H-NMR (DMSO-d,, 200 MHz): 3.84 (3H, s, -OCH,),

5.70 (2H, s, =NCH,-), 6.95 (1H, dd, J=8.3, 1.8 Hz,

H-3’), 7.12 (1H, d, J=3.4 Hz, H-3), T7.25-7.38 (TH,

&
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1293027

B gFARA (11
m, H-7,4, % %), & 7.98 (1H, d, J=8.3 Hz, H-4).

K A0
1-F £-3-(5"-#% %-2" -0k £)-5,6-2 F = & K05 4 &
o

# AI-F A-3-(5"-F & & A-2"-BKkH £)-5,6-%F
R A (120 % P 0.32EEBR)AREY > KERT®
BI6 P AT B B ok R EET LK A88.1E L1 F &3
(5" - % %-2" -tk £)-5,6-% F — A A0 % - F F£T75.5%

mp: 291-292° C.

MS (%), m/z: 362 (M")

IR (KBr),, : 3479 cm! (-OH) and 1720 cm' (C=0)
IH-NMR (DMSO-d;, 200 MHz): 5.62 (2H, s, =NCH,-), 6.
11 (2H, s, -O0CH,0-), 7.09 (1H, d, J=3.6, H-3"),
20-7.36 (7H, m, H-7, 4, %X %), &K T7.43 (1H, s,
H-4).

AR
1-F £-3-(5"-8£ 7 £-2" -0k=f &) 05 & & & A&

L A BEKAILSGS(88.8E X 0.83FHEA)RARME
(60 £ 1.6 X B)ENEKwm KH(20ZF ) F
WA Bl R4S o 4 FE88.0%E - F A-3
~(5’-F f B A-2" -0k A)05[2(0.27TF X &) & N30 EF

‘-
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WEK G A RGERNIOE2 CX T AEMALSE
A i%A#héii&iJnﬁLo,Lﬁfl\B%@ﬁuu o B AR K
TRXRAERE N RRBR TR EITwabeg @B REATHFER
B - .ﬁ.m.-in-?fi#m%%@% o B R IR 4 ES0E H -
BEE AR AEBRARD E R - -:»tz‘i’i%n&%&ﬁﬁ%
PREREBEME(B-RX)&SALT UAHFHT0E L &H1-F £-3-
(5" -#& F K-2" -Dkoh K)M5 =& » F F B8TY -

mp: 108-109"° C.

MS (%), m/z: 304 (M").

IR (KBr),,: 3350 cm! (-OH).

'H-NMR (DMSO-d;, 200 MHz): 4.51 (2H, d, J=5.5 Hz,
-CH,0-), 5.31 (1H, t, J=5.5 Hz, -0H), 5.70 (2H, s,
=NCH,-), 6.48 (1H, d, J=3.4 Hz, H-4"), 6.97 (lH,
d, J=3.4 Hz, H-3"), T7.21-7.31 (6H, m, H-5, X %)
, 7.45 (1H, t, J=8.2 Hz, H-6), 7.75 (1H, dd, =8.2,
1.8 Hz, H-7), & 8.12 (1H. dd, J=8.2. 1.0 Hz. C4-H
N ,_

£ 112 ¢
-F A-3-(5"-5 F A-2" -k A)-6- R E & &S K
A1I-F A-3-(5"-F A5 A-2"-0kag £)-6- R 05 =4
(93 % " 0.2TEE B)AREY > RETXT KLl FrAiEs
S B A RETAEATS.0E £ l-F A-3-(5"-57 %

-2" -Bkwg A)-6- F M54 - FE £88.0% o

: ' A2 TN
g [
i
bl e .
1| ,i |
d
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mp: 110-112° C.

MS (%), m/z; 322 (M').

IR (KBr),, : 3450 cm, (-OH).
1H-NMR (DMSO-d;, 200 MHz): 4.49 (2H, br, -CH,0-),
5.45 (1H, br, -OH), 5.88 (1H, s, =NCH,-), 6.48
(1H, d, J=3.2 Hz, H-4"), 6.98 (l1H, d, J=3.2 Hz,
H-3’), 7.10-7.18 (1H, m, H-7), 7.24-7.36 (5H, m,
X %-H), 7.70 (1H, dd, J=10.0, 2.0 Hz, C5-H), X
8.15 (1H, dd, J=8.5, 5.1 Hz, H-4).

