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) 6-Q-—HEE-LEFTHE)-1,3-= Eﬁ%&% 5,9- Z & F&-FKH[c)H-7-HA,
) 6-Q-—HEHE- LHEHE)-5,9- Z B F=-Ei ([ 1,2-2)3E-7-F,
k) 6-Q-Z R EE-LEFTE)-1,3- "8 L%-59- — A Z-Bi H[5.6-¢]%7-7-
15 i,
1) 6-(2-— R & - ZHEFHE)-3-FEEE-5,10- ZF Jx-FK I [c] 4 -7-,
m) 6-(2- — & H- L EH)-3-585-5,10- Z F I K FH [ -7-H,
n) 3-FH-6-(2-M G - 1-25- Z B H)-5,10- TR 2x-2E -] 5 -7- M,
0) 6-Q-ZHEH-ZHEEFH)-3- B E4- B HE-510- Z B Ze-F I [c]F-7-
20 B,
p) 3- A FE-4-F H-6-(2-ML A& fE-1-F5- Z B E H)-5,10- ZH 4&-F 3 [c]
;- 1-H,
q) 3-F2F-4-FIH-6-(2-MErG k- 1- - ZFEFH)-5,10- ZF - K[ -
7-H,
25 r) 3-FR S E-6-2-ME M t- 1-H- L EE R E)-5,9- Z R I=-F H [c]47-7-H,
s) 3- N H-6-(2-F R - LEEHE)-5,9- R Fe-F (] 4 -7-1H,
t) 3- B S HE-6-(4- F - RN 1-2)-5,9- Z R F- 2 H (] 27 -7-H0,
u) 352 HE-6-(2-ML M fe- 1- - ZHEEH)-5,9- R k- H )4 -7-H,
v) 3-F255-6-(2-NGIHk-4-H- ZEEH)-5,9- ZHI-EK I [c)F-7-H,
30 w) 6-[2- R E-LH) RE-FE]3-FRE-59- R R-FHH ()5 -7-

14
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A,
X) 6-(2- — R E-LHE)-3- 32 H-5,9- “FHR-F I [c]51-7-8,
y) 6-2-“HREE-LERE)3-FHEE-9-FE-5,10- ZF - F I [c]F-
7-H
5 z) 6,11-—-2-—HEE-ZEETR)-3-FEHHE-5,10- “ A Z-FH[c]F-7-
aa) 11-3-Z“HREE-22-“RE-RERE)-6-Q- —FaRE-ZETE)-3-
FHE FE-5,10- B 42K HH (] 47-7-HH,
bb) 11-(3- ZH&E FE-2,2- " RE-FEFE)-6-Q- _HFEE-LEFTHK)-3-
10 FEFE-4-FHE-510- B &-FEH[c]%-7-H,
cc) 6-Q2-“HEE-LERE)3-FE-9-FHE-5,10- ZF/ I&-F ¥ ([c]F7-7-
dd) 6-2- “FHFEE-ZHETE)3-FE-8-FHE-59- R &-FKH[])F-7-
i,
15 ee) 11-(3- “HEE-2,2- “HE-WEEE)-6-Q- _FHEAE-LETE)-3-
FRFE-4-FFHE-5,10- B AR-FKH ] 5 -7-H,
ff) 6-Q-Z R E-LERH)-3-FBE-5,9- “ R &-FH[c177-7-Hif5,
gg) 6-(2- R EE-LERHE)-3-BE-59-ZRI=-FEH[c)Z-7-8] O-HF
- F0
20 hh) 6-Q2- — & E-ZETE)-3-BHE4-FHHE-59- “FIx-FKH[c]F-7-
B O-FE&-f5,
RIFEBARBAH—FRENS U EDWT:
a) 6-2-— R E-ZEFH)-3-FEE-5,9- - F H [c]%1-7-H,
b) 6-(2-Z R E- LERFE)-3-F25-5,9- Z R A- A I [c] 71 -7-H,
25 ¢) 6-2- —HRIE-ZHFE)-5,9- & ;}&-zzsﬁ[c]%ﬂ—@ﬂ,
d) 6-(2- — R HE- ZHEFE)-3- 52 H5-5,10- Z R I&-FK H[c)F7-7-F,
e) 3-F2k-6-(2-Rhrg - 1- - LR E E)-5,10- Z & - K F [c] 57 -7-H,
) 6-2-ZHEHE-LERHE)-3-BE-4-FE-5,10- —FI=-FH[c]F-7-

30 g) 3-F2H-4-FE-6--Mn& - 1- - ZEEE)-5,10- ZF44-KH (] -

15
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7-Hd

h) 3-F22E-6-(2-ML & e - 1-25- ZHE R EE)-5,9- Z R A%-FKFH [c] % -7-H,

) 6-(2- — FEE-ZEEE)-3-FE-9-FE-5,10- — A Z&-FIH[c]H-7-
UGB

) 11-G-ZHEHE-2- —RE-RNEEE)-6-Q-—HEE-LEEE)-3-
$2HE-4-FH-5,10- B FR-EIH ) F1-7-FR .

A LB IS T B VA& AR [ Z e

—Fp i RN 2 E DRI T

HFI A, }FB. R'. R R RY RS, RO RV YMIzZE5EHEBTEXR
HE, FBXH O,

EHFEEE: A-Y-Z-NROR)BARA [VIL& P #)-Hal B [VIILE )
#J-OS(0,)R"?,

16
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HAEF A, 3 B. RI. RAL R RYFI R 5 FHEFrEXHAER; Hal K
#: HRZECI-COHME. (CI-CHMMRIE, HFTFE,
X @ FER VIR R [ VNS SR [VIT RS Y R N T E T R

6
AN

]
H
=4 g

He RS, R, YR Z 5 EHFTE XHIAEE.
FiEdH, TR T HIR AR EY):

FiE 1
A LURTE FHEM TZHE | & R#fEE, e e 7.
TEWAE 1. REPEMERIHI% .

R‘la O "
o \ CO,R" ﬂ}-{; P —&;,-
1 % BRA L 2 [. A R®
FSE|CR VN FED

(o]
[ o / . .
R 2 O ig%B 12
o} 2 "
1a .S=0
L& BB ALA T
5 —> g § —> =
ig;“}%E ﬁ;—g’%}? Rsa

TERE | PHFERENI . Hal 2X¥E. R H(CI-Co)kE,
W, 4E. WEMTE. R R*2HZ R'A R, BEEEFUHAE
& BRI ES AN RV R FIR$PH R F{RIFA R?. R Z(C1-CS)
HEMFE. C1-CHMMRREM=FF RN T EMXT-FERENRE,
R*®, R®*H R* 775 LEFrE XH R, R AR AHH; j%ﬁ%%R3
R RARFH R, EWTUBEAS SN AESSHEZRA R,

17
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1 R%. ANH, A{FiE#H R*®. RF1 R BUCHIFERRATEY. 3 A F13F B
B E X5 LR FTR R AR .
B, #AH, Z“oLRER 1 @d TEMNGEHRZTAMNEY 3: DER
HELBRETFHLEY 1, DREEZET, ELBEHT, HLBLBREEE
s BN = ZREAFAE T 40315 BB ET (Robin D. Allan and Joyce Fong, Aust. J.
Chem., Vol. 36, 58 1221-1226 T, 1983). 7] I~ TREEET 2, HEZER
T, EZBEH, EdH B IBEBENBN = ZEAERESHED
3(Binder D., Monatshefte fur Chemie,Vol. 105, 3% 179-186 11, 1974). &1
BRI EREFMHBAEY 3 M ANH, BEHLEY) 4. RNEEH
10 40°C & 160°C, fLi%kH 80 £ 110°C. BIAEMR ML R, =F F BB
R P MBI EY 4, F0E 4 36, BRIZIHABNZ 5. B
FiBrE . UBHR. UHEE. SATBAEL TR Uit 59 5.
ARNELIEREAZEBZERRMNEE, FHERKMNERN 500C & 110°C.
ik, ATLLE SRk 6, @I BB AR E, RREEL
15 F, XTHEBEBEMN =R REBRECELEY 5, ATLEEY S EEL
tho s, JUEY 5. BT RRELF DRI T B a&F
EANEN N SR RN EERNEENNEIKBEE T, FHET
TR MIREIEUNT IR, BEHRBEIR.
L5 6 I R R®, R®, R R*hy— N2 B o A &N,
20 FLLHBRERTE 160°C I in S EWH, BRREMEY. TUHEERS M
PSRRI R E. Flw, ZoRHCL-CHRERLY), 75
Z(C1-Co)ftE L4, (C3-C3)E A& 01k, (C4-CT)E ek L A1(C3-
CHMEECI1-COHE R EEFEN 6 AT, \ L2 5% &(Cl-
CHREE, FHECI-CHREE, (C3-CHEBEE, (C4-CHHEEERM
25 (C3-CT)EEEE, (C1-CS)EZEATEY
WTERRE 2 i, TTUdxREREE 6 7, BEPEME6E 75
HY-Z-NR®)R"®) (&Mf&. BEME) RN EREEZSHUEY. Y #
ZBEN S EEFTEXRAER, H B R®M R EXT.
30 T2 2 REFEEM S

18
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TERE 2 PHFEMENIT. Hal BRE. R2Z(C1-CHEEM
HE. (CI-CHRMAmEM =R FEBT RN -FEREMEE, R* R®
MR HE EETE XK R RIA RHF,; SEHEFH R, 498 R
MR E R, B LLEAS BB FES RN R RV A R°. R®HI
R™4r 515 EEATE XA ROFD RT AR B R E) REFVRS R R, E
JUHARS BT ETMNE G R REAM R, A, B, YR Z
fE X5 LT ErR RIAER] .

Y N NR®, EF R BF LEAEXMARES R, aTUEEH
ALIEAM NN-ZHERBEOMIO)FRERFTENNLAHE T, K
HNR’)Z-NR®) R FE R B P 8] 4k 6 5L 7 TAE BT (HE 6 £ 7 iZfk.
HEA LB RNIEE RN 0°CE 115°C, HFBBEMLIEHZIEZE 100°C,

BY RO SH, TSI DMF 1, Fa{k 6 8% 7 5 HY-2-
NER®R™TZEF AN NaH BIF7E T R, {FRBF R4k 6 1 7 fZfh. kxR
SBINEE H-20°C & 50°C, FHEBRMIER 0°C EFIE.

LR TERRE 3 A/ T ERE 4 IRl ESEB B RE
HZHUED.

TEME3: 3 ARS— SN

19
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ITEHEIFHHFENEXUNT. (&Y 8 EETERE 2 kA
Y 8 AHF, Ho RPEXE. Hal 2KE. R® ZEE. (CI-CHREE.
HE. B (CI-C5)-feE-EE. —-(C1-C5)-F - EEH-Y-Z-NR*)R™)
2, H+4 v zEFEE LA MARNREX; R R4 55 RYH R”
FIFER]; EE AR ROFRRI R, HOT LA B AES BlFE
5 ROA R, R™. R®, R“F R®* 4515 R R, R RO AR, &8
ARFH R RPH R RIFK RORIE R, HATUAAS 2/
FiEsy AR 5 RE R, RYAIR®. R®HAI R™ 4335 ROAI R7AHFE]; 20&
AR REAGRIFH R, HeJLUHAS MBI FES LA ROA R,
HA, B, YMZHEXS EHFrARHEE.

LI A PR AR FR o R OEARARR, W TZRE 3 R,
HREEA L RER LS TERE 2 P48 G HEFE, BT SHER
BEWMBRE, (CI-COHKREE. EE. B-(CI-CH-IHEL. —-(C1-C5)-f
FEEL-Y'-Z -N(R™)R™ B
ik 4

AU — P T 2RAE 4 PR IESE ST SR G 7.

TZRE 4: LB RSE

3} A. ¥ B. R'. R% R RY% R’ RS R\ R: YFfIzZEF LHEHAT
A EIAE R E .

A LLEE T E B TVES MR & o M E A A 80°C HY
EET, EERNE NS, ERFNERWEAR. SRENLER
PIFEET, SH580& M 85-BFH,N-O-R}) R [V

LA TR AT LR T 7% 1 8 3 BRPE: DIHFESF
ERRIFByERT, 7T LUEE BBr; &M S SRR I ER M B AR T T (R

20
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PE, [BEEmE, M 2)ZHMTEEREBo)RITEEN, FLIHERW
=R R E, BAEE.

ARG REBFERKERTTE, BEHRLEEHANRTHOLEDH
W, AU T e A BRI 6w & . BT LEATRK
THER ARSI 2. TR HER. SRE. BR. M. "
BYMENRGIIN: ER. 2K, FR. =Z84R. SRR, KHRKR. B
B, HAR. TR, KBR. LHR. R, FEEK). i, 7Ll
F AR USSR B3 BN B & 7 VR S [T AL & 8 22 9 7K & ) BV 7
(L7

[ H 2 G R R X & 0 B8 40 B R SR A FUR VE M. bt
A TEE BN &Y IR EE AT DL R HUM R 5.

RN EZHIUEDEEGHERFEBNERITRA . BN &M
BREHEARR. - ABMEARR. BRIFEARR. BEAMRE
FHARAREEER.

Hit, AR\HZSHIUEYHTETEE. BW, A2H64 L0
Prd e EMEM THIE BT BENATFTHINE, RE8E EEFRE
HIZ L EMMZS BRI N2 A&

Blgn, EMIRTHRTALRK. WERE. BEE. 7S, ILRE.
Rrempse . s mAfE. SR, BEE. MiE. SMERE. BER
. BREE.

AT LN A Sk B R B A R B S ML S R BT R TE 1
JUAT P 15 P A I

Hob A iE IR

R RFERE R 96-FLAM BLR ISR BEF IR A FR A S —BF W .. R)F,
ES% K CO, SRR T 37°CIRBRER 4 K(Q2-3x10°NHf/FL). BidfF
F WST-8 (Dojindo,Japan)I B R ZEHFAMEKKIFZE . REFE~EEHE
K 50% OD M 29k vt B BT iR Z L& W B IR 41 BE Y 1, 1E

x 1 PE T XN SHUEDXT T HCT116 4R EMEMRE)H
AME KB TR

21
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15

R 1 SNUREE N

&% (ng/m)) HCT116(4 M EBE) IC,,
SEHEF 41: RO-79-2657, 6-Q-—FEE-2Z 0.35
BEEE)3-2H-5,9- R I-FEH[c]5-7- 8

SCHER] 46: RO-79-4398, 6-2- “HEE-Z 2.2
BERE)-3-BEA4-FE-59- R Ix-FIFF[c]1F-

7-F

SEME 45: RO-79-4400, 6-2- —HEE-Z 3.9
BEEE)-3-FE-4-FE-5,10-Z 8 %K FH )T

-7-Hd

SLHE 47: RO-79-3533, 6-Q-HEE-Z 3.9
HEEF)-3-FFHE-9-FHE-5,10- — 8 Ix-FFH [ H

-7-H

SENEY: 6-Q-ZHEE-LEFHE)3-& 12
F-7TH-E1 3 [c] M- 7- B

TEATE IR ZE WS 2 FFT EP 0713870(1996)F

BIEKREEKSG Y, REARPNZHUEDIR SHEFMHELDS). 1
AW LDy {88 90 mg/Kg UL L.

