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NR,R;, 9 pde bda s, R, 4. R, 4 FH, .
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6. RBRAIZR | 9L  BABAB IR, kg

2-[2-[2-B A TRV RARTA-S-[[2-Q-2 R LA BA T A TRL]
FERRH[8,7,6-cd]"5| = -6(2H)-BR;

2-R[Q- A TER))RAITAS[G-2A AR AL Fboki
[8,6,7-cd]%] =k-6(2H)- R ;

2-[2-[2-2 R THR) R T A5 [2- B4 TR)RE] Fobokit
[8,7,6-cd]%3| »-6(2H)-BR;

2-[2-[2-H A THR)RA|THIS-[2(FLAE
#hH[8,7,6-cd]"| “-6(2H)-8R;
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Eok 3(8,7,6-cd]"3| % -6(2H)-5H ;
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[5,6,7-cd]75| = -6(2H)-B);

2-2-[2-E A TRV AR T RS- [2-RA TH)RA] FoEok
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S-[[2-[2-#F A TR)RBR)TE|RA]2-R(=FLRL)TA )R
bk Ht[8,7,6-cd]"3| "¢ -6(2H)- A ;
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[8,7,6-cd]™| »4-6(2H)-HA;

S-[[Q-—F A RA)TA)RA2- (= FERL)TA] Fodk
FH1[8,7,6-cd]" = -6(2H)-B;

2-2-B A TATS-[2-BRATE)EAL] F5HRIF[8,7,6-cd] "3l -
6(2H)-BA;
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—ARBEET BREIAR 5-R 6-AFHFAREFERLER, LTEE
e A —AREThomk, BARA;

R, A g 8. C-Culiik. C,C,H M. £ NRR, BA&
# CoCpttdh. [RAAK]. RA;

R, Hit f 635 C,-C Wik, [RASRA]

AEAFTRADNSWHEZTAMGU X, £ —3Fpik &k
xR AR B RA .

REPATFFRIADE W EHYF LR EEERATEZRAL
FME, pEAMBRAAER. FOLE. B, B8R, B85, F
B

KA AI-BEER. RER. FFHER. X FLBR. FRE. ATH=

£

B, B, BLBR. SAB. RARE. FEKR. RN OBS R
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FRAOeH T “KE —FEFHTEEELLS—RZABRK
K4 C-C, %2, CF,. AERTF. AL, . TBANL. FEEA
A ZFEARE —TEARE. AL FARERTREGER,
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P A7 KR -NRR; BRI C-Cp i, ZRER T H2/ K -NR,-Z-
NR,R,- A Z 84245 & o0 1] T =A% R F.

XS D T, -NRR, BmAEN 5-K 6-FFHFHRKEFE
RO, BT OS5 —ANER Tk, RAR, ZLAFNEAR
el A L-oked k. [-otor iR 1-m@mbeg i, 1-mbeddh . 4Dk k| |-
A, 1-RRA. 1-4-FR)-REER 1-@-FRR)REL,

AR PRSI A XIS, EFRASAX Y &b &
2 3.

RAR A A XD EH, HFRAEA. XFY o bHBE
L, ZAFBIARE EETIHL,

- X~(CH,)-NH, 84554, 2 ¥ p 2 2 & 3 983

- X-(CH,),-NRR; #9553, L+ p w L HZ LA R, o R, # F

- R-(CHp),-NRR; #9355, XF pw b@mENAR, HE. Ry #
A

- X~(CH,),-OH #9754k, £+ pie b@mAE L,

- X-(CH,),-NH-(CH,),-OH #95x &, L ¥ pFeq4-Alik § 2 K 3
oL 2 8

REABAEL G UAF R FE 365 T & 1 L FILF L AR

(D) 2-[2-[Q-AE TA)ER]TK]-5-[[2-2-F A THR)RR] T RIA
A FEHIt [8,7,6-cd]"5|#-6(2H)-BR;

(2) 2-[2-[(2- A AR TV RA)TAT-S-[G-AAAA) R FEoH It



-

[8,6,7-cd]"s| . -6(2H)-#7;

(3) 2-[2-[Q-FAE TH)EL)TA-5-[R- B A TR E L | Fbokt
[8,7,6-cd]"| % -6(2H)-BA;