£ % #13

1-F A-3-(5"-5 F £-2" -0k £)-6- F A 05 & &9 & &
% Al-F £-3-(5"-F & 5% £-2" -0k £)-6- F & 15

#(92F % ' 0.2TE XX A)AREY  REX KA1 F A

S B A RETUAEFT4.02 £ 91-F £-3-(b"-87F

E-2" -kl K)-6-F K05 =& » F KBy -

mp: 112-114° C.

MS (%), m/z: 318 (M"). |

IR (KBr),,: 3400 cm?® (-0H).

I{-NMR (DMSO-d,, 200 MHz): 2.44 (3H, s, -CH;), 4.50

(2H, d. J=5.2 Hz, -CH,0-), 5.30 (1H, br, -OH),

5.64 (2H, s, =NCH,-), 6.45 (1H, d, J=3.3 Hz, -4’),

6.07 (1H, d, J=3.3 Hz, H-3’), 7.08 (1H, dd, J=8.3,

1.0 Hz, H-5), 7.19-7.36 (5H, m, % %£-H), 7.57 (1H,

B 18

9006068. ptd ¥ 22 B




1293027

-~ FARHA (20)
d, J=1.0 Hz, H-7), & 7.98 (1H, dd, J=8.3, 1.0 Hz,
H-4).

£ 56 14 ¢ _

1-F #%-3-(5"-% F £-2" -k X)-6-F & & 03] & & & A&
B R1I-F A-3-(5'-F A B A-2 -kop £)-6-F & £

Bk (96E % " 0.2TEEB) AR RETHEHLL ¥ 57

MW EAw R ET KBS0 L yl-FA-3-(5-%F

E-2" -kl X)-6-F K A5k » F £90.0% -

mp: 109-110° C

MS (%), m/z: 334 (M').

IR (KBr),,: 3300-3400 cm' (-OH).

IH-NMR (CDCl,, 200 MHz): 1.90 (1H, br, -OH), 3.80

(3H, s, -CH,), 4.74 (2H, d, J=4.9 Hz, -CH,0-), 5.59

(2H, s, =NCH,-), 6.47 (1H, d, J=3.2 Hz, H-4"),

6.59 (1H, d, J=2.0 Hz, H-7), 6.84 (1H, d, J=3.2,

1.0 Hz, H-3"), 6.88 (1H, dd, J=8.5, 1.5 Hz, H-5),

7.17-7.31 (5H, m, X £-H), & 7.91 (1H, d. J=8.5

Hz, H-4). |

% 15 ¢
1-F £-3-(5"-% F £-2"-0kwh X)-5,6-8 F = & A 05 =
& A R

# RAl-F A-3-(5"-F &% %-2" -0k X)-5,6-2 F

[
b ) \ ] b
\ '
j ) y OTLY )
g »
l‘ ) 4 ) I.
! 'y ) i 10
N L 1| 4 \ N
| 1 Y
\ h
o o] LIS J )
; N 12k
! f ' | b
v
o ) 10 Y I | ! {
l | I Y % | ] *
3 x 'l 14 N )
M ) ! U ek
N 0 N B B
8 1 S
l " [} 1*
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—R AE2(101E % 0.2TEEB)AREY » REL K
BI11 & A8 5 B ho BA R ST A 4984.5 & £ &y1-F &
-3-(5'-8 ¥ #A-2" -k X)-5,6-% F —f A5k & &
90% -

mp: 122-123° C.

MS (%), m/z: 348 (M').

IR (KBr), : 3387 cm! (-OH).

If-NMR (CDCl,): 2.05 (1H, br, -OH), 4.71 (2H, s,
-CH,0-), 5.53 (2H, s, =NCH,-), 5.99 (2H, s, -OCH,
0-), 6.43 (1H, d, J=3.3 Hz, H-4"), 6.61 (lH, s,
H-7), 6.76 (1H, d, J=3.3 Hz, H-3'), & 7.20-7.31
(6H, m, H-4, % £).