SHFWARNE, XMUELHFLEY. EIMINITEAYREHHER
FEALLESZy, BEREEREEETHFRNHAMAFENEDN, &
SRAREA, KA, HEER, BER, aRMEL, R, BIEH,
B, RRE, WURSHFIA/BRERE R UG A RREAYSRY. %
EEWALRTOR. 5. ERBRTEH.

BiEm, mBEEREN, SHEAMNNCEDRETIEAYHIAY
WREAKAKER, RFEMNEXMAYRTETIE ZHEES: B—
MEZMHANPLEDFANRFEN —MEZMHECETE RN R
W p SR RIS .

ZAMAEYTTULOMRSZ, W, DR BRAF. B,
SRR E. B, ABREBERWERXORSEZ. & Lifla

22
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FRRNEEBEY; CIaFRRE. AW, BRIERFBMEE KA
7y REBWFERENBEBINETE.

STFRF. BRAF. BERXARFERRRENG &L, TLEERRH
HEYSE % LB TISRFIRERESE. EEFHFA. #X
FEE R BRSBTS M. EXRENSRESTLEY. BR
BREREERE L L .

EETSHRHERKKRE-EFAMBRERAES W, Em, 8, 55
By, RESPSRBRENZTES; B2, BEEEERS>OMER, &
LUK BIR AN T EREFIER.

FEEAERRKE &, TOMEAREReEF W, K, 2T,
REVE, HALPERIEENE,

FES®R, TUEHANRERaEs W, K, B, L, Bl
FIAEY)MH -

STRAFFRBREEEA, TUFRAPNRERNBEG W, KKK
WALy, 45, FERiAD ¥ E R ER AR £ TCEE

ZAMHEWEFT LERBBIRR, WER, RBER, HER, Ak
A, EHERAL, R, BRNRF, ATREBERENE, N, AR
LT EMEE UEEHERT ARG,

B2, ORGSHAPAMEFTITUEBESN, A7, BaKAH, &K
E, A, BFWREEE, HATHEIMNES, BlmEEikiEst, VIAE
STEUR TUEST, LU EBRE e, #an ks s8 &850 T & KSR K
FERMFH, UFEBRRAEZBHN. KLU ERFM R L%
FUAEE, BUEEAIRTLALIGER, W, AE, WEREAHAERE
i

L ORI B INR AR, RN LS EFTBIRENR 5
£ 2,000mg/m*. AMREFEFE, FHASKEATLUESE 5mg £ 1,000 mg #Y
EHEYATRREBIRREIRED. AEABRT, ERIFIERT
LIARTE B R B & IR ER R N E .

PMHEESEHEGIZF R BRR TR S EARBUEDNRIETE EHFA
BARHARBEHTEE.

23
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15
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St
SE a1

6-(2- — FE -2 EEF)-3-FEE-5,10- ZF - K H [c]-77-7-FI K Fl
%

a) 5,7- & A-6,7- & -5H-[214- B E-6-REL(3- R A - E)- Bz n
%

¥ 5,7- & AR-6,7- Z & -5H-[2)4-F Ei-6-FR R B (18 g)(Robin D. Allan
and Joyce Fong, Aust. J. Chem.,Vol. 36, 5§ 1221-1226 7%, 1983). [A-HI &
(17.7 m)F Z.FR(9 ml)BFEAEFHK1,000m)F . BIESHAEERS T BIR
110 8. AHIRNBESYZEER, HEETHRNETTIED (ppy). HF
KM _EFREBRUIEY, FEERET TR, BIBEHKRQ2L6 g).
ESI-MS: m/z 297 (MH"); '"H-NMR (DMSO0-d6): & 3.74 (3H,s), 6.54 (1H, dd,
J=8.5 Hz, J=2.5 Hz), 7.00(1H, bd, J=8.5 Hz), 7.17 (1H, t, J=8.5 Hz), 7.42(1H,
t-like, J=#4 2.5 Hz), 7.73 (1H, d, 5 Hz), 8.71 (1H, 5), 8.91 (1H, d, J= 5 Hz), 10.65
(1H,brs).

b) 3-HF A HE-5H-5,9- Z R - K FF[c]%7-6,7- _ER 3-FHEE-5H-5,10-—
B Ze-FEH[c]7-6,7- _ERHIB SR B &

T Z B8 (Merck: 150 o) FHFE FEA R 5,7- =8 1X-6,7- _4-5H-
[2]4-F Eh-6-RER (G- A - X E)-Bihz(11 g), HEAERESTT 110°C HiF
BEY 2 /Nt AV HTER SR IIATK(400 o) FNEK LA ZE pH 7.
WS HRER B CHITIEY, FERKER, B2 3-FHHE-SH-59-
TRI&-FEF[C)F-6,7- —EIR 3-HEE-SH-5,10- ZFEF-FK I [c]5-6,7- _FH
HIVE&4(9.85 g). ESI-MS: m/z 279(MH").

c) 6-5-3-F & F&-5,10- “EA-FH () H-7-BI(EEFEH] 1c-1)F 6-F(-3-
B EE-5,9- R AR H ()5 -7- B (CE ] 1c-2) Bl &

¥ FTEEEIM 3-FEH-5H-59- Z A ZR-FE I [c]F1-6,7- WA 3-FHE
H-5H-5,10- Z & Z&-F 3 [c]57-6,7- —FRIR A4(8.77 o) B FAEBEBLE (359
g) F, HHETF 60°CHF 3R HERETERELTEMNHEHEI. HIKKH
WHKRBREMEERAY, LURYE pH 4% 7. BdHREERET

24
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VLY, FERKEE. B8 FRE-FE-ZHZ8200: 2: DI & H

fi- FEE-= B LB (200: 4: DEFF R G IS ZTTIEY . it
AR EGIET. WESE—METHAER. AFBRLERKY, 53
HOWMERFE0.72 g), 6-F-3-FEE-5,10- ZFZ-FEH(c)H-7-F (L
JE 1c-1), ABEBEMEK, WEEZFEFHEEEK. FHFELERELY,
BREEZREFIFK(1.86 g), 6-F-3-FEE-5,9-"FI-KIH([c]-5-7-
HACERER] 1c-2), AEEM K.

6-F-3-FHEE-5,10- ZE Z&- K H[) 55 -7-BA(SE R 1c-1): ESI-MS: m/z
297 (MH"); 'TH-NMR (DMSO-d6): § 4.03 (3H, s), 7.47 (1H, dd, J=9 Hz, 2.5 Hz),
7.54 (1H, d, J=2.5 Hz), 7.74 (1H, d, J=4.5 Hz), 8.78 (1H, d, J=9 Hz), 8.96 (1H, d,
4.5 Hz), 9.73 (1H, s).

6--3- F & E-5,9- B IR-FFH[c) 55 -7-FA(SEHEB] 1c-2): ESI-MS: m/z
297 (MH"); '"H-NMR (DMSO-d6): § 4.02 (3H, s), 7.51 (1H, dd, J=9 Hz, 2.5 Hz),
7.55(1H, d,J=2.5 Hz), 8.50 (1H, d, J=4.5 Hz), 8.73 (1H, d, J=9 Hz), 8.93 (1H, s),
9.00 (1H, d, 4.5 Hz).

d) 6-Q2- " HEE-LERE)-3-FEE-5,10- 8 F%-F H[c]-77-7-FH
il

¥ 6-F-3-FEEE-5,10- ZEZR-F I [C)F-7-BI(EHED] 1c-1)(120 mg)&
FIENN-ZHREZ RGO mhY, HFAEESTT 55°C HEREY 4 /N
if. BRI NN-ZHEZL I, FEBREKYERT ¥ Hx+. AKX
BEUEER, FEHRATKRBRNTIER. BEXR_EFRETE. -8 Fi-
FEE-F 7K (28%) = 400: 20: 1 A & F - FEE-E 7K (25%) = 300: 20: 1 B FF
MR A CIE A Z IR Y . BRI FE BRI &, MO EH K. ESI-MS:
m/z 349 (MH"); '"H-NMR (CDCl,): 6 2.41 (6H, s), 2.72 (2H, t, J=6 Hz), 3.82 (2H,
q-like, J=24 6 Hz), 3.97(3H, 5), 7.00 (1H, dd, J=9 Hz, 2.5 Hz), 7.07 (1H, d, J=2.5
Hz), 7.34 (1H, brt, J=47 5 Hz), 7.55 (1H, dd, J=4.5 Hz, 1 Hz), 8.05 (1H, d, J=9
Hz), 8.81 (1H, d, 4.5 Hz), 9.27 (1H, d, J=1 Hz).

SEHER 2
6-2-ZHEE-LEEE)-3-FEHE-5,9- “B - IH[c]- 7 -T- TR E &
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AR T SLEf] 1d BI57E, BHEHEF 1c-2 FILEYIF NN-—HE
L_EF R, B3 6-Q-ZHEE-LETE)-3-FEE-5,9- R H-FEH[c]
%7-7-0 . 3BT FEE R AL &8 R BIF . EI-MS: m/z 348(M*); 'TH-NMR
(CDCLy): 8 2.44 (6H, s), 2.77 (2H, t, J=6 Hz), 3.83 (2H, q-like, J=4J 6 Hz), 3.97
(3H, s), 6.98 (1H, dd, J=9 Hz, 2.5 Hz), 7.08 (1H, d, J=2.5 Hz), 7.32 (1H, brt, J=
%) 5 Hz), 7.86 (1H, dd, J=4.5 Hz, 1 Hz), 8.04 (1H, d, J=9 Hz), 8.85 (1H, d, 4.5
Hz), 8.86 (1H, d, J=1 Hz).

L 3

3- I -6-(2-AL g e - 1 -2 - L EFE)-5,10- Z R 2%-F I [c]- %7 - 7-Bi HY
&

CIRLT-SERER 1d BJ7vE, BSEHER] 1c-1 B9 1-Q-58 2
ISR FFLE, B3] 3- P IE-6-(2- Mg - 1-F5- 2. 3-8 5)-5,10- Z F Z%-
FH[c1F1-7-H. BEFRENABERM KK =H. EI-MS : m/z 374M);
'"H-NMR (CDCl,): § 1.85 (4H, m), 2.67 (4H, m), 2.84 (2H, t, J=6.5 Hz), 3.81
(2H, q-like, =2 6 Hz), 3.96 (3H, s), 6.95 (1H, dd, J=9 Hz, 2.5 Hz), 7.01 (1H, d,
J=2.5Hz), 7.32 (1H, brt, =4 5 Hz), 7.53 (1H, dd, J=4.5 Hz, 1 Hz), 7.99 (1H, d,
J=9 Hz), 8.79 (1H, d, 4.5Hz), 9.23(1H, brs).

TESLHER] 4 2 EHEH] 12 AR T EKMALEYZ BEHHER 1c-2 B
EMFIERMIE, UUZEBLT L] 1d K77 iEHI &1 .

LR 4

6-(3- —HEE-NEEE)-3-FEE-5,9-ZRI&-FH[c]-H-7-F K &

LA YR SEHER] 1c-2 FILEHF NN-—HE- 13- Zfig#H&. 58
FIETEER AR E AR & . ESI-MS: m/z 363(MH"); 'H-NMR(CDCL,): &
1.89 (2H, R &EU#, J=7.0 Hz), 2.30 (6H, s), 2.46 (2H, t, J=7.0 Hz), 3.71 (2H, dt,
J=5.5Hz, 7.0 Hz), 3.94 (3H, s), 6.91 (1H, dd, J=9.5 Hz, 2.5 Hz), 7.00 (1H, d,
J=2.5 Hz), 7.35 (1H, brt, J=5.5 Hz), 7.78 (1H, dd, J=4.5 Hz, 1 Hz), 7.94 (1H, d,
J=9.5 Hz), 8.82 (1H, d, 4.5 Hz), 8.83 (1H, d, J=1 Hz).
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L 5
6-(2- . 2B FH- ZFEEFH)-3-FEHE-5,9- “ R &K H [ 5 -7-FI I 5l %
AL SV SEHES 1c-2 BILEWFI NN-ZZ.%-1,2-Z "4 &. 18
B EEM IO B KA. EI-MS: m/z376(M*); 'TH-NMR (CDCL,): &
s 1.12(6H,t,J=7 Hz), 2.64 (4H, q, J=7 Hz), 2.76 (2H, t, J=6Hz), 3.69 (2H, g-like,
J=¢ 6 Hz), 3.94 (3H, s), 6.91 (1H, dd, J=9 Hz, 2.5 Hz), 7.00 (1H, d, J=2.5 Hz),
7.41 (1H, brt, J=4J 5 Hz), 7.78 (1H, dd, J=4.5 Hz, 1 Hz), 7.94 (1H, d, J=9 Hz),
8.79 (1H, d, 4.5 Hz), 8.83 (1H, d, J=1 Hz).

10 SERER 6
3-F S FE-6-(2-Rth P& e - 1- 2 - Z A FE)-5,9- R FR-ZE I 177 - 7- B 1) ]
#
WAL AP SRR 1c-2 LA 1-Q-BE L) EH &. B2
FRBEN O B EERRE . EL-MS:m/z 374M"); 'TH-NMR(CDCL,): § 1.85
15 (4H, m), 2.67 (4H, m), 2.85 (2H, t, J=7.0 Hz), 3.84 (2H, g-like, =% 6 Hz), 3.97
(3H, s), 6.98 (1H, dd, J=9 Hz, 2.5 Hz), 7.10 (1H, d, J=2.5 Hz), 7.35 (1H, brt, J=
4y 5 Hz), 7.88 (1H, dd, J=5 Hz, 1 Hz), 8.06 (1H, d, J=9 Hz), 8.84 (1H, d, 5 Hz),
8.87 (1H, d, J=1 Hz).

20 SEREf 7
3- R E-6-(2-MO-4- - ZHEE E)-5,9- Z R Z-F I [c]- 27 -7- B 1) 5 %
AL A SEREG] 1c-2 B4k &0 N-(2-& E Z E) 1B W (morphline) !
%. BEFFENMHAIAREEM ™K. ELMS : m/z 390(M"), 'H-
NMR(CDCL,): 8 2.58 (4H, m), 2.72 (2H, t, J=6.5 Hz), 3.81 (6H, m), 3.97 (3H, s),
25 6.99 (1H, dd, J=9 Hz, 2.5 Hz), 7.09 (1H, d, J=2.5 Hz), 7.48 (1H, brt, J=#] 5 Hz),
7.89 (1H, dd, J=4.5 Hz, 1 Hz), 8.07 (1H, d, J=9 Hz), 8.85 (1H, d, 4.5 Hz), 8.89
(1H, d, J=1 Hz).