(4) 2-[2-[(2- ;zé;k LARVER]TAS-[R(FARA) TR RAF
"ok It [8,7,6-cd] %3] =k -6(2H)- B ;

(5) 2-[2-{2-AETA)RA]ITE]5-[2-(=FEAREA) T R]RA]
FoEohHF[8,7,6-cd] "5 -6(2H)-B ;

(6) 2-[2-[(2-A K THYRA)TE)-S-[[2-[2-BATH)VRAITA]
R R [5,6,7-cd] "5 #2-6(2H)-FR;

(7) 2-[2-[(2-F A TH) AR H]-5-[3-R A A ER)EHR ) FoEoh 5
[5,6,7-cd] 5l =-6(2H)-ER;

(8) 2-[2-[(2-F X TH)AART A]-5-[(2-BA THA)BA) A EodkH
[5,6,7-cd]"3| =k-6(2H)-B7;

(9) 2-[2-[(2-ZAETE)RRTE)S-[2-(FEAERL) TR]RAH
AR I (5,6,7-cd] ™3| L -6(2H)-EF;

(10) 2-[2-[(2-Z & THR)RRITE]S5-[[2-(=FARA) TEIRA]
-k H[5,6,7-cd]* L -6(2H)-BR;

(11) 5-[[2-[2-Z A THE)REICAIRA]-2-2(=FARA)TA]
Sk [8,7,6-cd] 75 L -6(2H)- R ;

(12) 5-[B-BA ALY ELAJ2R(ZFEARE)T A F T4
[8,7,6-cd]™3| .-6(2H)-BR;

(13) 5-[2-BE THE)RARR(=F A AKX T F 5k



[8,7,6-cd]3| = -6(2H)-E#);

(14) 5-[2-(FAEK) CARIRE-2-2-(Z FEAL) LA FE9%
F[8,7,6-cd] "3l -6(2H)-FR;

(15) 5-[[2-=F A RKX) TR RE]-2-2-(=FEARL) THEF5
#H[8,7,6-cd]"| 4 -6(2H)-ER);

(16) S-[[2-[2-#Z & CHA)RE) L A)RA]2-2-(= T A RA) TH]
FEHR I [5,6,7-cd] ™| =-6(2H)-AR;

(17) 5-[B-AAAA)RE2-R(=FERL)T A F Skt
[5,6,7-cd]"3| %-6(2H)-A;

(18) 5-[(2-&2k TA)RA]-[2-(=F AR TA)FBHIHF[5,6,7-
cd] | -6(2H)-5);

(19) 5-[[2-(F AEA) TR)RAA]2-2-(= FARAL) T K] FEok
#15,6,7-cd]¥s| =-6(2H)-#R);

(20) 5-[2-(=FARA)TAIEA2-R2(=FERL)TE+5
#kH[5,6,7-cd]"3] L -6(2H)-BR;

(21) 2-[2-BA&E TA)-S5-[[2-[(2-F & TH)AK]- TRIRK] A 2%
F[8,7,6-cd]"3] " -6(2H)-BF;

(22) 2-[2-835 THE]-5-[3-RA 7R A A IF[8,7,6-cd]™ =k
-6(2H)-##;

(23) 2-[2-B3E THR]-5-[(2-AM T )R FEHRH[8,7,6-cd] 3|k
-6(2H)-BR;

(24) 2-[2-8 & THA]-S-[[(2-F A RK) TR EKR]HAEHRH[8,7,6-
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cd]*3|-6(2H)-5H;

(25) 2-2- R A T A5 [[2-(=F A&

b
o
i
s
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S

[8,7,6-cd]"5| =-6(2H)-54;

(26) 2-[3-RA A K]-5-[[2-[(2-F 5 T AV AR TR B Fb okt
[8,7,6-cd]™3| -6(2H)-&;

(27) 2-[3-RA A A]-5-[3-A A AR B FEHH[8,7,6-cd] 5] =
-6(2H)-54;

(28) 2-[3-RA A A K]-5-[(2- 8 K) THAIRA ) FEHHH[8,7,6-cd] 7
w _6(2H)-BR;