T % #16 -
1-F %£-3-(5"-F & A F K-2"-DBkwh &) I & &4 & &
»-10x2° CxF » £1-F £-3-(3" -5 F A-2"-IR %
A)B (0. 224 % 0.6 EEB) AR _RFHRGEA) W
BERTRALO MY =KW/ —RKFRBER(.5EH) >
BERNLBEITRERIFL )T - B EF AT EGE
) #EHEHEL NG BABREREANAKXTREERE
RARAHNA R THRER  BEANAARAEARAHRE T
Fo 0 BB B KB BRSEELBL KREBAEBR  &L&aF8
B#H E(wB-X)&iT FH0.12Lel-F %5-3-(5
FRAFA-2 -Thag A)05[ 2k - 2 F B50.0% -

|
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MS (%), m/z: 318 (M').

IR (KBr),. : 1610 cm! (C-0).
'H-NMR (CDC1,, 200 MHz): 3.45 (3H, s, -CH,0CH;),
4.56 (3H, s, -CH,0CH,), 5.29 (2H, s, =NCH,-), 6.52
(1H, d, J=3.3 Hz, H-4"), 6.91 (1H, d, J=3.3 Hz,
H-3"), 7.18-7.36 (8H, m, H-5,6,7, %), &K 8.12
(1H, dd, J=8.1, 1.1 Hz, H-4).

T wpI1T

1- F X-3-(5"- = F B A F K-2"-Bkeg &K)- 05 =& 8§ & &
#»-102 2" CxF » £1-F A-3-(5'-8F X-2" -k %

A)B k(1.0 % 3.3 X RA)EN R TFHROGIEA) @

ERFPMRAL O MY ZREWM R FRERLIEA) > &

RABRNUBEITHERRBIO S - BF WA F B

(B0 #) » AR ERMHKBER 408 > B FHERKREXR

BAKRKTHEERE - ER-_RFRERZIRASER - #

AARBERERB Y > BBEKABRELRE > HE

BARTHAARY S FRAENME(BB-X) BT

XA E0.16A % l-F A-3-(5"-=F A 7 A-2" -k

A)ug ek » F R A39.0% -

MS (%), m/z: 359 (M').

IR (KBr),,: 1350 cm® (C-N).

If-NMR (CDCl,, 200 MHz): 1.16 (6H, t, J=7.1 Hz,

-N(CH,CH,),), 2.63 (4H, q, J=7.1 Hz, -N(CH,CH,),),

1 U
) . UL l- LI 'I \
y In |I [
Y
' . " N ' 1 l'l
3 " "
! eyt 1
AI 1 g
Y | Il et
U ! ' '. l]l
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3.86 (2H, s, -CH,N-), 5.64 (2H, s, =NCH,-), 6.37
(1H, d, J=3.3 Hz, H-4’), 6.87 (1H, d, J=3.3 Hz,
H-3"), 7.10-7.40 (8H, m, H-5,6,7, ¥4), & 8.10
(1, d, J=8.2 Hz, H-4).

£ 2% 518 ¢
1-F £-3-(4"-T &% KX XKk 8y & R

(a) £ & KERLEBIAR 0.64ER)BHHRT
0+ ) mm ¥y L0t 2°  CZTTFTREHAMARILXT
0% 0.43E @A) - BZARAFERBHKEI0L 27
EHEREI2)NF > BB WHEIOOLD” C3EH|HF2 D
 RBEHBEBAFHEMARKQQIOEA) P RERRE -
SR E BB BLEAEBAARKUNRIIEBEMER ALK B EAHA
Kk BEZ FPHBILE  AHREBERE KRS LN ERA
BEBL - BREYERE-CTHREBEFTELE LT AF E62.15%
tA-F A — X8 - A % 573.5% -
mp: 55-57° C

(b) m4-F A — £ M(25 2 % 0. 12T @) R A B &
(130 ) RAH FPREKRMAZ RIS 2 L) ~ K(80
EH)LARBEGE (25 FH) - RRARBERAHm#HEEIIOLD
“CH #HEINEF o HAKK (BI0OEA)XNRFLEREHZLAE AL
e - R EAXTFTEBERE > B XENOISR RILSFE
BB BEBE - ARAAHBEHELZPE 2.0 0 3 F K E RN K

F X (
v oEg (
C# &
B
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B AEAMAR  ABRYUERTHR2].IANI-XTFEE
XYH - EAEFB14.1% -