Lt 8
30 6-[2-ZHEE-LE)-FE-FE)3-FEE-5,9-“RF-KH(c)5-7-8
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WA HEHEE 1c-2 FBEHFM NNN-ZREZ _KH&. B3
B AL ERBRE M. EI-MS : m/z 362(M"); 'H-NMR(CDCL,): &
2.34 (6H, s), 2.72 (2H, t-like, J=%4 7 Hz), 3.27 (3H, s), 3.85 (2H, t-like J=£4 7
Hz), 3.96 (3H, s), 6.99 (1H, dd, J=9 Hz, 2.5 Hz), 7.04 (1H, d, J=2.5 Hz), 7.87
(1H, dd, J=5 Hz, 1 Hz), 8.12 (1H, d, J=9 Hz), 8.81 (1H, d, 5 Hz), 8.86 (1H, d, J=1
Hz).

SEHE] 9

3- S H-6-(4- F k- WRRE-1-25)-5,9- Z R -2 H ()57 -7- B B ) &

S Y ESERER] 1c-2 Btb- &9 1-FRIRBESI% . BRFEEL
A BB FE M. ELMS : m/z 360(M%); 'TH-NMR (CDCL,): § 2.40 (3H, s),
2.69 (2H, t-like, J=#4 5 Hz), 3.75 (2H, t-like J=#7 5 Hz), 3.98 (3H, s), 7.08 (1 H,
dd, J=9 Hz, 2.5 Hz), 7.14 (1H, d, J=2.5 Hz), 7.93 (1H, dd, J=5 Hz, 1 Hz), 8.18
(1H, d, J=9 Hz), 8.85 (1H, d, 5 Hz), 8.89 (1H, d, J=1 Hz).

SEHEfE) 10

6-(3- — A E-2,2- "R E-NESE)-3-FHE-59- R4 FFH[c]4-
7- B i ] &

AL E Y R SERER] 1c-2 FILBHIFI NN, 2,2- D0 B EE-1,3-7 — % .
BEFRFEEMNCEE KM . ESI-MS: m/z 390 (MH); 'H-NMR
(CDCL): & 1.04 (6H, s), 2.33 (2H, s), 2.41 (6H, s), 3.61 (2H, d, J=5 Hz), 3.96
(3H, s), 6.93 (1H, dd, J=9 Hz, 2.5 Hz), 7.06 (1H, d, J=2.5 Hz), 7.85 (1H, dd, J=5
Hz, 1 Hz), 8.01 (1H, d, J=9 Hz), 8.29 (1H, brt, J=5 Hz), 8.82 (1H, d, 5 Hz), 8.86
(1H, d, J=1 Hz).

SEHER] 11
6-[2-2-F2F-LEEE)- LEFTE)-3-FEE-59- R &-FH ([ -7-
] ) 71l 2%
WAL SV LR 1c-2 B & 2-Q- B2 EEH)ZEH&. 153

28



02819771. 2 oM P EE22/51m

10

15

20

25

30

FTEEN A MO B RN R. ESI-MS: m/z 365 (MHY); 'H-NMR (MeOH-
d4): §3.08 (2H, t, J=5.5 Hz), 3.21 (2H, m), 3.72 (2H, t, J=5.5 Hz), 3.80 (2H, m),
3.84 (3H, ), 6.90 (1H, dd, J=9 Hz, 2.5 Hz), 7.03 (1H, d, J=2.5 Hz), 7.95 (1H, d,
J=5 Hz), 8.03 (1H, d, J=9 Hz), 8.59 (1H, s), 8.65 (1H, d, J=5 Hz).

L] 12
3-FEHE-6-2- FEE-LEFTE)-5,9- ZRIR-HFFH[c)F-7- Bkl &
AP EHER 1c-2 B EWR N-FEZ &, BRMEE
(R 4 B E AR B . EI-MS: m/z 334(M"); 'TH-NMR (CDCl,): § 2.51 (3H, s),
2.94 (2H, t, J=6 Hz), 3.82 (2H, d, J=6 Hz), 3.97 (3H, s), 6.98 (1H, dd, J=9 Hz,
2.5Hz),7.10 (1H, d, J=2.5 Hz), 7.88(1H, dd, J=5 Hz, 1 Hz), 8.05 (1H, d, J=9 Hz),
8.84 (1H, d, 5 Hz), 8.87 (1H, d, J=1 Hz).

e 13

3- A H-6-[(TRIE-2- 2 FF ED)- | AE]-5,9- “ R Z%-2R HF (147 - 7-BR I 1l &

a) 2-[3- A E-7-FM-7TH-5,9- ZEF=-F H[c]F-6-FE H)-F H]-Uk
WE-1-FRER AT Be i &

& LG 1c-2 BB 2-(F FE)-1-N-Boc-WRIE Fil & .
BREFFENALEEIRE FR =& . ESI-MS: m/z 475 (MH"Y); 'H-
NMR(CDCl,): 6 1.39 (9H, s), £ 1.7 (6H, m), 2.99 (1H, m), 3.75 (1H, m), 3.90
(3H, s),4.05 (2H, br), £74.6 (1H, br), 6.95 (1H, dd, J=9 Hz, 2.5 Hz), 7.04 (1H, d,

=2.5Hz), 7.06 (1H, br), 7.83 (1H, dd, J=5 Hz, 1 Hz), 7.99 (1H, d, J=9 Hz), 8.80
(1H, d, 5 Hz), 8.83 (1H, d, J=1 Hz).

b) 3-F S E-6-[(VRIE-2- 5 H)-B H]-5,9- ZF F=-K H [c]-77-7- B A 4
%

FEZEFEN mDFA=ZH 280 m)RESYP, i EETERIW
2-[(3-FEFHE-7T-FA-TH-59- ZF 4%- K [c] F -6-FE HF)- F & )-IRE-1-8
BT BE(45 me) 85 7réh. AIZE R RMBRIEESY, HAABREWMER
MKTESE. BIKRBRATREIE, FEEER, BAMI EEEGB2mg).
ESI-MS: m/z 375 (MH"); '"H-NMR (CDCl;): § 1.2-1.7 (4H, m), £7 1.85 (2H, m),
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9 2.4 (1H, br), £ 2.65 (1H, m), £ 2.9 (1H, m), 3.16 (1H, m), £J 3.65 (2H, m),
3.95 (3H, s), 6.92 (1H, dd, J=9 Hz, 2.5 Hz), 7.02 (1H, d, J=2.5 Hz), 7.21 (1H, brt,
J=5.5Hz)), 7.76 (1H, dd, J=5 Hz, 1 Hz), 7.93 (1H, d, J=9 Hz), 8.79 (1H, d, 5 Hz),
8.82 (1H, d, J=1 Hz).

SEHER] 14

6-(2- _ R E-LEETHE)-3- Eﬁ%&% 5, 11- & Z%- 2K F[c)- 71 -7- B B )
=

a)5,7- _ & fX-6,7- Z & -5SH-[1]4- R Ei-6-R R (3- H A HE-FFF)- Bt g i 41
%

¥ 5,7- 8 A-6,7- Z & -5H-[1]4- B EF-6-FR BE ZF5(100 mg)(D. Binder,
Monatshefte fiir Chemie, Vol. 105, 28 179-186 1, 1974), [8)-18 & #%(0.124 ml)
FLEL(0.052 ml) BFARZEGm)F .. KRS YAEZR T NER 2 /.
AHRNBEYZ=ER, FHEISHRWEREYD. AFEM S8R K
PRRUTEY), FHEERET TR, BRBEMAK(112 ng). ESI-MS: m/z
297(MH"); 'H-NMR (DMSO-d6): § 3.74 (3H, s), 6.54 (1H, dd, J=8.5 Hz, J=2.5
Hz), 7.04 (1H, bd, J=8.5 Hz), 7.16 (1H, t, J=8.5 Hz), 7.38 (1H, dd, J=7.0 Hz, 4.5
Hz), 7.44 (1H, t-like, 2.5 Hz), 7.70 (1H, dd, J=7.0 Hz, 1.5 Hz), 8.57 (1H, dd, J=
4.5 Hz, 1.5 Hz), 10.79 (1H, s).

b) 3-F & FE-5H-5, 8- R Zk-FKH[c]F-6,7- —FIFD 3-FF & FE-5H-5,11-
TRIR-EFF[c)F-6,7- —HRIR SV HIH %

7E L2 R (Merck: 2.5 g)FHFEE ETHIEFEIR 5,7- ZH K-6,7- "4 -5H-
[1]4-FRE-6- R (G-FHEAR-FEE)-BiZB7 mg), HFEAEESTT 120°C #
FREY 2 /. A EHPEEY P IATKIKQ2S ml)FExER S 507w LA
WTE pH 7. BidHRWERBERTIEY, FHAEKEE, 58 3-
A -SH-5, 8- &A% ([c]F-6,7-—FAM 3-FEF&E-5H-5,11- "R F=-F
FH[cl%7-6,7- _HIRIR E9(51 mg). ESI-MS: m/z 279(MH").

c) 6-F-3-FEEE-5,11- ZRAE-F I [c]77-7-HI(SEFED] 14c-1)F0 6-F-3-
PR 2E-5,8- A2 HE [c ]%-l@ﬁ(&”ﬁfﬁfﬁﬂ 14c-2) K] &

m:m%uaﬁ 4-FREH-5H-5, 8- R #%-FRIE[c]F7-6,7- —EF 4-FE
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FE-SH-5,11-Z R HR-FFF[c]%7-6,7- —EIRIIR EY)(54 mg)F DMF(0.1 ml)&

BEBEBRQ m)F, FHHEHER 3 Pt ERETERELENBIER.
FKFIEFFRERE BRI R, UATWE pH 4924 7. BidHRIKE
BEriEY, FARAKEYE. B & FLE-FEE200: 1)=& Fix-H
B (200: 2)RIF R (il AiA ZUTEY) . EIE P~ BFf E A5,
WEE—FiEHIFHER, BEFELEENRMEEALS mg), 6-F-3-F
SE-S11-ZHSR-EH () -T-H(EHE 14c-1), AEEHK. WEFZ
Mt HER, BIESHREMZEEQ203 mg), 6-F-3-FHE-5,8-
TRIR-EI ()T -T-BI(E RG] 14c-2), A ALK,

6-58-3- FFEEE-5,11-Z R S=-KH (] 21 -7- i (SEFEH] 14c-1): ESI-MS: m/z
297 (MH"); '"H-NMR (CDCI;-MeOH-d4 = 2: 1): § 4.04 (3H, s), £ 7.4 (2H, m),
7.48 (1H, dd, J=7.0 Hz, 5.0 Hz), 8.06 (1H, dd, J=7.0 Hz, 2.0 Hz), 8.84 (1H, dd,
J=7.0 Hz, 2.0 Hz), 9.34 (1H, m).

6-F-3- FE FE-5, 8- R A%-KF[c]F-7-B(SEFE] 14¢-2): ESI-MS: m/z
297(MH"); 'H-NMR(CDCl,-MeOH-d4 = 2: 1): § 4.05 (3H, s), £ 7.45 (2H, m),
7.63 (1H, dd, J=8.0 Hz, 5.0 Hz), 8.41 (1H, m), 8.61 (1H, dd, J=8.0 Hz, 2.0 Hz),
8.77 (1H, dd, J=5.0 Hz, 2.0 Hz).

d) 6-Q-—HEE-ZEFHE)-3-FEAE-S5, 11-ZF8F-FFH([c]F-7-F10
) &

CLRITSERER) 1-d A%, B 6-|-3-FEE-511-2 8- K H[c)F
-T-EA(EREA) 14c-1D)F NN-ZHEZL &, #IEAFENT&. B2
J9 P8 B A R . ESI-MS: m/z 349 (MH*); 'H-NMR (CDCL,): § 2.37 (6H, s),
2.67 (2H,'t,J=6.5 Hz), 3.79 (2H, dt, J=5.5 Hz, 6.5 Hz), 3.96 (3H, 5), 6.96 (1H, dd,
J=9 Hz, 2.5 Hz), 7.04 (1H, d, J=2.5 Hz), 7.25 (1H, brt, J=#J 5.5 Hz), 7.28 (1H,
dd, J=4.5 Hz, 7.5 Hz), 7.85 (1H, dd, J=7.5 Hz, 1.5 Hz), 8.67 (1H, dd, 4.5 Hz, 1.5
Hz), 8.96 (1H, d, J=9 Hz).

SEHEBY 15

6-(2- _HEHE-ZEEE)3-FEE-5, 8- HE-FIH )7 -7- B H & &
DLSSBIFSERtf] 1d 5, BSEMER) 14c-2 M-SR NN-Z B
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7j-7-00. BEFTFEERN AR EEEK . ESI-MS: m/z 349 (MH"); 'H-
NMR (CDCl,): § 2.37 (6H, s), 2.68 (24, t, J=6.5 Hz), 3.81 (2H, dt, J=5.5 Hz, 6.5
Hz), 3.97 (3H, s), 6.95 (1H, dd, J=9 Hz, 2.5 Hz), 7.06 (1H, d, J=2.5 Hz), 7.32
(1H, brt, =24 5.5 Hz), 7.37 (1H, dd, J=5.0 Hz, 8.0 Hz), 7.99 (1H, d, J=9.0 Hz),
8.25 (1H, dd, 8.0 Hz, 1.5 Hz), 8.67 (1H, d, J=1.5 Hz).

SLHaf 16

6-(2- “HEE-LERE)-2-F-3-FEE-59- - FI&-FFHF[c]F-7-F 1Y
%

a) 6-5-2-F-3-FHEE-5,9- TR I-FH () F-7-F 5%

CAZRALLFSERER] 1a-1c RO5TE, B 5,7-2848-6,7- & -5H-[2)4- K E6-
6-R B L BE(Robin D. Allan and Joyce Fong, Aust. J. Chem., Vol. 36, 55
1221-1226 T, 1983)F1 4-F-3-FEAERILITIE, B3] 6-8-2-F-3-FEE-
5,9- "R FR-KFH([c]2)-7-H0. BRI FIFER DB ER KI5 . ESI-MS: m/z
315 (MH"); '"H-NMR (CDCl,): § 4.11 (3H, s), 7.58 (1H, d, J=8Hz), 8.01 (1H, d,
J=5Hz), 8.05 (1H, d, J=11 Hz), 9.01 (1H, brs), 9.06 (1H, brs)

b) 6-(2- “FHEE-ZEEE)-2-F-3-FEE-5,9- 8 2-FK I [c%7-7-8
f 1l 2%

DAL TSR 1d B, B EEBRRER 6-F-2-5-3-FHEE-59-—

ZR-FIHF[c]F-T-BF NN-ZHEZ _FHI&EHLEY. BEFREEY

HRL B A HIFE 5 - ESI-MS: m/z 375 (MHY); 'TH-NMR (CDCl,): 8 2.36(6H,
s), 2.65 (2H, t, J=6 Hz), 3.76 (2H, KA E %, J=2] 6 Hz), 4.05 (3H, s), 7.16
(1H, d, J=8 Hz), 7.31 (1H, brt, =%y 5 Hz), 7.74 (1H, d, J=11.5 Hz), 7.80 (1H, dd,
J=5Hz, 1 Hz), 8.86 (1H, d, J=5 Hz), 8.87 (1H, d, J=1 Hz)

L 17

6-2-—HEIHE-ZHETE)-1, 3-THEE-5,9-ZFI-E I (c]-Z-7T-F ]
il &

a) 6-3-1, 3- “FEE-5,9- “ R IR FH[c) 5 -7-F Il %
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PAB LT SEHEp] 1a-1c BOF¥%, 8 5,7-Z84R-6,7-Z&-5H-[2)4- A Ei-
6-32 % Z EE(Robin D. Allan and Joyce Fong, Aust. J. Chem., Vol. 36, %
1221-1226 7T, 1983)F0 3,5- I EFE KL FF 4R, 1BF] 6-R-1,3- ZHEE-5,9-
ZRIR-FRIE[C)F-T-H0 . BRI F BRI B E R & o ESI-MS: m/z 327
(MH"); '"H-NMR(CDCL,): § 4.01 (3H, s), 4.14 (3H, s), 6.72 (1H, d, J=2 Hz,),
7.10 (1H, d, J=2 Hz), 8.54 (1H, d, J=5.5 Hz), 8.96 (1H, brs), 8.99 (1H, d, J=5.5
Hz).

b) 6-Q- “HEEK-ZEFH)-1,3- T FEFE-59- ZHF-FH [ -7-F
fry ] &

PARLFSERER 1d RO, B EHEFEE 6-F-1,3-ZHEE-59-=
RIs-FEH[c]-F7-7-FAF NN-ZHEZ & &Y. BREEN
HARAT B K 7 i ESI-MS: m/z 379 (MHY); 'TH-NMR (CDCL,): 8 2.34 (6H,
s), 2.63 (2H, t, J=6 Hz), 3.75 (2H, XML EIE, J=£7 6Hz), 3.94 (3H, s), 4.02
(3H, s), 6.28 (1H, d, J=2 Hz, ), 6.71 (1H, d, J=2 Hz), 7.62 (1H, brt, J=#J 6 Hz),
8.17 (1H, dd, J=5 Hz, 1 Hz), 8.77 (1H, d, J=5 Hz), 8.80 (1H, d, J=1 Hz).