(29) 2-[3-BAAK]-5-[[2-FAAL) TEIRE A5 H(8,7,6-
cd]3| =-6(2H)-ER;

(30) 2-[3-R A AAS-[2-(= T AR K) T AR K] F 5okt
[8,7,6-cd] %31 =k -6(2H)-f);

(31) 5-[[2-[(2-F X L) RAE] T AR A -2-B-RA A A F bkt
[5,6,7-cd]"] .-6(2H)-8;

(32) S-[2-[2-F A TER)ER] T A RA]-2-[2-BA LA /St
[5,6,7-cd]"3| -6(2H)-54;

(33) 2-[(2-F AR A-5-[[2-[2-EA TR AL TR AL H
ok F[8,7,6-cd]"5] 2 -6(2H)-BA ;

(34) 2-[2-F AR TA-5-[B-2A A X)) AL FEHI[8,7,6-
cd]73| = -6(2H)-54;

(35) 2-[(2-F ARE) THK]-5-[(2-8A&A L) RAK]F L4k [8,7,6-
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cd]73 =-6(2H)-A;

(36) 2-[(2-F A RA)YTH]-5-[[2-(F AR AR FEakif
[8,7,6-cd ]3| = -6(2H)- B4;

(B7) 2-[2-FERAR)TAS-[R(=FEAL) THAIR A Fodok
F1[8,7,6-cd] "] *4-6(2H)-E;

(38) 2-[(2-F AEL)TH-S-[[2-[Q-AACHRA A1 EAE
R 1[5,6,7-cd]"] 2 -6(2H)- B

(39) 2-[(2-F A EAR) LA]-5-[(3-AA A KB FEHH[5,6,7-
cd]"5l=£-6(2H)-#4;

(40) 2-[(2-F A RAK) TA]-5-[2-A & THE)R AR EHH[5,6,7-
cd]73l =:-6(2H)-7;

(41) 2-[2-FERA)THI-S-[[2-(F A RL) TA TR F oSk
[5,6,7-cd ]3| »-6(2H)- BA;

(42) 2-[(2-F ARK) LK]-5-[[2-(= F A EK) TR A Eok
#5,6,7-cd]%| »-6(2H)-5;

(43) 2-F A-5-[[2-(= F A RA) T E)RA )AL [5,6,7-cd]"3 =
-6(2H)-A#;

(44) 2-F 3-5-[[2-(= T R 840) THEIEEA B0 H(5,6,7-cd] 5 =
-6(2H)-BA;
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2y X R A B
1 C N H CH,CH,NHCH,CH,OH CH,CH,NHCH,CH,0H
2 C N H CH,CH,CH,NH, "
3 C N H CH,CH,NH, "
4 C N H CH,CH,NHCH, "
5 C N H CH,CH,N (CH,), "
6 N C H CH,CH,NHCH,CH,0H CH,CH,NHCH,CH,OH
7 N C H CH,CH,CH,NH, "
8 N C H CH,CH,NH, M
9 N C H CH,CH,NHCH, "
10 N C H CH,CH,N (CH,) , "
11 C N H CH,CH,NHCH,CH,0H CH,CH,N (CH;) ,
12 C N H CH,CH,CH,NH, "
13 C N H CH,CH,NH, "
14 C N H CH,CH,NHCH, "
15 C N H CH,CH,N (CH, ), "
16 N C H CH,CH,NHCH,CH,0H CH,CH,N (CH,) ,
17 N C H CH,CH,CH,NH, g
18 N C H CH,CH,NH, "
19 N C H CH,CH,NHCH, "
20 N C H CH,CH,N (CH,), n



21(%)

R O zZ
Y/
k|

o0 W
(Illa) X=N, Y=C

(IlIb) X=C, Y=N

Yo b Y X R A B

21 C N H CH,CH,NHCH,CH,0H CH,CH,NH,

22 cC N H CH,CH,CH,NH, "