(c) H4- R F & A X7 R0 % 88.4EE&A) - F
25 HA) - H-FEXm#® (122 AARTEQCIEA) B K
R A Y B BRI2ZNEF > KA K E AR B NER KK
B EBAAKRGRKEEZFPHABLE  c  FHREMEAE KRS
IR B EEE T F22 N F4- KA FEARXTF R T
» £ % 590.5% -

(d) hd- X P H A X FH LE8(I3.T2 % 'S4 EERB)
- FHB AL 6 EA) - eEGBIEA)RNAERTEHE (1E
M AGYRS Y mEBEI2 NG BEBHNATRGL P
i S B REFTELAREY  BRERERME (
mB-X) £ TRAFHNILEAAWHI-?2E-I-(L'-TEEE
X K)ok o F R BH25.5%
mp: 95-96 ° C.

IR (KBr),,: 1710, 1620cm® (C=0).

MS (%), m/z: 356 (M').

I§-NMR (CDCl,, 200 MHz): 1.35 (3H, t, J=8.0 Hz,
~CH,CH,), 4.35 (2H, q, J= 8.0 Hz, -CH,CH), 5.78
(2H, s, =NCH,-), & 7.40-8.40 (13H, m, % % % F)

T % 619 :
SF R-3-(P - R B ARG k8 A K

.
|

i

10

) ;

X ‘|
I‘ *
) U
'l ol

b

\ b

i
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- HRARHA (25

- F A _RXEKAERTHRHALIEF #H(a) ~(b) ~(c)
B S B UARETRAKAEABEAI-XTFEHEARXTFHR(ER
cT72%) ~3-REX VP M ARXTFECLE (A% 186.3% AEK AR
25.5%81-F £-3-(3' - & % & X X) 5] & o
mp: 85-86"° C.
MS (%), m/z: 356 (M).
IR (KBr), : 1720, 1610cm?! (C=0).
'H-NMR (CDC1,, 200 MHz): 1.43 (3H, t, J=T7.0 Hz,
-CH,CH,), 4.44 (2H, q, J=7.0 Hz, -CH,CH;), 5.68
(2H, s, =NCH,-), & 7.20-8.20 (13H, m, > F % % +)

T #5120 ¢
1- F 5-3-(4" - KX X E) G 48 & &
HI-FA-3-(A’-CT A& B A X E)DGB 2 EMNI0E A 7 8

PR 8 B R P o A B R G SRR (0.56 » % & N20 & H# XK
F) o £ 3B fu P8R 6'bﬂ%4§ WP EABEBR o ATAF R
B E R MK BEBEIL RNAKRKBFALHHE PR BERBILKRS
R B REHLTUREHN0.8TAHMI-F X-3- (- A X
%) mgl ek > &F K A94.5% -

mp: 205-207° C.

MS (%), m/z: 328 (M").
IR (KBr),,: 3500-3300 cm'(OH) & 1700 cm! (C=0).
'H-NMR (DMSO-d®, 200 MHz): 5.77 (2H, s, =NCH,-), T.

9006068 ptd % 28 R
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20-8.20 (13H, m, % &% % ¥), & 13,0 (1H, br, -OH
).

T HI21
1-F X-3-(3-£# K )Ugl“iéﬁ )53

1-F %-3—(3—2.‘?‘#;’23.%;)“3["% (0.49 2 5% »0.11
EEA) 'ﬁiﬁﬁ'ﬁﬁf?‘]ﬂ)‘Pﬁﬁ'iﬂiéﬁ&%ﬁvuﬁﬂﬂ'uﬁﬁ
0.83 2 % #9l1-F £-3-(3'-x KX XKE)j3l % & £90.2%
mp: 190-192° C.
MS (%), m/z: 328 (M').
IR (KBr),, : 3500-3300 cm' (-OH) & 1700 cm?® (C=0).
'H-NMR (DMSO-dy,, 200 MHz): 5.76 (2H, s, =NCH,-), &
7.20-8.20 (13H, m, #$ F % % F).