SLHE] 18

6-2-—HEE-LEFTE)3-FEHE-4-FHE-5,10- ZF Z&- K FH([c1%-7-
A

a) 5,7- Z&AfR-6,7- Z&(-5H-[2]4-F Ei-6- R R (3- F A £ -4- FH E-FH)-Bi
FE B 1l 2%

¥ 5,7- R AM-6,7- ZF-5H-[2]4- A B -6-FR B LBE(975 mg)(Robin D.
Allan and Joyce Fong, Aust. J. Chem., Vol. 36, 58 1221-1226 7T, 1983), 3-F
S FHE-2-FE-FE(750 mg) M ZBR(0.4mD)BFAEFEGOm)F . BIES
WERSTEIR 1 M. BERNESEYZEEE, FHE TR gER
Y. RPZEM S B RERNEY, FARERE TR, FIEEH
H(1.1 g)e. ESI-MS: m/z311 (MH"); 'TH-NMR (DMSO-d6 + = Z.f&(1 H&)): &
2.18 (3H, s), 3.77 (3H, s), 6.60 (1H, d, J=8 Hz), 7.05 (1H, t, J=8 Hz), 7.32 (1H,
dd, J=4.5 Hz, =1 Hz), 7.99 (1H, d, J=8 Hz), 8.50 (1H, d, J=1 Hz), 8.71 (1H, d,
J=4.5Hz), 10.6 (1H, s).
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b) 3-F & FE-4-F E-5H-5,10- A Z&-FH[c]55-6,7- _FI I 3-FIEH-4-
B 3-5H-5,9- & Z-FK FHF[c]F5-6,7- —ERIR SR H &

2 BB (Merck: 10 )P HFE FEARA 5,7- & -6,7- -5 -5H-
[214-FEi-6-RERG-FEE-4-FE-FE)-Bifk( g), FHERST T 120°C
WEIREY) 2 /M. AR EFHEEY R MAIK400 o)FEKLLAT £ pH
7. BIITHBRWERBERTEY, FERKEE B3 -FHEE4-F
¥-5H-5,10- Z & Z=- K H[c]57-6,7- _HAAN 3-BFE F-4-F £-5H-5,9- ~F Z&-
#*FF[c)27-6,7- —EAHIVE & 41(860 mg). ESI-MS: m/z 293(MH").

c) FHF-4-TERR 3-F & E-4-FE-7-8K-7TH-5,10- ZEF=-ZE H [c] 57 -6-
FEBE(SEHEMR 18c-1)F1 K -4-TARR 3-FE HE-4-F H-7-8-7H-5,9- " & 2%-
R IH[c)F5-6-FBR(SE ] 18c-2)HI %

¥ EHAER 3-F & H-4-F 5-5H-5,10- Z AL F I [c)57-6,7- Z B A
3- S F-4- FHE-5H-5,9- R/ 4%-ZF H [c]25-6,7- — B VE 5 4)(688 mg). X
FHEFEBE (718 mg). RALUD T 2 4£(1.38 g). 0.025 EERMIEEILHIEIR
(140 mhHFI ZE F L2280 m)TER TR AMAE 22 /M. o EHENE, H
BAZEFHRE0m)ERKE. TERETEREGHVENIE. HFBEE150
m)EFEFI &Y, BEBEH K. dZFFR-FE- =R LBRG00: HEFF
R Az R, EEmEREEET. WES—MEE
FHZER. AFELERRY, BREDRENAREEG0 mg), FZE-4-
MR 3- A E-4- FHE-7-EAR-7TH-5,10- ZF %7 3 [c] 57 -6- FL Bs (SE 75 151
18¢c-1), NEEMK, WEFE - MEEHEER. AFELHEFIRY. B
BIE Z R R HARQ250 mg), HER-4-EER 3-FEE4-FE-7-8/L-TH-
5,9- R Ik-RH[c]F-6-FEER(EHF] 18c-2), AHEBIK.

B 2K-4-TEIR 3-F A HE-4-FHE-7-8M-TH-5,10- Z R Z&-F FH [c] 57 -6-%
BE(SE M 18c-1): ESI-MS: m/z 447 (MH"); 'TH-NMR (CDCL,): § 2.40 (3H, s),
2.47 (3H, s), 4.06 (3H, s), 7.39 (2H, d, J=8.5 Hz), 7.47 (1H, d, J=9 Hz), 7.66 (1H,
dd, J=4.5 Hz, 1 Hz), 8.09 (2H, d, J=8.5 Hz), 8.32 (1H, d, J=9 Hz), 8.90 (1H, d,
J=4.5 Hz), 9.42 (1H, d, J=1 Hz).

R4 TER 3-FFEHE-4- F 2 -7- 8- 7TH-5,9- B - F I (] -6-
(SEHER] 18¢-2): ESI-MS: m/z 447 (MH"Y); 'H-NMR (CDCl,): § 2.43 (3H, 9),
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2.48 (3H, s), 4.06 (3H, s), 7.40 (2H, d, J=8.5 Hz), 7.46 (1H, d, J=9.5 Hz), 7.98
(1H, dd, J=5 Hz, 1 Hz), 8.09 (2H, d, J=8.5 Hz), 8.32 (1H, d, J=9.5 Hz), 8.93 (1H,
d, J=5 Hz), 8.99 (1H, d, J=1 Hz). |

d) 6-Q-—_HEE-ZEFTE)3-FEE-4-FE-5,10- R I&-FEFH([c)F-
7-B i 1 %

¥ IE-4-TERR 3-F A E-4-FE-7-84R-7H-5,10- Z R &-F FF[c] %] -6-
FEE(SLHER] 18c-1) (25 mg)BIFFE NN-—HEZ (0.5 m)F, FHF
80°C HMHIREY 1 /bit. H_FFERMBIEREY, FHABMMEIER
WAKEE. ALKRBRNTREVNE, HAERETE. A& F -
FEE=50: 1 1 ZS FR-FEE=10: 1 BIFWEREESEAL ZF LY. 7

FIMEERNFH, AMAEREQRL mg). ESI-MS: m/z363 (MH"); 'H-NMR

(CDCl,): 8 2.36 (6H, s), 2.51 (3H, s), 2.66 (2H, t, J= 6.5 Hz), 3.82 (2H, 21l
TUE L%, J=4 6.5 Hz), 4.02 (3H, s), 7.12 (1H, d, J=9 Hz,), 7.18 (1H, brt, =4
5.5 Hz), 7.54 (1H, dd, J=4.5 Hz, 1 Hz), 8.05 (1H, d, J=9 Hz), 8.80 (1H, d, J=4.5
Hz), 9.27 (1H, d, J=1 Hz).

L] 19

6-2- R E-CHETE)-3-FEHE-4-FE-59- Z R %K H([c]%-7-F7
Rl

CARALLTSChtif] 18d BV, HHSEMEG] 18c-2 FIfL&F N, N-ZH
HRLZEFTGE, BE 6-Q-“HERE-ZETRE)3-FERE4-FE-S59--K
P-KH[c)T1-7-H. BEIFMFER=H, AMAEHMR. ESI-MS: m/z 363
(MH"); 'TH-NMR (CDCL,): & 2.35 (6H, s), 2.52(3H, s), 2.66 (2H, t, J= 6.5 Hz),
3.81 (2H, RPN EE, J=4 6.5 Hz), 4.01 (3H, s), 7.11 (1H, d, J=9 Hz), 7.20
(1H, brt, J=#71 6 Hz), 7.88 (1H, dd, J=5 Hz, 1 Hz), 8.05 (1H, d, J=9 Hz), 8.84 (1H,
d, J=5 Hz), 8.85 (1H, d, J=1 Hz).

SLHER 20

6-(2- Z R E-CHERTHE)-1,2,3-ZFEAE-59- “ B I-FEH[c)F-7-FRY
&
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a) FR-4-TER 1,2,3-ZFHEE-7-8M-7TH-5,9- ZFH~-FFH[c]Z7-6-Z:Bs
) )

CLBL T et 18a-18c KIG¥E, B 5,7-Z84X-6,7- & -5H-[2]4-&
2h-6-#2 1 Z.EE(Robin D. Allan and Joyce Fong, Aust.J. Chem. , Vol. 36, =
1221-1226 T, 1983)F1 3,4,5-= A XX IR, BEIFF-4-HK 1,23-=
AR 3-7-ER-TH-5,9- Z B F=-F I [c]F-6-FlE. BEMTERTM, N
P& E K . ESI-MS: m/z 493 (MHY); 'H-NMR(CDC,): § 2.50 (3H, s), 3.95 (3H,
s), 4.07 (3H, s), 4.08 (3H, 5), 7.27 (1H, 5), 7.43 (2H, d, J=8 Hz), 8.13 (2H, d, J=8
Hz), 8.46 (1H, dd, J=5 Hz, 1 Hz), 8.90 (1H, d, J=5 Hz), 8.94 (1H, d, J=1 Hz).

b) 6-2- ~ FRE - ZEEHE)-1,2,3- = FHEE-59- Z R RX&-FH [c]5-7-
A 1 1 2

DL T sEhifsl 18d B 5%, H1 EMEERIHFR-4-ER 1,2,3-=FE

Bo7-ER-TH-5,9- “EIR-FFHF[c1F7-6-E B NN- - Z " g & 1t
ey . BRFAEENES, MHAEHEK. ESI-MS: m/z 409 (MH); 'H-
NMR (CDCl,): § 2.36 (6H, s), 2.64 (2H, t, J= 6 Hz), 3.76 (2H, KLU E X, J=
49 6 Hz), 3.90 (3H, s), 4.00 (3H, s), 4.02 (3H, s), 6.94 (1H, 5), 7.55 (1H, brt, J=
4 6 Hz), 8.38 (1H, dd, J=5 Hz, 1 Hz), 8.82 (1H, d, J=5 Hz), 8.83 (1H, s)-

L] 21

6-(2- — FR - ZEEH)-5,9- “ B - Ei [ 1,2-a] FE-7-ER HI ) &

a) 5, 7-:.aﬁ-6,7-:’:L-SH-[214-§&E“-6-@E&§-1-%@%Bg%%%

DL T SEfEif] 1a 954, B 5,7-_84R-6,7- —&-5H-[2]4- A Eli-6-
e AN -E BRI, B3] 5,7- -8 4X-6,7- & -5H-[2]4- A E-6-
BB 1-EBE. BRFMFEENTR, AEFEEHAR. ESIMS: m/z 317
(MH"); '"H-NMR (DMSO-d6): § 7.38-7.67 (SH, m), 7.91 (1H, d, J=8.1 Hz), 8.38
(1H, d, J=8.7 Hz), 8.54 (1H, dd, J=1.1 Hz, 7.6 Hz), 8.57 (1H, d, J=1.1 Hz), 8.75
(1H, d, J=4.9 Hz), 11.61 (1H, brs).

b) 5H-5,9- ~ & Z=-fi H[1,2-a)3E-6,7- B FI SH-5,10- -2 JF[1,2-a]
3E-6,7- BB S PRI &

LAZE LT SERER] 1b B 7%, Bl 21a BIL-E YT 0n, 52 SH-5,9-
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TR Ix-EFF(1,2-2]FE-6,7- ZFR N SH-5,10- — & ZR-EiHE[1,2-a)3E-6,7- — FHIR
&Y, AFEBWEEE. ESI-MS: m/z 299(MH").

c) FZR-4-BEER 7-F-7TH-5,9- & J%- B FF[1,2-a)3E-6- H BE A 6 &

LRI SERER] 18 BY51E, BHSCHER] 21b BIMLEMITFEE, BRIFEE
-A-TEBR 7-EAR-7TH-5,9- — & ZR-Ei 3 [1,2-2)3E-6-25H8, R EEKFK . ESI-MS:
m/z 453 (MH"); 'H-NMR (DMSO0-d6): § 7.59 (2H, d, J=8.6 Hz), 7.75-7.93 (2H,
m), 8.06 (2H, d, J=8.6 Hz), 8.17 (1H, d, J=7.6 Hz), 8.21 (1H, d, J=9.2 Hz), 8.42
(1H, d, J=5.6 Hz), 8.61 (1H, d, J=4.9 Hz), 8.64 (1H, d, J=9.2 Hz), 8.99 (1H, s),
9.04 (1H, d, J=4.9 Hz). 7F DMSO-d6 7, FREMIESEFIHIEES

d) 6-(2- R & H-ZHFE)-5,9- “FI&-EfiF[1,2-a] FE-7- Eﬂﬁ’]ﬁ%ﬂ%

PASRILT-sE ] 18d B 5%, EBSEHER] 21c Mfb&4 N N-H
LRIHE, B3] 6-Q-ZHEE-ZEEH)-5,9- “mLR-BhHF[1,2-a]FE-7-
B, BEHEEN™ M, AMAEMK. ESI-MS: m/z369 (MHY); 'H-NMR
(CDCI;): 5 2.41 (6H, s), 2.74 (2H, t, J=6.3 Hz), 3.95 (2H, g-like J=6.3 Hz), 7.42
(1H, brt, J=6.3 Hz), 7.58-7.84 (4H, m), 7.95 (1H, d, ]=4.9 Hz), 8.01 (1H, d,
J=8.9 Hz), 8.85 (1H, d, J=4.9 Hz), 8.90 (1H, d, J=0.7 Hz), 9.13 (1H, d, J=7.9
Hz).