23 C N H CH,CH,NH, "

24 C N H CH,CH,NHCH, "

25 C N H CH,CH,N (CH,), "

26 C N H CH,CH,NHCH,CH,0H CH,CH,CH,NH,

27 C N H CH,CH,NH, "

29 C N H CH,CH,NHCH, "

30 C N H CH,CH,N (CH,), "

31 N C H CH,CH,NHCH,CH,0H CH,CH,CH,NH,

32 N C H CH,CH,NHCH,CH,OH CH,CH,NH,

33 C N H CH,CH,NHCH,CH,OH CH,CH,NHCH,

34 C N H CH,CH,CH,NH, "

35 C N H CH,CH,NH, "

36 C N H CH,CH,NHCH, "

37 C N H CH,CH,N (CHy), "

38 N C H CH,CH,NHCH,CH,0H CH,CH,NHCH,

39 N C H CH,CH,CH,NH, "

40 N C H CH,CH,NH, "

41 N C H CH,CH,NHCH, "

42 N C H CH,CH,N (CH,), "

43 ® N H CH,CH,N (CH;3) , CH,

44 N C H CH,CH,N (CH5), CH,
AL RS TR IS, | PR e 5 iEs4&, L4503

KD A4



HEF ZH OTs(OTs &5 -~ FEAEBAL)R CL, WHFRKCL, {27
B W R RIET 4 Cl, 5 X (IV)8 BB (B A a):

H,N-NH-B' av)
EF BEXD BHREN, XA BAHEEERILT B'Faga%
IPBAR AP R ETH IR B 69 H, mFE 4 X (D& 144

R O Z

vZ
L
X

NN,
(Ila) X=N, Y=C
(IIb) X=C, Y=N
RE 5 X(VHLs4h BE (R A b)
H,N-A' V)
EF A5XDH A MR EXL, RAIBEEELELT AP HER4F

PR IETHER AEH, MiFEX1)iedd:

L] o
X
N—N,
4 A'Fe/3 B'5 A Fo/R B TR B, MiHEEILT A/ B'®EEE
Fo/ FAY BR3P £ 64 XANMLA- ik s% T A K (DIL6-4.
WREENE, RERE | 5 E2UAXN Wb s m ., A
BT REL PG X(asd, £F X RF—RZRTF, Y AT
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BR¥. A—F@, »REZ6E, AX(UbMLABH R, RETHE
B X (Ib)b 44,

FRAER THEX DAY HEE LT A'fe/3 B'F&914 5/
RAP AR A, TR (C-C) B AATA 4 (314 ) T ST A 4),
(C)-C Y BB IRAT £ A (30142 AT BHEAEATEYB(C,-CFREAL
AT E My (B3 H REABAATE M) AT,

FEARZ AR BAR T T, (DA 69 # &2 2 X, aI)
1A

T .
% (I

R O OTs

T '
X (r)

RE, NAVese 5 X(V)edh R E miF (s, HEHE
FEERRT Afe/R B AR ERY £ T HETHE XS
.

FAKRAS —BALZHRE T X (DMsdh, EFXACRY H
N, #4265 518 7 & AU XAMLb4
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(Im”)

O Cl

5 X(IV)éh BER AL w43 X (") A4k

(")

RE (e B EH XN(VSHER L RFRXI)VLe Y, EfEiae
BEHAT AF/R BP0 BN BB Loy FRETHE X (D4
#, EPXAC, YHN,

NS 5 BV R B, A #ib s H(DE —t it &
MBFIVIRE 2O MAV)E TR, R LB E FHMEERN T RT, 4
ERFR. 845, 1, 1, -Z82Lk%. —FEL LK. OikH. —
FIRMA, —FRFBA, w, FAURZRLRSY, R EEH
1%, MAERASH(AV)REEAER, 128 FE6 W40 b 5 .
mEERBRRE ., KBRALRAH Bt AR, T 0CEREZEA
AT AT,

bR AR T i A F dovttne . Wik, —F BAK N,NN'N-
WYRL M, A E2E 10 HZ84084(0IV)T | S F400H0N0)

P, AZBRE SCE 50C Fi#sT.
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*see

EALR—AMREE®RFTET, SRAUNKE4S5 XAV A
BL, BB AR A% T A T A (TN 5 (IV) ) 49 B b % 1:1.05 £ 1:1.25
BARR WAk A SR, TEERE SOCEE TH#AT.