?5@@']223
%3(4—;&? ")ﬂs'lvuﬁAﬁk

FTEA-3-(4’-T A& B XX HK) 0 £0. 4’\3@’12%
ﬁﬁ)ﬁi%ﬁﬁ‘%’;{ilz?Fﬁi%%%ﬁauﬁﬁﬂu\ﬁ $0.24
ARMI-FE-3-(4'-8F EAXE)BE 4 & F67.2% -
mp: 110-112"° C. '
MS (%), m/z: 314 (MY).
IR (KBr),, : 3300-2500 cm?® (OH).
'H-NMR (DMSO-d;, 200 MHz): 4.58 (2H, d, J=5.8 Hz,

9006068. ptd % 929 F
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-CH,0-), 5.31 (1H, t, J=5.2 Hz, -OH), 5.73 (2H, s,
=NCH,-), & 7.20-8.20 (13H, m, % %% % F).

5% 523 ¢ |

1- F 5-3-(3 -5 7 X X K) B 48 4 R
1-F4-3-’-zap A XA £(0.42%x 1.2 %

EBR)ORBETHEAI2 P At F B R ETRHEFO. 22

AELBI-F A-3-(3 -5 F AKX E) B2 > & £64.1%

mp: 98-99 ° C.

MS (%), m/z: 314 (M).

IR (KBr),,: 3300-2500 cm! (OH).

I§-NMR (DMSO-d,, 200 MHz): 4.78 (2H, s, -CH,0-), 5.

65 (2H, s, =NCH,-), & 7.20-8.20

(13H, m, % & % % F).

£ 3 124 ¢ |
- ¥ A-3-(5"-F {3 £-2 -Dkop £)ME = £[3,2-c]mH %
B A A |

(a) (5-F R B A-2-Tkwh £)2° -Eo £ 8w A &K

B OR2-MEw i A £(30.52 % 0 0.21 £ @) -~ 2-Bkh B
PEE(242 % 0,192 B) X R & K= RIK(0.42 2 % >
2.6 EER)RBEERBAL PHEH T B ARET REF
28. TN fL eh(5-F R B A-2-Thog £)2° -Eo £ 8 » & %

63.8% -
i |
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mp: 103-106" C. ,

MS (%), m/z: 236 (M).

IR (KBr),,: 1720, 1620cm?® (C=0).

IH-NMR (CDC1,, 200 MHz): 3.98 (3H, s, -CH),
7.22-7.31 (2H, m, H-3,4), 7.41 (1H, d, J=3.5 Hz,
H-4"), 7.76 (IH, d, J=3.5 Hz, H-3’), A 8.36 (IH,
d, J=4.5 Hz, H-5).

(b) 1-F X-3-(6"-F & % H-2" -k X)Enp K
[3,2-c] 13 ok t4 & A&

% R(5-F R A-2-0kwh £)2"-mERB A WG.TA X >
0.024 ¥ B) ARt dh » REX KA FAHAEWGA R F &R
RAETUARAL. 2N 581-F £-3-(6"-F S5 £-2"-1%
g ) BEw K([3,2-c]ig=k > F F14. 8% -
mp: 142-143° C.

MS (%), m/z: 338 (M').

IR (KBr),.: 1720 cm® (C=0).

IH-NMR (DMSO-d;, 200 MHz): 3.85 (3H, s, -CH;), 5.62
(2H, s, =NCH,-), 6.92 (1H, d, J=3.5 Hz, H-3"),

7.24 (1H, d, J= 4.8 Hz, H-6), 7.26-7.35 (5H, m, X
#£-H), 7.43 (1H, d, J=3.5 Hz, H-4"), & 7.77 (1H,
dd, J=4.8, 1.5 Hz, H-5).

£ % #5125 °

1 ! rF A oLy |
LB A

T i) 4

I CAll .‘:‘. |
el A0 I L

|:" Iy X ' F' (

e it A ) )
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- F A-3-(5' -8B A-2" -k A) Ew A[3,2-c] 1 & &
A B

1-F £-3-(5'-F Q& A-2" -Tkah £) B £[3,2-c]
B ok (108 % % 0.32 % % @) KB K % 56 F 7 & &9 5 B o
R E T F83.3 A el-F A-3-(5-#u K-2" -0
o A)MEw A[3,2-c] 8 & » & £80.3% -
mp: 221-224"° C.
MS (%), m/z: 324 (MY).
IR (KBr),,: 3500 cm! (-0H), 1720 cm' (C=0).
'H-NMR (DMSO-d;, 200 MHz): 5.62 (2H, s, =NCH,-), 6.
90 (1H, d, J=3.5 Hz, H-3"), 7.26 (1H, d, J=4.8 Hz,
H-6), 7.25-7.35 (6H, m, H-4", % %), & 7.78 (I1H,
d, J=4.8 Hz, C5H-H).