S g 22

6-2- W& EE- LHERTEE)-1,3- ZHFR-5,9- Z R Fe-El I [5,6-¢] 71 - 7-BR 1)
il 2%

) FAR-4-TERR 7-84R-TH-1,3- Z8 F=-5,9- ZFF%- B3 [5,6-¢] 77 -6-H g
) 1 2

VARAT- 3L Ftfl 18a-18c HIAYE, H 5,7- & 4-6,7- 5 -5H-24-5
Efi-6-F2 R Z.BE(Robin D.Allan and Joyce Fong, Aust. J. Chem. , Vol. 36, &
1221-1226 71, 1983)F1 3 4-(1[@3:%9%)2‘55;3%% 153 2K -4-TEFE 7-8
H-7TH-1,3- 28 2%-5,9- R Z~- B 3F[5,6-c) 27 -6- 5585 . BRI EEN &,
AEEHAR. ESI-MS: m/z 447 (MH"); 'H-NMR (CDCL,): § 2.49 (3H, s), 6.26
(2H, s), 7.42 (2H, d, J=8.5 Hz), 7.66 (2H, s), 7.92 (1H, d, J=5 Hz), 8.11 (2H, d,
J=8.5 Hz), 8.93 (1H, d, J=5 Hz), 8.99 (1H, brs).
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b) 6-(2-— FEE-ZEFFE)-1, 3-8 F&-5,9- — & L:-BH[5,6-c1%7-7-
A Fr o1 2%

DAZEALF SEHE] 18d B9 5%, B L E18 2/ FF 2R -4-1 R 7-8K-7H-1,3-
T HR-5,9- R I-EiH(5,6-c] 5 -6-FEEFN N N-HEZ g4l &itbib &
Yl ?%iﬂ%%%ﬂ@?fnu, KL R AK. ESI-MS: m/z363 (MH'); 'TH-NMR
(CDCL,): 82.39(6H, s), 2.68 (2H, t, J= 6 Hz), 3.78 (2H, 25{0\IY E i, J=47 6 Hz),
6.12 (2H, s), 7.08 (1H, s), 7.23 (1H, brt, =44 6 Hz), 7.41 (1H, s), 7.80 (1H, d,
J=5 Hz), 8.83 (1H, d, J=5 Hz), 8.86 (1H, s).

SLHEY 23

6-2- — R E - L ETE)-3-FEMTE (sulfanyl) -5,9- Z R F%-E H[c]
77-7- Bl

a) P K-4-TEER 3-FEB b E-7-8K-TH-5,9- Z & Z%-F I [c)- 27 -6-E:H5
(1) %

CLRIFSEREfR 18a-18c BYATE, B 5,7-Z&AR-6,7- Z&-5H-[2]4-&
Bi-6-F2 ER ZBE(Robin D. Allan and Joyce Fong, Aust. J. Chem. , Vol. 36, &
1221-1226 1, 1983)F1 3-(FRRRE) K& 86, B2 FR-4-TE8 3-FEMT
H-7-EFR-TH-59- B - K H [c] 4 -6- % BREMEENTH, HEE
¥R . ESI-MS: m/z 449 (MH"); '"H-NMR (CDCL,): 8 2.50 (3H, s), 2.66 (3H, s),
7.43 (2H, d, J=8 Hz), 7.55 (1H, dd, J=9 Hz, 2 Hz), 7.72 (1H, d, J=2 Hz), 7.98
(1H, dd, J=5 Hz, 1 Hz), 8.14 (2H, d, J=8 Hz), 8.26 (1H, d, J=9 Hz), 8.94 (1H, d,
J=5 Hz), 8.99 (1H, d, J=1 Hz).

b) 6-2- R EE-LERE)-3-FEREE-5,9- “ R H-F I [c]7-7-88
FA) 1) %

PA2BIFSERER] 18d RIATE, B EMEEFEAFR4-EE]R 3-F A
B-7-8A-TH-5,9- ZEZ2-ZK 3 [c] 47 -6- 2B A N,N- —FE 2 g #l#& it i
Y. BRTREN &, MO R. ESI-MS: m/z365 (MH"); 'H-NMR
(CDCL,): 8 2.37 (6H, s), 2.62 (3H, s), 2.66 (2H, t, J= 6 Hz), 3.78 (2H, 50T
F &, J=] 6 Hz), 7.16 (1H, dd, J=9 Hz, 2 Hz), 7.35 (1H, brt, J=£J 5 Hz), 7.41
(1H, d, J=2 Hz), 7.88 (1H, dd, J=5 Hz, 1 Hz), 8.00 (1H, d, J=9 Hz), 8.85 (1H, d,
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J=5 Hz), 8.87 (1H, d, J=1 Hz).

SCHEY 24

3-FEEE-4-F A-6-(2-ML g K- 1- B - ZEE E)-5,10- “FF- K H[c]F-
7-BR i &

PAZRBL T SEHE 18d f070%, HFER-4-ERE 3-FEE-4-HE-7-8 K-
TH-5,10- Z 8 #%-ZFH [c] 77 -6-EBE (L F] 18c-1)F1 1-(2-FE ZE)ILrg &2
Hl &b &Y. BRI FERN &R, IO EH K. ESI-MS: m/z 389 (MHY);
'"H-NMR (CDCl,): & 1.86 (4H, m), 2.50 (3H, s), 2.72 (4H, m), 2.90 (2H, t, J=6.5
Hz), 3.89 (2H, KALNELE, J=£7 6.5 Hz), 4.02 (3H, s), 7.12 (1H, d, J=9 Hz),
7.18 (1H, brt, J=44 5 Hz), 7.54 (1H, dd, J=4.5 Hz, 1 Hz), 8.04 (1H, d, J=9 Hz),
8.80 (1H, d, J=4.5 Hz), 9.27 (1H, brs).

SEHER] 25
6-2-—HEE-LERE)3-FAE-9-FHE-5 10-ZEHZR-FH[c]F-7-
B 1) 61 2%

a) 3-FH-5, 7- ZER-6,7- _&-SH-[2)4- 5 2i-6- R B L EE I 41 %

e 6-FFFE-NEnE-3,4- KRR (440 mg)(Emil J. Moriconi and Francis A.
Spano, J. Am. Chem. Soc., Vol. 86, 58 38-46 71, 1964)&F 7 LB EF (10 ml)
B, F EHIREWEIR 10 545 TERFEESY #2528 2 85(0.325
m)M = Z[%(0.745 ml), FHEHMPREEYIR . BEEWIREETIR, ¥
HHZHF RN S RE-FEQS: DEFHEREGA LS., B3RE
BRI EY), AROEMmRY, HEF 1 38BN =2/. ESI-MS: m/z234
(MH"); 'TH-NMR (CDCl,): 6 1.26-1.38 (15H, m), 2.63 (3H, s), 3.28 (6H, q, J=3.3
Hz), 4.22 (2H, q, J=4.2 Hz), 7.29(1H, s), 8.58 (1H, s).

b) 3-F%-5,7- Z&MR-6,7- Z&-5H-[24- R Ef-6-RER (G- F &I FEE)-
P i (147 ) %

VAZRL T LM 1a BI 535, HSCHER] 252 BILE ), 153 3-F3E-5,7-
ZEA-6,7- ZH-SH-2)4-AE-6-RRG-FEE-FE)-BifE. BEFEE
M= &, HERELEHEK. ESI-MS: m/z311 (MHY); 'H-NMR (DMSO-d6): §
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2.54 (3H, 5), 3.74 (3H, s), 6.51 (1H, ddd, J=8.3 Hz, 2.3 Hz, 1.0 Hz), 6.9 (1H,

ddd, J=7.9 Hz, 1.98 Hz, 1.0 Hz), 7.13 (1H, t-like, J=7.9 Hz), 7.18 (1H, d, J=1
Hz), 7.41 (1H, t-like, J=2.3 Hz), 8.35 (1H, d, J=1.0 Hz), 10.80(1H, s)-

¢) 3-F 4 EE-0- FHHE - 5H-5,10- — A Ie-FK H [c]127-6,7- —FA AN 3-F A -
10- A H-5H-5,9- & Z&-FKFF [c]47-6,7- BB & PRI Il &

PARALTFSEMEG] 16 RIFvE, BSERER] 25b Bk &R, 53 3-H
SE-9-FF R -5H-5,10- — & J%-F (] Z5-6,7- ZHFN 3-FEEE-10-F Z-5H-
59-"E-FEH[c1F-6,7- _MHIIEEY, MHEEHEER: ESI-MS: m/z
293(MH").

d) B K-4- T8 ER 3-F A E-9-FE-7-HM-7H-5,10- R %K
H Bl &

DAZBILTFSEHER] 18c B, HLHEf 18c MWEWITE, BEIFZR
4-TETE 3-FF A EE-9-F H-7-EfR-7TH-5,10- —F Z&- K H[c]4j-6- %l . 73|
FrEBERFER, HEBAHAK. ESI-MS: m/z 447 (MHY); 'H-NMR(CDCLy): 8
2.48 (3H, 5),2.71 (3H, s), 4.02 (3H, 5), 7.35-7.38 (2H, m), 7.44 (2H, d, J=5.9 Hz),
7.49 (1H, s), 8.13 (2H, d, J=5.9 Hz), 8.29 (1H, d, J=6.8 Hz), 9.24 (1H, s).

e) 6-(2- — R - ZHE H)-3- FEE-9-FH-5,10- —FI-F I [c]F-
7-ER ] &

DASSBLTF it 18d A%, HSEHER] 25d RILEPA NN-ZH
LRETFR, BF 6-Q-ZHEE-ZETE)-3-FHEE-9-FHE-5,10- “ &R
“FE I -T-B . BEFRTENSMS, AMALBERK. ESI-MS: m/z 363
(MH"); 'H-NMR (CDCl,): & 2.35 (6H, s), 2.64 (2H, t, J=6.3 Hz), 2.68 (3H, s),
3.77 (2H, g-like, J=6.3 Hz), 3.97 (3H, s), 6.98 (1H, dd, J=2.6 Hz, 8.9 Hz), 7.06
(1H, d,J=2.6 Hz), 7.31 (1H, brt, =23 6 Hz), 7.40 (1H, s), 8.02 (1H, d, J=8.9 Hz),
9.10(1H, s).

H[c]%; -6-

13

L 26

6-(2- — R E - ZERFE)-3-FEHE-8-FE-5,9- ZFIR-FH([c]7-7-F
f il &

a) 1-FH#-5,7-Z 8 R-6,7- Z&-5SH-[2]4- R ehi-6- R R L BRI Hl &

40



02819771. 2 oM P E34/561m

LR LT SERE] 25a B957%, B 2- B 2 iE -3,4- — % BR (Emil J.
Moriconi and Francis A. Spano, J. Am. Chem. Soc. , Vol. 86, 58 38-46 i, 1964)
Frih, B3 1-FH-57-28MR-6,7- -5 -5H-[2]4- B 2h-6-REE 2. B3
FREEE A 5, A EN K. ESI-MS: m/z 234 (MHY); 'TH-NMR(CDCL,): §

5 1.35(3H, t, J=7.3 Hz), 2.81 (3H, 5), 4.21 (2H, q, J=7.3 Hz), 7.29 (1H, d, J=4.6
Hz), 8.53 (1H, d, J=4.6 Hz).

b) 1-FH¥-5, 7- & AR-6,7- & -SH-[2)4- A Ei-6-RER G- H A - FEH)-
Bt frz 1) 1) 2%

VLR TS0 5] 1a BI7vE, HCHf) 26a ML &Y R, BE] 1-F

10 %-57-28AR-6,7- & -5H-[24- B ET-6- KRR 3-F A E- A H)- Btz . 5%
FrEE/Rref, AEEHAE. ESI-MS: m/z311 (MH"); 'H-NMR(DMSO-d6):
8 2.88 (3H, s), 3.74 (3H, s), 6.54 (1H, d, J=8.3 Hz), 7.02 (1H, d, J=7.9 Hz), 7.16
(1H, dd, J=7.9 Hz, 8.3 Hz), 7.41 (1H, brs), 7.70 (1H, d, J=5.3 Hz), 8.85 (1H, d,
J=5.3 Hz), 10.62 (1H, s).

15 c) 3-F S FE-8-FH-5H-5,9- “ R Z%- A FH[c]F5-6,7- —HIFN 3-FHEE-11-
FAZE-5H-5,10- Z B JR-E I [c]55-6,7- _HiR &) B H &

LRI FSEREF] 1b R, B3] 3-FEE-8-FE-5H-5,9- — A K
H(c]71-6,7- —EAFT 3-FHE FE-11-FE-5H-5,10- ~ A Z=-2K 3 [c]%7-6,7- —
HIVE&Y), AREEEEK. ESI-MS: m/z 293(MHY).

20 d) FR-4-BERR 3-FF A FE-8- B A-7- 8 M-7TH-5,9- Z & He-FE H[c]F7-6-2
Ba i 1 %

DAL FSLhEfl 18c BIFE, B 26c ML EYIITME, B3 F K-4-14
R 3-FEHE-8-FE-7-8R-TH-5,9- “ R &-FFEFH[c]F7-6-%8s, HFEEH
K. ESI-MS: m/z 447 (MH"); 'H-NMR (CDCl,): § 2.49 (3H, s), 2.90 (3H, s),

25 4.01 (3H, s), 7.00-7.38 (2H, m), 7.43 (2H, d, J=7.9 Hz), 7.85 (1H, d, J=4.9 Hz),
8.15 (2H, d, J=7.9 Hz), 8.33 (1H, d, ]=9.9 Hz), 8.79 (1H, d, J=4.9 Hz).

e) 6-2-“H & - L EEE)-3-FEE-8-FH-59- Z R - IH(c14-7-
e £ 1 2

DIZBLFSE ] 18d M3, B 26d KIfb&WF NN-ZHEZ K

30 FR, B3 6-Q-“HEE-ZERE)-3-FAE-8-FHE-59- A Z-FHc]
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i-7-00. BREFFENH, AHLERK. ESI-MS: m/z 363 (MH");
'H-NMR (CDCl,): § 2.36 (6H, s), 2.64 (2H, t, J=6.3 Hz), 2.87 (3H, s), 3.78 (2H,
q-like, J=6.3 Hz), 3.96 (3H, s), 6.97 (1H, dd, J=2.6 Hz, 9.2 Hz), 7.09 (1H, d,
J=2.6 Hz), 7.39 (1H, brt, =4 6 Hz), 7.75 (1H, d, J=4.9 Hz), 8.07 (1H, d, J=9.2
Hz), 8.71 (1H, d, J=4.9 Hz).