AN(IDfea# 5 X (V)NEY ey R, T Al i v b A4 (1) 5
—FFEHBEV)REEGEVIRAZA, B EAE FHREEN T
AT, WEAFR. &4, 1, 1, -Z82%. —FEILLEKE. W&
ke, —FRA, —FERFER. ww, FPARZELRSY, Rt
REZRME, RAXNVASBAYEN, EEFEG BB LE.
MEIEBARBE. BBRALIAIBLIZHLEE, T 0CEENDA
4B F AT,

Yo B AL L TR P dotng . 845, —FRMAEA G 2 £ 10 4
THEMVYT 1 S ERHESEHANDT . AERRETEHFEREE 100
C F #47.

FRIWeASHF, % A%/R BARETF A Ff/X B B, B4
b B 8 H 69 PR 37 T VAR A PT B 4m 6 LA BB F ik it AT, &
&9 # A A Green TW.Wuts, PGM. 85 “H 4 s P 89 & 47 &
(Protective Groups in Organic Synthesis)”, % -—#&, John Wiley &
Sons,1991.

Fide, $Bx N-RTEREHFLRP L, TUAALEHLKAR
Bt XAV A4 F—EA b4 (C,-C )R, —RAFH. AFRE
RAEN FHATLERTAR, £ 0CERENGEFARE T, B
BORLE 8] dy 4k o-AF EHCI . R T LB P BT T AT, A

15



W10 £ 20 ERYEEHAKEAKRT 2005 S0CHRE, B—AF
4 A A

NAV)EGALA M 2 Cdo  H TR IE O 4ad2 F HATH & R3], 4
%0 4 JL ] Med.Chem., 7,493, (1964)% J.Het.Chem., 26,85 (1989).

AWV LEdh 4 Som BRI ET3RF4, NETRIE L4tz i
HATH S TAIFE], Hlde—2 N-(RTERLZELE B4 &, T2
AT ARELAG— ey 8877 % RIFE], X FE#ET Synth,
Comm., 20, 2559, (1990)3 J.Med. Chem., 33,97, (1990).

NAMegesdh, £ F Z= 0T[4 |TT i Al 3 F B2 5 %
&, LS TRBETRERE 2, CHETHAML:

() 14-— AR 5g-3, - —HREMEF (VD) FshiB- 4 Rigs
(Friedel and Craft)Btit R L, H-F Ry A ERZENE LR AT A
ARFEK, T AICL AETTF 1100)#47 22 I 0, LR ETHHK
B 1) 7+ #) 4K (regioisomeric) #9 & — & (VIIa) & (VIIb).

(d) BF - BR(VIIa)R&(VIIb) 5 F AL A T FEE P, T /5 A 496t
) 51 A AR F EARIUK 69 B8 -B(VIIIa) & (VIIID); {44 (VIia) & A4
(VIIIb), EF Ry AR T THEAL: 4 R FAHLAEH, X(Via)
T VA B 45 df 4540 ELVA SR BT ) A AR B

(e) 44 (VIIIa)}R R4 2)5E Zn/Cu 1BEEF T 75% FEKER
P(ERTFHEAT 15 54, KRBT 80CHAT 2 IENZTA(X);, % R, A
B, R B (IXa) A (Xb)T A &3k B d & A W B AT 6 B )
15 (IXa) A (IXDb);

16



*s 4
.....

(D BB (X)) IRALE R, Hulimihpiebdh T 28 %5
T, 4 110- 120CRE 2 B, 7 % 4 EH{g) R Eak(X);

(&) T THE HReGRAS T, J A BRARAT H A X)) BAL A A i
8 —BR(XIN60C, 2 JNBT);

O FAFRT, AEAEHEFTRAGBRX)(ERT 2 8,
AR TEREE 1.5 D), £a4ie4XI), £45F 9- A -6-
REEI-R -6- K -510- ZWEIDREAH, HAHE ACL
SBERBEER; A

(NXIég & HAEENREERICEE, Z2#d Y FKEBLE T
¥, FTERTREAKRMLZANSHAD, £F Z=0Ts A4 IM]; &
Ry HAKERANRY RN, K TAREBERA AL OILH A F %
mlZE, 4eih, STFEMLAHI), £+ R % OH.