T i 1526 -
1-F A-3-(5"-5#F £-2"-k+% ) Eay £ [3,2-c] 0 & &
e R

I-F £-3-(5"- F A& A-2' -k e &) B £[3,2-c]
B ok (90 % » 0.27TEZE B)KRBEEHHLL F AR 8 $ B Ao
R E T A F63.40 R l-FEX-3-(b'-58F K-2" -8k
o A)MEw £[3,2-c]m3 ¢ » & £69.3% -
mp: 103-104"° C.
MS (%), m/z: 310 (M").
IR (KBr),, : 3360 cm! (-0H).

9006068. ptd % 32 B
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'H-NMR (DMSO-d;, 200 MHz): 4.46 (2H,,d, J=5.3 Hz,
. _CH,0-), 5.27 (1H, t, J=5.3 Hz, -OH), 5.55 (2H, s,
_NCH2-), 6.43 (1H, d, J=3.2 Hz, H-4"), 6.64 (1H,
d, J=3.2 Hz, H-3'), 7.20 (1H, d, J=4.8 Hz, H-6),
7.27-7.35 (5H, m, % %-H), & 7.72 (1H. d, J=4.8
Hz, H-5).

% H127 ¢

E# % %PARs S B /) RBER N XIS Y& i E

Ml A _ANHBTRGHNAT S %
AT L R FERTyrode Z R MR AEAKERZFEA
» Br. J. Pharm., 1995, 116: 1973-1978 ¥ #f it ¢4 & *
o A B 4 o TyrodeE R &9 & M F(mM) © £ 164 (136.8
) -~ f.447KC1 (2.8) ~ s Bk &4 (11.9) ~ RKABLE(1.1) »
Bk = B 4(0.33) c £ (1LOREFHHRL2) - &
MR BEFER T O AL DR KB £Coulter Counter(Model ZM
YW B 2 FTHEEXE SR £ A4.5x10048 /b 4k - & — 18 & A
Ry AbMAMAZE L EHa MNRBERTY » 8B F £37
OCTFTHEH(EH»4#12008) BB P A3 8 RELR
AR B RZEIWPARS s bR REHAAE AN LXK
BRERAETHERALTERMEE - N ABRLEE#K b5 4
M E PR GBEREZE - # ATeng ¥ A #Biochem.
Biophys. Acta., 1987, 924: 375-382 ¥ Af #& ik & ¥ % 3
IREREBEE”K -
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% HRRH G

Z 9% ) 1-26 F ® 4 b it HmeERRAETHESHEER
T o 1-F &

l’f-]uaﬁ“zT %#F%J o R B EEM o BB M
-3-(5’ -G P 3 EH BT E R

E)Ok o K-k B AR
JE—HL*'1&—94b%%(f§l}ﬁﬂ:l—¥£\—3—(5 ~ 2 F OA-2 -k &)
~ 1| ek ) E B4 By E M o R B -

5 W 0 1-F £A-3-(3 -C A
A X A)BE % B AE -kl M BE m b — 2 H it A B ()
4o -

1- ¥ £-3-(4"-58 97 & X
—mEHEAETHBER
R FARTFLEE
£t BB E % B

ok JE R B AT KR LR R A E S

HA
H AL B E it BAERENBERERAOHE TR R
W EERBHEAEEFEH YA

aasNnN AR HBFF

i A B

A)Bl ) BE HH +REHFHLE - A

it A o N H b JE & BPARS W
£ - °

a
7
g_/

pY

A

r‘?";‘

z TH A A MKE BE
R RABA e B H4BEBETWKHT
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W PXEARE (BAXLER FOlE LIRS I BT LERAGANARSERA
BERany)

ABRAGAMNA —HELAPPUAILEDIBELRD
ARG BB ZFEABEAAFAHOLIHBPARS ) HF X g F 1L
ARG ER RRELEMPMLbdh  HibdD
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