SCHER] 27

11-F-6-2- — R EE-ZEETR)-3-FEAE-5,10- A F=-FH[c]%-7-F1
) il %%

a)l-5-5,7- 5 R-6,7- & -5H-[2]4- R El-6-FRER LEE A H &

CLZRAL T SE 151 252 B 53, B 2-8-Atk g -3,4- — 2 B (Florence Mongin,
Francois Trecourt and Guy Queguiner, Tetra-hedron Lett., Vol. 40, &5 5483-
5486 T1, 1999)FF4h, BH| 1-8-5,7- 28 -6,7- & -5H-[2)4- A &i-6- 5
ZEs. JEPFRENSS, AEEHAR. ESI-MS: m/z254 (MH"); 'TH-NMR
(DMSO0-d6): & 1.18 (3H, t, J=6.9 Hz), 4.02 (2H, q, J=6.9 Hz), 7.33 (1H, d, J=4.3
Hz), 8.49 (1H, d, J=4.3 Hz).

b)1-%-5,7- & AX-6,7- Z&-5H-[2)4- A Bfi-6-FRBR (3- FH S I - B A%
) ) %

CLRABL T SC ] 1a 777, BISEHEG] 272 LB FFEE, B30 1-8-5,7-
ZEAR-6,7- & -5H-[2)4- A Ei-6- R B- FEE-FKE)-Btfz. BEEE
FI7= &, I E R B K . ESI-MS: m/z 331 (MH"); 'H-NMR(DMSO-d6): & 3.74
(3H, s), 6.52 (1H, dd, J=1.7 Hz, 7.9 Hz), 7.03 (1H, brd, J=8.9 Hz), 7.15 (1H, t-
like, J=7.9 Hz), 7.37 (1H, d, J=4.6 Hz), 7.41 (1H, t-like, J=1.7 Hz), 8.53 (1H, d,
J=4.3 Hz), 10.70 (1H, s).

c) 11-5-3-FEEE-5H-5,10- A ~-KH [c]%7-6,7- ZFF 8-E-3-F &
F-5H-5,9- R F%-FF[c] 57 -6,7- —EIR A Y HIH] &

DIRBAT K6 16 B, s 270 MALASFFeE, B3 11-
-3-FEE-5H-5,10- R %K FH [c]7-6,7- —EIFA 8- -3- A E-5H-5,9-
ZRFR-EH[CG-6,T-ZHWMEEY, HEBEEK. ESIMS: m/z
313(MH").
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d)FZR-4-THER 11-F-3-FEE-7-8MK-7TH-5,10- B 4:-FE I [c]) 5 -6- 3
ke

CARLTSEHEB 18c BIA1E, HERER 27¢ Kb & 1R, BEIFE
4-FEPR 11-F-3-FEE-7-88-7TH-5,10- — B - F [ F-6-Kls, HER
A . ESI-MS: m/z 467 (MH"); 'H-NMR(CDCL,): § 2.49 (3H, s), 4.02 (3H, s),
7.32 (1H, dd, J=2.3 Hz, 9.2 Hz), 7.36 (1H, d, J=2.3 Hz), 7.43 (2H, d, J=7.9 Hz),
7.63 (1H, d, J=4.3 Hz), 8.12 (2H, d, J=7.9 Hz), 8.68 (1H, d, J=4.3 Hz), 9.20 (1H,
d, J=9.2 Hz).

e)11-F-6-Q-ZHRE-ZERE)-3-FEHE-5,10- ZF - K H[c157-7-
i ) ] 2

FE R P mD)F A NN-TFEZ ZfZ0 m)ERF M 11-8-3-
R H-7-8-TH-5,10- ZFZR-FE H [c]F7-6-FEE(SEHE%) 27d)(100 mg),
FHHE N, TR IR. AEMSIEKERERZER H A
TKBR T, HFERERETE. BdH-HFE-FEE=50: 1 I-K
Hi-AEE=9: 1 BIFREREREAMERY . SEMFENTR, A
4T B4 K « ESI-MS: m/z 383 (MH); 'H-NMR(CDCl,): § 2.36 (6H, s), 2.65 (2H,
t, J=6.3 Hz), 3.78 (2H, q-like, J=6.3 Hz), 3.97 (3H, s), 6.93 (1H, dd, J=2.6 Hz,
9.6 Hz), 7.05 (1H, d, J=2.6 Hz), 7.54 (2H, d, J=4.3 Hz), 8.60 (2H, d, J=4.3 Hz),
8.98 (1H, d, J=9.6 Hz).

Kt 28

6-(2- R - AR HE)-3- FEIE-11-FEHE-5,10- —FF&- K H )5 -
7-H ) ) &

FE S F 50 m)FH G ml, 40% T FRES)ERSMMA 11-5-
6-(2- “HEE-ZHEAE)-3-FEFE-5,10- ZF I2-FE 3 [c] 27 -7- B (5L e 5]
27e)(5.7 mg), FEEZHEDRTF S0C HHBEEDAKR. H_EFHEEE
B, HMEMEAEKEREEL, ATKRBRA TSR, HFEELZETE.
M-S Fh-FiE=4: | EANEREZCEALFERY. BRREEN
i, SRR LR K (1.8 mg). ESI-MS: m/z 378 (MH"); '"H-NMR (CDCL,): § 2.44
(6H, s), 2.77 (2H, t, J=6.3 Hz), 3.14 (3H, d, J=4.9 Hz), 3.82 (2H, g-like, J=6.3
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Hz), 3.96 (3H, s), 4.85 (1H, brq, J=27 5 Hz), 6.89-6.95 (2H, m), 7.04 (1H, d,
J=2.6 Hz), 7.30 (1H, brt, J=4 6 Hz), 8.34 (1H, d, J=9.2 Hz), 8.41 (1H, d, J=4.3
Hz).

SE {5 29

6,11- —-2- — PR - ZEEE)-3-FEE-5,10- — 8 I-FH[c]%-7-7
i)l %

¥ 1-8-6-Q-“ R E-LEEE)-3-FEE-5,10- 8 I-E H ()5 -7-
BR(SEHEB] 27¢)(23 me)BVFAE NN-“HEZ Zi202.0 mDF, FHAEES
AAEF, T 60°C MFREEIER. HZEFMBER R, MABEMEE
KRS, AIT/KRBRPTER, HAERETIR. & & Fl-FEE-25
% EKEIE=100: 5:1 RIFMEREZCIEAMFIRY . BEAFENF
i, NSO BRI K(17 mg). ESI-MS: m/z 435 (MH"); '"H-NMR(CDCl,): §2.27
(6H, s), 2.34 (6H, s), 2.60-2.66 (4H, m), 3.60 (2H, g-like, J=6.6 Hz), 3.75 (2H,
q-like, J=6.3 Hz), 3.96(3H, s), 5.76 (1H, brt, J=# 6 Hz), 6.84 (1H, dd, ]=2.6 Hz,
9.6 Hz), 6.92 (1H, d, J=4.6 Hz), 7.04 (1H, d, J=2.6 Hz), 7.36(1H, brt, J=#7 6 Hz),
8.37 (1H, d, J=4.6 Hz), 8.49 (1H, d, 9.6 Hz).

SEHEA 30

11-G-ZHEE22- “HE-RERE)6-Q-ZHFEE-ZERH)3-H
S F-5,10- R 4K F (] 75 -T-BR Rl &

VAL T SC sl 29 B A1, BISEitfl 27e BRI &8 iR, 183 11-(3-
CHEE2-THRE-REEE)6-Q-ZHREE-ZETE)3-FEHE-5,10-
TR () -T-HH, AL ERK. ESI-MS: m/z 477 (MHY); 'TH-NMR
(CDCL,): & 1.10 (6H, s), 1.85 (6H, s), 2.24 (2H, s), 2.36 (6H, s), 2.65 (2H, t,
J=5.6 Hz), 3.42 (2H, d, J=4.0 Hz), 3.77 (2H, g-like, J=5.6 Hz), 3.95 (3H, s),
6.85-6.89 (2H, m), 7.03 (1H, d, J=2.6 Hz), 7.32 (1H, brt, J=5.6 Hz), 7.99 (1H, brt,
J=4.0 Hz), 8.38 (1H, d, J=4.6 Hz), 8.61 (1H, d, J=9.2 Hz).

SCHER] 31
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11-G-ZHEE-2, 2-“FE-RETE)-6-Q- —_FEE-LEFH)-3-F
EH-4-FFE-5,10- Z B R-FH ()7 -T-F T &

a) B 4-TER 11-8-3-FEE-4-FE-7-8M/-TH-5,10- Z & FH=-FH[c]
%7-6-FBE R &

DAZBAL TS 18a-18c KL, H 1-8-5,7-Z—#X-6,7- —&-5H-[2]4-
R E-6-REE LB 72) 3-FEE-2-FE-KEH M, BEFE-4-HE 11-
H-3- AR 4-BE-7-ER-TH-510- ZF 23K I [c] 77 -6- B . BT
ERRER, ABER K. ESI-MS: m/z 481 (MH"); 'TH-NMR(CDCL): & 2.40
(3H, s), 2.47 (3H, s), 4.06 (3H, s), 7.39 (2H, d, J=8 Hz), 7.41 (1H, d, J=10 Hz),
7.64 (1H, d, J=4.5 Hz), 8.07 (2H, d, J=8 Hz), 8.67 (1H, d, J=4.5 Hz), 9.17 (1H, d,
J=10 Hz).

b)11-&-6-2- - FRFE-ZEEE)3-FARE-4-FE-510- —F%-F I
[c]27-7-HR 8 i) &

DAELTF SEHEfl 27e B 715, B EEABIN FR4-HER 11-5-3-FE
Ho4-FE-7-FMR-TH-5,10- R F=-FH [c] 77 -6-E B NN-—HEL K
HEELEY . BEFFEN R, IBEKR. ESI-MS:m/z397 (MH");
'H-NMR(CDCL,): § 2.36 (6H, s), 2.51(3H, s), 2.67 (2H, t, J= 6.5 Hz), 3.82 (2H,
KU E I, J= 47 6 Hz), 4.02 (3H, s), 7.08 (1H, d, J=9.5 Hz), 7.37 (1H, brt, J=
449 5 Hz), 7.52 (1H, d, J=4.5 Hz, ), 8.58 (1H, d, J=4.5 Hz), 8.95 (1H, d, ]=9.5
Hz),

O1-G-THEE-2, 2- “HE-NEER)-6-Q-ZFE-EHE-LEFTE)-
3-FRAE FE-4-F 3E-5,10- B R-FK 5[] 47 -7- B B il &

PLZRALTFSEhE ) 29 BI57E, B EEERR 11-]-6-Q-ZFE&E-2&
BE)-3-FEHE-4-FE-5,10- ZEIR-AIH[c]F7-7-F A N,N-2,2- Y B £-1,3-
A _REHI& b &9 B EFT R ER = dh, A B/ K. ESI-MS: m/z 491
(MH"); '"H-NMR (CDCL,): § 1.12 (6H, s), 1.85 (6H, s), 2.24 (2H, 5), 2.37 (6H, 5),
2.51 (3H, s), 2.68 (2H, t, J=6.5 Hz), 3.42 (2H, d, J=4 Hz), 3.82 (2H, E{LI/UE
I, J= £ 6 Hz), 3.98 (3H, s), 6.87 (1H, d, J=4.5 Hz), 6.99 (1H, d, J=9.5 Hz),
7.15 (1H, brt, J= £y 5.5 Hz), 7.86 (1H, brt, J= £ 4 Hz), 8.37 (1H, d, J=4.5 Hz),
8.59 (1H, d, J=9.5 Hz).
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SLhE] 32

6-(2-— B E - ZEEH)-5,9- " HIR-FEH [c]77-7-BR B %

a) 5,7- 4 48-6,7- “ & -5H-[2]4- R Bf-6-RERFE-BLIZ 10 I &

DLKALF ekl 1a BOF3%, B 5,7-Z84R-6,7- —&-SH-[2]4-E Efi-6-
SR Z BRI 4G, B3 5,7-ZHMR-6,7-ZH-5H-[2)4- A E-6- R
&, BRITEEN S, HIREB AR ESI-MS: m/z267 (MH'); 'H-NMR
(DMSO-d6): & 6.93 (1H, t, J=7.3 Hz), 7.26 (2H, t-like, 7.3 Hz), 7.33 (1H, dd,
J=1.4 Hz, 4.6 Hz), 7.59 (2H, d, J=7.3 Hz), 8.51 (1H, d, J=1.4 Hz), 8.72 (1H, d,
J=4.6 Hz), 10.78(1H, brs).

b) 5H-5,9- ~ & Zx-FK I [c]%7-6,7- —_EIF1 3-FRAREE-11-F E-5H-5,10-—
A e-FEH[c)7-6,7- —FIIREWHIHI%&

¥ EEA RN 5,7- 8 R-6,7- & -SH-[2]4- A El-6-FREL E L (1.33 g)
WERZE S E R IEEIR(7 mD)T. T 100°C MR EWH K. HAHRE
PR BN ANIK(40 g). BITHREREEITIEY), HEMUHKEREIIE
WAKIEYE, 183 SH-5,9- Z R F-FH [c]%7-6,7- _EI 1 3-F E - 11-F E-
5H-5,10- Z R Z&-FK FH [c]Z7-6,7- — MR KR & ¥ (1.2g) - ESI-MS: m/z 249
(MH").

) FEK-4- TR 7-8AX-TH-5,9- “FIR-F H [c] 27 -6-F B ] %

DAZE LT SEHEG] 18c KL, HISEHER 32b MLEPTFE, BERE
4-FEER 7-8AR-TH-5,9- ZEZ%-F I [c]F7-6-Z B8, MK ESI-MS: m/z
403 (MH"); 'H-NMR (CDCl,): & 2.49 (3H, s), 7.43 (2H, d, 8.4 Hz), 7.76 (1H,
ddd, J=1.4 Hz, 7.0 Hz, 8.6 Hz), 7.92 (1H, ddd, J=1.4 Hz, 7.0 Hz, 8.1 Hz), 8.04-
8.09(2H, m), 8.14 (2H, d, J=8.4 Hz), 8.46 (1H, dd, J=8.6 Hz, 1.4 Hz), 8.96 (1H,
d, J=4.9 Hz), 9.01 (1H, d, J=0.5 Hz).

d) 6-2-ZHEE-ZERE)-5,9- R HR-F I [c]7-7- BRIl %

LAZRALFSEpEf] 1d 9575, BSEEE) 32¢ A& NN-—FE Z
TR EYTTIE, BE 6-Q-ZFEE-ZERE)-5.9-ZRR-FIH -
7-Fi. BEFEENR, AMIEHEK. ESIMS: m/z319 (MH'); 'H-NMR
(CDCL,): & 2.38(6H, s), 2.68 (2H, t, J=6.3 Hz), 3.81 (2H, g-like J=6.3 Hz),
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7.27-7.37 (2H, m), 7.65-7.77(2H, m), 7.95 (1H, dd, J=1.0 Hz, 5.0 Hz), 8.18 (1H,
d, J=7.6 Hz), 8.86-8.88(2H, m).