TARA AR EZAF T, FESHXD)E B S48 T
BLH#E, 3 F, TR FREFHE, LTI R

- BLE) M ARER ~ BR(VIa A(VIDD)RAME IR E, A 20%
ZMERET 130 - 140CF#A4T, mIFE] 6, 9- —HAFH[g] %
(XIID);

(XI5 — S M FRMTEN W FEF R, miFE—F
XD Red, RdEH P RERA/RAECERSE EE ik
At (XIa) B (XIb), stk i8] = 4 (X1a) B (XIbURIE B L3252 B X,
M)A\ FRE, BRIEBREBLEL 1, @oRF34e4 )% (b).

TARELA—RLEFG ET, BEXOLEH, £+ X=C & Y=N,

17



AU T 45 9~ £ -6 - REIF[glAh -5, 10- =8, REERE
4893 FRE 4T, QBT RE;
1 -8 -4 - RESRA RN b TH4ZE THF +F - 75
CHEMR R, TIFE| 1 -4-5- R -2- AEXIV);
1~ -5 - R -2 - RRXIV)SBAALE R, —A4AR4E Fik &
REWRE -3, 4 - —HBEF(VI)EE i3580 — B (XVa) B (X VD) &g A
W, FOT A b FLE R RS A T 5 B h B — s A,
~ S6BR - B(XVa)rh Zn/Cu 1BBRF| R Zn 8 F 75% F 8 AGR % &
FRREM(TERRE 15 547, KET 80CEE 2 i), @ FE4
(XVD);
~ (XVI)A Z MELEL(20 - 30% SO,, 10", 130°C)éY SALIRMLE 5 ,
43 2) X4 9 - - 6 - AFEFF[g)Fbok - 5,10 - =5,
R E (I ARAE BB S5 4, 1 #9 H Hm g5 X (Meed, £+
X=C A Y=N.
AK R 4G A My
AR PAH e 2% HARIE A B B R BEHLH 2 9E B &
T FRIP BRI R
AZ RS RS AR, R SRS SR
th R 89 ALK KRR 40 058 69 S IR AR (Lovo) R AL 2 S5 it ey
PR(subline)y T, TtsTFSMBR, LAMEE, VP16 A%
A ¥ s (Vincristine) LA R E5 1, SL B S Lovo/DX)E 7V

FEFHRBRZEREEAR, (Grandi, M., Geroni,C., Giuliani, F.C.,

18



British J. Cancer, (1986), 54, 515). duEALShikE MTT EEH5H

(Mosman,T. "Rapid Colorimetric assay for cellular growth and survival;

application to proliferation and cytotoxicity assay”, J. Immunol. Methods,

(1983), 65, 55-63; Green, L. M., "Rapid Colorimetric assay for cell

viability; application to the quantitation of cytotoxic and growth inhibitory

lymphokines”, J. Immunol. Methods,(1984) 70, 257-268 £ ME, M5

A B B BR AT A AT AR

%2
IC;y(ug/ml)
144 LOVO LOVQO/DX RI
T e 0.3 5.0 16.7
X |
N—N _~NH,
o NH,/\/NH 05 22.4 44.8
a |
NN TNCHY,
o NH/\/N(CHS)Z 0.5 0.9 1.8
z |
NN ~"N(CHy),
KA, B By F) 0.04 0.9 225
MTE % 0.9 66.6 74

— i, AKX RA AL Lovo @ik L) i e b T

B4, bRk EHRmBERATR, 5 KM E BT

19
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.
.y »
oo

Lovo/DX fmfetrit, KM HIEH RI (XA RA MR 1C,,
AR IO IC,, ¢ BB E 22,5, X BT B AR K 46 BB
BREBERER —F R, 5—F R 2T, AEWHY
—&Aed, SR TFHRRE BT, 2505 EBRERE
BERAZILE M., KEAHRAMESH SRR EENAL
AR BAE T SR T4 T F IR 2t B 2 e A H0 25 AL
2,