SLHafs) 33

3-H-6-2- — A E- 2 HEEE)-5,9- “ R[5 -7- TR &

a) 5,7- — & fX-6,7- _ & -5H-[2]4- R Ef-6- R ER 3- R - E)-BLIZ Il &

DIZRIFLhel] 1a K953, B 5,7- 28 48-6,7- & -5H-[2]4- & &fi-6-
B 7B 3-E-FRITLE, B3 5, 7-—8/K-6,7- —&-5H-[24- A Hi-6-5
RR-F-FE)- Bk FE R EN &, AREEER K. ESI-MS: m/z301
(MH"); 'H-NMR (DMSO-d6): & 6.96-7.00 (1H, m), 7.27-7.29 (2H, m), 7.35 (1H,
dd, J=1.3 Hz, 4.6 Hz), 7.98-7.99 (1H, m), 8.53 (1H, d, J=1.0 Hz), 8.74 (1H, d,
J=4.6 Hz), 10.92 (1H, brs).

b) 3-&-SH-59- “ &R Z%-FKH[c]47-6,7- —FAA 3-5-5H-5,10- ZF -
FH[c)Z1-6,7- _HiIR-& VIR H &

DARBLTSC s 32b B 7vk, EBASCHEd] 33a ML &I eh, 53] 3-8
-5H-5,9- ~ & Z2-FK FH[c]5-6,7- —BAAN 3-F-5H-5,10- & Ze-FK H[c]5-6,7-
“HrREY), AEEEEEE. ESI-MS: m/z 283 (MHY).

c) i K -4-TAR 3-8-7-84K-7TH-5,9- Z R Z&-FHF[c]-F7-6-HBE I #1%

VAR T SERER] 18c HI7i%, EBHSEHE] 33b ML EYIHTER, BREIFEX
4-TEER 3-F-7-BA-TH-5,9- Z A R-FE FH [c]27-6-FBE. ESI-MS: m/z 437
(MH"); 'H-NMR(CDCL,): & 2.50 (3H, s), 7.44 (2H, d, 8.1 Hz), 7.68 (1H, dd,
J=2.4 Hz, 9.2 Hz), 7.97-8.00 (2H, m), 8.13 (2H, d, J=8.1 Hz), 8.35 (1H, d, J=9.2
Hz), 8.96 (1H, d, J=4.9 Hz), 8.99(1H, s).

d) 3-F-6-(2- ~ &R F- LHEFE)-5,9- —F - H[c] 51 -7-BI &

DARALLFSChEf 1d B977%, B SEREf 33¢ MALAF NN-—FHEZ
ZIFE, 153 3-F-6-Q-ZREE-ZERHE)-59-ZRR-FH[c]H-7-
B, B[EFFEN~5H, AMALEHRK. ESI-MS: m/z353 (MHY); 'H-NMR
(CDCLy): § 2.43(6H, s), 2.65 (2H, t, J=6.3 Hz), 3.75 (2H, g-like J=6.3 Hz), 7.25
(1H, dd, J=2.0 Hz, 8.9 Hz), 7.35 (1H, brt, J=6.3 Hz), 7.72 (1H, d, J=2.0 Hz), 7.85
(1H, dd, J=1.1 Hz, 4.9 Hz), 8.04 (1H, d, J=8.9 Hz), 8.86-8.87 (2H, m).
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SLHEf] 34
6-(2- R E F&- L EEH)-3- L8 E-5,9- 8 R-F I [c] 27 -T-FR K &) &
a) 6--3-F2H-5,9- ZELL-ZFH[c]1%1-7-HR B &

¥ 6-F-3-FFEEE-59- “FH-FEHH[)F-7T-BI(EHERF] 1c-2)(100 mg)F
IR RIREMT 160°C Hidk: 6 /NiT. BRNBESWENZEIKKGO ml)
B, FHBSEKE8%) . BEIHBREERGAIIEY, FHERKEE.
B & - FEE(S0: DRSS ITEY, B3 6-8-3-
FRRE-5.9- TR ZR-FH[C]F-7-H(76 mg), AEEHAK. ESI-MS: m/z 283
(MH"); 'TH-NMR (DMSO0-d6): § 7.26 (1H, d, J=2.5 Hz), 7.38 (1H, dd, J=9 Hz,
2.5 Hz), 8.42 (1H, d, J=5.5 Hz), 8.64 (1H, d, J=9 Hz), 8.88 (1H, s), 8.96 (1H. d,
J=5.5 Hz), 11.30(1H, brs).

b) 6-8-3- ZEFH-5,9- ZH -SRI [ H-7- Tl R Il &

M7E NN-HEBFERZ0.5 mD)FH 6-5-3-F5-3,9- R Z%-FFF[c]
27 -7-MR(SEFEH] 342)(30 mg) FABKER (60 mg) B & JF R F IO A B 2 4652 (25
mg), HETF 90°C HFIREY 1.5 M. A_EFIHmBRNIESY, IF
HHAEKFEKEER. ATKRBRHATREEIER, FAEERETE. &
i & - FEE(100: DEFEREEEEANERY, 53 6-5-3-
LA FE-5,9- RS- IH[c]-Z5-7-HI(18 mg), AEEFMK. ESI-MS: m/z311
(MH"); 'H-NMR (CDCl,): § 1.54 (3H, t, J=7 Hz), 4.25 (2H, q, J=7 Hz), 7.39 (1H,
dd, J=9 Hz, 2.5 Hz), 7.43 (1H, d, J=2.5 Hz), 8.10 (1H, d, J=5.5 Hz), 8.35 (1H, d,
J=9 Hz), 8.95 (1H, d, J=5.5 Hz), 9.04 (1H, s).

c) 6-2- “HREE-LEFE)-3-LE8E-5,9- “ R - F I (] 5 -7-F Y
%

¥ 6-F-3-Z8FE-5,9- R IR-FHH[c]H-7-BI(EEHEB 34b)(14 mg)EF
7E NN-—HEZ 0.3 m)F, F 70°C HAHFEEY 30 5. A& HF
AR R NI EY, H AR ERMEEKEL. HEKREM
FIRENE, HFEERETE. Bidh & H k- FEE-F/KER(28%)=15:
1: 0.1 BEAMGI&EEAEANFRY. BEMFENTS, AMOER
HK(16mg). ESI-MS: m/z363 (MH"); 'H-NMR (CDCL,): § 1.50 (3H, t, J=7 Hz),
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2.36 (6H, s), 2.65 (2H, t, J=6.5 Hz), 3.78 (2H, MU EIE, J= 44 6 Hz), 4.20
(2H, q, J=7 Hz), 6.97 (1H, dd, J=9 Hz, 2.5 Hz), 7.06 (1H, d, J=2.5 Hz), 7.34 (1H,
brt, J=#J 5 Hz), 7.87 (1H, dd, J=5 Hz, 1Hz), 8.04 (1H, d, J=9 Hz), 8.83 (1H, d,
J=5 Hz), 8.86 (1H, d, J=1Hz).

SCHE] 35

6-2-— R RE-ZERE)-3-RAEE-5,9- ZR IR H [c]- - 7- B K
&

a) 6-F-3-FNEHE-5,9- “ R L-FEH (] -7-F I H &

CIZEALFSEREBl 34b KI5, &1 6-8-3-82%-5,9- R - F H{c)%5-7-
B 34a)f0 2-IRAEH F L AAY) . BRFAFENS R, HEEH
& .ESI-MS:m/z 325 (MH"); "H-NMR(CDCL;): § 1.47 (6H, d, J=6 Hz), 4.80 (1H,
KL EE, =4 6 Hz), 7.36 (1H, dd, J=9Hz, 2.5 Hz), 7.43 (1H, d, J=2.5 Hz),
8.01 (1H, dd, J=5.5 Hz, J=1 Hz), 8.34 (1H, d, J=9 Hz), 8.95 (1H, d, J=5.5 Hz),
9.03 (1H, d, J=1 Hz).

b) 6-(2- —HEE-ZEEE)-3-FREE-5,9- ZF - [c]-7-7-FIH)
ol &

IR T L 34c B9757E, B EEBEM 6-8-3-BHEAHE-5,9-—
RI-ZE I [c]Z7-7-80 A1 NN-ZHEZLZREHIE LAY . BETEEN
e, A ERK. ESI-MS: m/z 377 (MHY); '"H-NMR(CDCL,): § 1.44 (6H,
d, J=6 Hz), 2.36 (6H, s), 2.65 (2H, t, J=6.5 Hz), 3.78 (2H, XN E &, =4 6
Hz), 4.78 (1H, KU A FE I, J=44 6 Hz), 6.94 (1H, dd, J=9 Hz, 2.5 Hz), 7.06 (1H,
d, J=2.5 Hz), 7.32 (1H, brt, J=%J 5 Hz), 7.87 (1H, dd, J=5 Hz, 1Hz), 8.04 (1H, d,
J=9 Hz), 8.83 (1H, d, J=5 Hz), 8.86 (1H, d, J=1Hz).

SCHEf 36

MR E-6-2- “HERE-LERHE)-5,9- R F-FIH[c)57-7-F R 5
%

a)3-J A EEE-6-F-5,9- R - FH[c) 77 -7-FA I ) &

LASRALT KRG 34b U575, B 6-F-3-F24-5,9- “FH %-F H[c)- %7 -7-
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FKo ESI-MS: m/z 323 (MH"); 'H-NMR (CDCl,): & 4.75 (2H, dt, J=5 Hz, 1 Hz),
5.41 (1H, dq, J=11 Hz, 1Hz), 5.52 (1H, dq, J=17 Hz, 1 Hz), 6.12 (1H, ddt, J=17
Hz, 11 Hz, 5 Hz), 7.43 (1H, dd, J=8 Hz, 1.5 Hz), 7.45 (1H, s), 8.01 (1H, dd, J=5
Hz, 1 Hz), 8.36 (1H, dd, J=8 Hz, 1.5 Hz), 8.96 (1H, d, J=5 Hz), 9.04(1H, d, J=1
Hz).

b) 3-HREE-6-Q-ZFEE-ZEFTE)-5,9- “HH4-FFH([c]-77-7-E #Y
&

PAIRILF Ll 34c FIAE, B BRI 3-HREE-6-7-59-—
BZe-F I [c])-77-7-BAF NN-—HEZ _FH& b aY. BEFER
PR, CAMAEKR K. ESI-MS: m/z 375 (MHY); 'TH-NMR (CDCl;): 8 2.37 (6H,
s), 2.66 (2H, t, J=6 Hz), 3.78 (2H, KAUVU E I, J=£] 6 Hz), 4.70 (2H, dt, J=5 Hz,
1 Hz), 5.37 (1H, dq, J=10 Hz, 1Hz), 5.50 (1H, dq, J=17 Hz, 1 Hz), 6.13 (1H, ddt,
J=17 Hz, 10 Hz, 5 Hz), 7.01 (1H, dd, J=9 Hz, 2.5 Hz), 7.09 (1H, d, J=2.5 Hz),
7.34 (1H, brt, J=2 5 Hz), 7.88 (1H, dd, J=5 Hz, 1Hz), 8.06 (1H, d, J=9 Hz), 8.84
(1H, d, J=5 Hz), 8.86 (1H, d, J=1 Hz).

SC i 37

6-(2- — & FE- ZE T E)-3-F R E-5,9- Z R IR-F I (c]- 77 - 7-BI A9
%

¥ 6-F-3- A FHE-5,9- HA-FEH[c]Z-7T-F(EEHER] 1c-2)(20 me)E#E
F DMFQ2 ml)F. HERTMAN 2-“HEE-ZHRELREREQC] mg), =&
%(0.04 m])FILE M 15 5 - #T 60% NaH (Kanto Chemical Co. Inc.: 15 mg).
FEREFREY 5 M. BRNBEYEHET S F T, FHHAK
BURIREY . HLKBRBHTRENE, FAERETE. B R Fik-
MeOH-& 7K (25%)= 100: 10: 1 BFFHIEER TLC AUFIRY). BEFFE
B (19 mg), NEBEAE, ESI-MS: m/z 366 (MH"); 'TH-NMR(CDCL,): &
2.41 (6H, s), 2.75 (2H, m), 3.51 (2H, m), 3.99 (3H, s), 7.20 (1H, dd, J=9 Hz, 2.5
Hz), 7.25 (1H, d, J=2.5 Hz), 7.86 (1H, dd, J=5 Hz, 1 Hz), 8.13 (1H, d, J=9 Hz),
8.85 (1H, d, 5 Hz), 8.90 (1H, d, J=1 Hz).
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Ll 38

6-(2- — R EE-ZE FE)-3- -5, 9- R I-FH[c]F-7- BRI H &

a) 3-F & FE-6-5-5,9- —F(F%- Z*E%[c]%ﬂ-ﬁﬂﬂ’]%ﬂ%

¥ 6-8-3-52FH-59- TR AL-F I [c1F7-T-HA(SEHED] 34a)(27 me)BMET
DMF(2 ml)¥F . FERFIMAFEEZ(0.016 mD)FIFEERE(29 mg). T 90°C
MEREY 2 /it BZE P IRER RN /EA% HERBKEELREY.
RATKRBRHTHREENE, #EZEXZETH. BT -_SFEM_-&F
#t-MeOH=50: 1 @%%ﬁ&&éﬁ%éﬂﬁ%ﬂ%% BRIFFERN M2
mg), JREEEE. EI-MS :m/z372 (M"); 'H-NMR(CDCl,): § 5.25 (2H, s),
7.30-7.55 (7H, m), 8.00 (1H, dd, J=5 Hz, 1 Hz), 8.36 (1H, d, J=9 Hz), 8.95 (1H,
d, 5 Hz), 9.03 (1H, d, J=1 Hz).

b) 3-FEH-6-2- ZFHEE-ZEHE)-5,9- A L-FH ()7 -7-FIRI H &

¥ SETE] 38a FILEYI(30 me)EfET DMFQ2 ml)F . BTN 2-
T HEHE LEE0.041 mD)FAEBAEAEEFH 60% NaH (Kanto Chemical Co.
Inc.: 49 mg). TERMIIBEEY 10 04, BRNEESYERBRT _EPkk
B, FHRKEBREEY. ALKRBRATEEIE, HFHERZETE.
H & F A S B 5T-MeOH=20: 1 f1 Z& F e F1 — & HF 45-MeOH=15: 1
RFF R EEALRIRY . BEMTEENSH0T me), AHEBHEME.
ESI-MS: m/z 426 (MH+); 1H-NMR (CDCl,): & 2.44 (6H, s), 2.91 (2H, t, J=6
Hz), 4.75 (2H, t, J=6 Hz), 5.24 (2H, s), 7.20-7.55 (7H, m), 7.93 (1H, dd, J=5 Hz,
1 Hz), 8.24(1H, d, J=9 Hz), 8.88 (1H, d, 5 Hz), 8.93(1H, d, J=1 Hz).

¢) 6-Q2- " EE-LEEK)-3- 5 E-5,9- R HR- K IF ()45 -7- BRIl &%

S 38b FILE (12 m)B T 95%ERER(2 m)F, H H T =iEH
B 30 8. AAKBBRRNIESY, FHFHET Mega Bond Elut
SCX(Varian). F7KH R EFEZME, F HHZEK(Q25%, Wako Pure Chemical
Industries Ltd.)- FFEZ =2: 98 YE1&™ i . Wi H & F Hi-MeOH- 7K (25%)=
50: 10: 1 BFFHIEERS TLC 4 BEliB. BEAFRERNT &, AMLEE
K. ESI-MS: m/z 336 (MH"); 'TH-NMR(MeOH-d4): § 2.71 (6H, s), 3.21 (2H, t,
J=5.5 Hz), 4.69 (2H, t, J=5.5 Hz), 6.96 (1H, d, J=2.5 Hz), 7.04 (1H, dd, ]=9 Hz,
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2.5 Hz), 8.02 (1H, d, J=5 Hz), 8.14 (1H, d, J=9 Hz), 8.67 (1H, s), 8.74 (1H, d,
J=5 Hz). .

SEitafe 39

3-F25E-6-(2-MErg k- 1- 2 - ZHE E)-5,10- ZE ZR-ZK H [c]- 57 -7-F 89
%

¥ LR 3(11.8 me)FIHL & #E T £ B (0.5 ml)(Wako Pure Chemical
Industries Ltd.)F 47 %ZJREL(0.5 ml)(Wako Pure Chemical Industries Ltd.)
FEEY+, AR 23 M. ARERBERNMESY), HFBEFHET
Mega Bond Elut SCX(Varian). FFEVEEIZFE, I HHZEIK(25%, Wako
Pure Chemical Industries Ltd.)-FEE = 3: 97 Jeier~dn. @idh =& Fhx-
MeOH-E7K(25%)= 100: 10: 1 BFFBIEER TLC 2tk iR . FRhHFE
e &, A& EE. EI-MS : m/z 360 (MY); 'H-NMR (MeOH-d4): § 2.08
(4H, m), 3.26 (6H, m), 3.78 (2H, t, 5.5 Hz), 6.57 (1H, d, J=2.5 Hz), 6.78 (1H, dd,
J=9 Hz, 2.5 Hz), 7.42 (1H, dd, J=4.5 Hz, 0.5 Hz), 7.81 (1H, d, J=9 Hz), 8.65 (1H,
d, 4.5 Hz), 8.99 (1H, brs).
DABABLFSC Rt 39 vk, & T AT SE ] 40 ZSERE] S0 a4

LR 40
6-2- R IE-ZEFHE)-3-FBE-5,10- R I&-FIH[c]- 41 -7- BRI &
HSEHEG] 1d R & PR, BRI &Y, Aa @K, EI-MS :m/z
334 (M"); "H-NMR (MeOH-d4): § 2.52 (6H, s), 2.84 (2H, t, 6 Hz), 3.78 (2H, t,
J=6 Hz), 6.82 (1H, d, J=2.5 Hz), 6.92 (1H, dd, J=9 Hz, 2.5 Hz), 7.59 (1H, brd,
J=4.5 Hz), 8.11 (1H, d, J=9 Hz), 8.75 (1H, d, 4.5 Hz), 9.27 (1H, brs).

Lt 41

6-(2- R IE-ZERR)-3-FHH-5,9- R F-KH ()7 -7- BRI Hl %

B SERif 2 MILE TR, BRI &), A EE K. EI-MS: m/z 334
(M*); 'H-NMR (MeOH-d4): § 2.49 (6H, s), 2.82 (2H, t, 6.5 Hz), 3.78 (2H, t,
J=6.5 Hz), 6.86 (1H, d, J=2.5 Hz), 6.92 (1H, dd, J=9 Hz, 2.5 Hz), 8.12 (1H, brd,
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J=5 Hz), 8.15 (1H, d, J=9 Hz), 8.70 (1H, brs), 8.77 (1H, d, J=5 Hz).

L] 42
3-F25E-6-(2-PL g e - 1- - Z BT E)-5,9- “HAR-F I [c] % -7- BRI Hl &
L) 6 Ktk & FTis, BRIk &Y, AL EEE. ESIMS: m/z
361 (MH"); '"H-NMR(MeOH-d4): § 1.99 (4H, m), £J 3.25 (6H, m), 3.82 (2H, t,
J=5.5Hz), 6.76 (1H, d, J=2.5 Hz), 6.88 (1H, dd, J=9 Hz, 2.5 Hz), 8.03 (1H, dd,
J=5 Hz, 0.5 Hz), 8.08 (1H, d, J=9 Hz), 8.62 (1H, d, 0.5 Hz), 8.69 (1H, d, J=5
Hz).

SEHE 43
3-F2H-6-(2-MIIk-4-FE- ZHEFH)-5,9- “FI-FEH () 7-7- B H) &
HSEHEG] 7 LA TR, BEIAEY, AL BERE{E. EI-MS :m/z
376 (M"); '"H-NMR (MeOH-d4): § 2.59(4H, m), 2.71 (2H, t, J=6 Hz), 3.75 (6H,
m), 6.95 (1H, dd, J=9 Hz, 2.5 Hz), 6.98 (1H, brs), 8.19 (1H, brd, J=5 Hz), 8.23
(1H, d, J=9 Hz), 8.73 (1H, brs), 8.80 (1H, d, J=5 Hz).

SLHEf 44

6-[(2- —H & E-2.5)-FE-FH]-3-58H-5,9- “FH 4%- K H[c171-7- B 1)
%

B SEiEd 8 ML &L, BRI EY, ALBEEE. EI-MS:m/z
348(M*); 'H-NMR(MeOH-d4): § 2.60 (6H, s), 3.00 (2H, t, J=6.5 Hz), 3.18 (3H,
s),3.77 (2H, t, J=6.5 Hz), 6.71 (1H, d, J=2.5 Hz), 6.89 (1H, dd, J=9 Hz, 2.5 Hz)),
8.01 (1H, brd, J=5 Hz), 8.09 (1H, d, J=9 Hz), 8.63 (1H, brs), 8.69 (1H, d, J=5
Hz).

SKHEf 45

6-2- R - L EEFE)-3-FE-4-FH-5,10- ZF - [c]57-7-E7
f i %

HEHEG] 18 MUAYHIE L EY. BEFMTENTR, AHaa
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¥ . ESI-MS: m/z 349 (MH"); 'TH-NMR (MeOH-d4: CDCl,=1:1): § 2.44 (6H,
s), 2.48 (3H, s), 2.81 (2H, t, J=6.5 Hz), 3.89 (2H, t, J=6.5 Hz), 7.03 (1H, d, J=9
Hz), 7.62 (1H, d, J=4.5 Hz), 7.97 (1H, d, J=9 Hz), 8.76 (1H, d, J=4.5 Hz), 9.24
(1H, brs).

L5 46

6-2- “HERK-ZEETE)3-BH4-FE-59- —FIx-FE H ()57 -7-B /Y
i) &

MLHEE 19 Btb P &b &4, BREIMRENT &, AIHLE
K « ESI-MS: m/z 349 (MH'); 'TH-NMR (MeOH-d4:CDCl; = 1: 1): § 2.41 (6H,
s), 2.47 (3H, s), 2.77 (2H, t, J=7 Hz), 3.86 (2H, t, J=7 Hz), 6.99 (1H, d, J=9 Hz),
7.94 (1H, d, J=9 Hz), 8.00 (1H, dd, J=5Hz, 1Hz), 8.74 (1H, d, J=1 Hz), 8.76 (1H,
d, J=5 Hz).

SEHEY 47
6-2-—HEE-LEEE)-3-FBHE-9-FH-510- Z A F-FK H[c]%-7-B
) 1%

L] 25e BFIMLEMTFIR, B3 6-Q-—FEE-ZHEEIHE)-3-BE-9-
HEE-510-ZE - HF[c)7-7-F. BEFFRENTR, AMILERK.
ESI-MS: m/z 349 (MH+); 'H-NMR(CDCl,-CD,0D 5: 2): § 2.44 (6H, s), 2.70
(3H, s), 2.75 (2H, t, J=6.3 Hz), 3.77 (2H, t, J=6.3 Hz), 6.91 (1H, d, J=2.3 Hz),
6.98 (1H, dd, J=9.2 Hz, 2.3 Hz), 7.45 (1H, s), 8.05 (1H, d, J=9.2 Hz), 9.07 (1H,

S)o

Lt 48

6-2- R HE-ZERTE)-3-F2HE-8-FE-59- “FIx-AIF[c) 7 -7- B /Y
il &

H L HER] 26 L EHITTER, B3 6-Q-—HEE-ZHEH)-3-F1%-8-
FHE-59-ZRAR-FH[C)-7-B. BEFMFTEN™m, AMITEEE.
ESI-MS: m/z 349 (MH"); 'H-NMR(CDCL,-CD,0D 2: 1): § 2.42(6H, s), 2.74
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(2H, t, J=6.3 Hz), 2.86 (3H, s), 3.77 (2H, t, J=6.3 Hz), 6.95-6.99 (2H, m), 7.86
(1H, d, J=5.3 Hz), 8.09 (1H, d, J=9.9 Hz), 8.64 (1H, d, J=5.3 Hz).

ELHE) 49

3-F35-4-FE-6-(2-NE g bE-1-25- ZEEEEE)-5,10- A FR-KH[c] % -7-
P FY) 761 2

HEHE 24 BILEDFI &N ED. BEFENTR, IHMLE
K - ESI-MS: m/z 375 (MH"); 'H-NMR (MeOH-d4: CDCl,=1:1): 6 1.88 (4H,
m), 2.47 (3H, s), 2.77 (4H, m), 2.95 (2H, t, J=7 Hz), 3.90 (2H, t, J=7 Hz), 7.01
(1H, d,J=9 Hz), 7.61 (1H, d, J=4.5 Hz), 7.93 (1H, d, J=9 Hz), 8.75 (1H, d, J=4.5
Hz), 9.20(1H, s).

SEHEA 50

11-G-ZHEE-2, 2-“HE-NERE)-6-Q- —HEAE-LEHE)3-72
F-4-FE-5,10- R 8- I [c] 7 -7- B O 1 &

ML 31 ML EDHEIREHEY). BEFRFEN~R, AMLE
K. ESI-MS: m/z 477 (MH"); 'H-NMR (CDCl,): § 1.07 (6H, s), 1.86(6H, s),
2.21 (2H, s), 2.41 (6H, s), 2.44 (3H, 5), 2.72 (2H, t, J=6 Hz), 3.36 (2H, d, ]=4 Hz),
3.76 (2H, KUY E &, J=4 6Hz), 6.72 (1H, d, J=9 Hz), 6.85 (1H, d, J=4.5 Hz),
7.84 (1H, brs), 8.30 (1H, d, J=9 Hz), 8.34 (1H, d, J=4.5 Hz).

SEHEfY 51
6-(2- —HE - ZERE)-3- 7 H-5,9- R IR-K I [c]2-7- B Am ROl &

W SEEB] 41(18.0 me) AL E A EEFR R £%(20.0 mg)(Tokyo Kasei
Ltd.)¥% % TPtk iE (0.5 ml)(Wako Pure Chemical Industries Ltd.)#, 3+ H T 80°C
REEW 10 /0T, AZERIRAERNIESY), H HABKBEEESRTIE.
BB FIEARERT FEEY, FHFHET Mega Bond Elut SCX(Varian).
B BEYLZME, 7 BRFEK(25%, Wako Pure Chemical Industries Ltd.)-
FEL = 5: 95 ¥EdR =M. BRBNETER. BEAMFTEN~m, IECE
fk, ESI-MS: m/z 350(MH"); "H-NMR(MeOH-d4): 5 2.45 (6H, s), 2.74 (2H, 1,
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J=6.3 Hz), 3.63 (2H, t, J=6.3 Hz), 6.81 (1H, dd, J=6.6 Hz, 2.3 Hz), 6.93 (1H, d,

J=2.3Hz), 7.77 (1H, d, J=5.3 Hz), 7.83 (1H, d, J=9.2 Hz), 8.42 (1H, d, J=5.3 Hz),
9.16(1H, s).

HSEHE] 41 Btb & YIFLE B RIREIRATEY), CSRRITFsErEd] 51 85,
)% TR SEREB] 52 A 53 RETR LAY

SLHE] 52
6-(2- — I EE-ZEEE)-3-BE-5,9- “ B Ie-FH[c)F-7-87 O-F -

HFHH &

¥ER O-FERKAEFLRE. BRtkaY, ABEEEIE.
ESI-MS: m/z 364(MH"); '"H-NMR(CDCL,): § 2.35 (6H, s), 2.63 (2H, m), 3.67
(2H, m), 4.34 3H, s), 6.74 (14, d, J=8.9 Hz), 7.26-7.49 (3H, m), 8.41 (1H, d,
J=5.0 Hz), 9.28 (1H, s).

SLHE] 53

6-(2- —HEE- L EEH)-3- 5B H-59- “ R I-FHF[c)F-7-H O-1FA
E-FEBHI%

BEHE O-GRAERIEBERNEE. BRMLEY, AEEREE.
ESI-MS: m/z 390 (MH"); '"H-NMR (MeOH-d4): § 2.44(6H, s), 2.74(2H, t, J=6.3
Hz), 3.72 (2H, t, J=6.3 Hz), 4.96 (2H, d, J=6.6 Hz), 5.37-5.54(2H, m), 6.17-6.31
(1H, m), 6.90 (1H, d, J=8.9 Hz), 7.00 (1H, d, J=3.0 Hz), 8.05 (1H, d, J=5.3 Hz),
8.08 (1H, brs), 8.61 (1H, d, J=5.3 Hz), 9.23 (1H, s)-

SEHESY 54

6-2- “HEE-ZEETH)3I-BE4FE-59- R I-FIH([c]17-7-T7
O-FE-F5H 5%

PAZRLF L] 52 B, B 6-Q-ZHERE-ZHERHE)-3-FHE-4-
B 3E-5,9- “ R I%- F ()5 -T-BH(SEHER] 46)HI46-5 40 F0 O- FF 255 i il & it
WEY . BERFERN &, ABEH K. ESI-MS: m/z378 (MH+); '"H-NMR
(CDCL,): § 2.45(6H, s), 2.56 (3H, s), 2.79 (2H, t, J= 6 Hz), 3.86 (2H, 210
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F g, J=4 6 Hz), 431 (3H, s), 6.78 (1H, d, J=9 Hz), 7.10 (1H, brt, J=4J 6 Hz),
7.72 (18, d, J=9 Hz), 7.76 (1H, d, J=5 Hz), 8.66 (1H, d, J=5 Hz), 9.41 (1H, s).

SEHEE] A
DI B BRE M FER&SMEE THASFIERR R ZE:

6-(2- — FEE-ZHFH)-3

R HE-5,9- BRI [c] % -7-H 100 mg
FLbE 56 mg
GERATHER 30 mg
FERR, BPTTK | 10 mg
wA 3 mg
FE flE BR Bk 1 mg
Bt 200 mg
Lt B

LA S REMNITER&FH&F THAD I A

6-(2- — &R E- L HEFHE)-3

- R EE-5,9- “RIR-ZFF [c)F-7-B 100 mg
FLHE 60 mg
EAKIER 20 mg
R LB TE R 10 mg
R LIt g e 6 mg
HA 3 mg
TR e R Bk 1 mg
Bt 200 mg
L C

LI & RHE BT 5% 0 5l 88 T A 0 BESH R/
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6-Q-— HEHE-ZHEFTHE)3
(R E-5,9- A S-F I )% -7-HH 50 mg
PEG400 50-250 mg

5 SR Rg 100-250 mg
2H 7.5 mg
Hi 40-60 mg
7K &&= 5ml
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