AR S W AW E R T HFARN QR , £ A P388 A L1210
B8 AR R M, 5 P388 K& fuik tm Al AR (ip) 3, 44 Bk I
(iv)iE4F CD2F1 &, FAIBABHE KLY 24 P atEF48855, &

F EARE R ZBUE B A ip(P388 ip/ip)d iv(P388 iviiv )3,
3 A(P388 iv /iv)3 4(P388 ip/ip)[E] &, AT LA 60 X AH—FE 4, itk
HF-RpM T B, %T/C BiT&—8-F 34 50 ia (MSTHR T 5)
75 A2 X, o ) &,
%T/C=[(MST &7 £8)/(MST 3% %]41)]x100
AE A Ao 38 hndkss 55 S ey A AuT R, 2R

RFRWEBRFALEFTE, HERABRGRHTH ETHKFHH
T/C%fE, mE, L@HALAHEANEHTF—REEGRE®TE
EAFRGLRENE, LEAYMH, LHEHGHN FRKTFRRTS
ME, FEHRCBRF LSS4T

AEREAS W IRABELA L1210 & & @R Al

»
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L1210 R & e smfe vl B IE A (ip) 345k A (iv)i2 4 F CDF1 &
P, FTRBBHEXLY 24 PNHEF4EF, HHHBRES LS
YA ip(L1210 ip/ip)3k iv(L1210 iv/iv)%-2h, &% F 3 A(L1210 iv/iv)&,
4 R(L1210 ip/ip)iElfa, SLEFR 22 60 X B, itk HE—R Mo
. %T/C BFHE—AFHEAFEAMSTHR T 5 78X mHME

%T/C=[(MST &7 £2)/(MST & #148)] * 100

FIFAET—% ahmBt 4, KLPNEAMEY 2 RN
TUE R LR 693 hP 8 25 KA BB ER, Bk, KK AR 0S4 F ot
B P338 A LI2I0 @Rk AR 2R RITLER, LEAMHA
HEARF BFRAFBEN., AT 9404 TREIA a3 T2 A
P BIRAE T BT B AR G R BRI

Bk, SHE-—AARELHBRRAH1ELEHN04 £, B4HE
LR AFRENTHRELS | €02 50 ALK, KL WIEAS
ST LR b TE T R TR L M e B R 60 R Ao/ R B, B Y
70 ELE 35 ReERAESWE—RIETHREA, ML 24 ) EF8Y
ARASBT—HhELY 70 AT EH, RANETTHAELES L%
R s C s R b

WS AR RE. BERE. A ERHHAS
BREG- 2 6908, AT PR R HIHBA AL B, B AR HAAR
THFT AR ST,

AR A4 656 AR,
#5450 1
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theE 3.4 - BT

eE - 3,4 - ZARB(15.0 L)E5EBRE(G0 E)MNRESY, A
AT, AR R TR i F A B ER AT, ROLET A A4 5 (123°C T 3mmHg)
R R AL AR R ke - 3, 4 - R BEE G EE44R(10.1 £).

M. P.:74-76C.

'H-NMR(CDCL,): 7.94(d,1H); 9.24(d, 1 H); 9.39(s,1H).

%41 2

4-(2,5- ZAFAVEEAE 3- (2,5 - ZAF L) FMEL

WIE - 3,4 - ZHBRE(5.0 L)HFRMAEE0NTS HyRsd T 14-
ZHR(65 EAVEHBTF 110 CThedk 22 B, ARMERETF
89 1,4- ZHFR, RGMWAITFARE PR, Bk - KI5 EF)RKEA
FB(63 )RR, TERRWHATHRREFE 4-25- —AF
FVEEAA 3- (2,5 - ZAFA)FEEME S KXY 41 H9Redh, Had
B AR(T.7 )T AN I BT B4 dh % 3.

M.P.:214-2177C.

'"H-NMR(DMSO-d,): 7.4(m); 7.5(m); 7.90(m); 8.80(d); 8.90(d);
9.15(s).

HRAH(15.97 FIYNAKTEEGRCO EF)F F4E i miFE U446
3-(2,5 - ZAFE)AIEE(1.146 £).

#-&-1] 3

4-2-FHRE-5-AFEVPEER 3-Q2- FREA-5- AFA)
F IR

22



W& 2 MATRET 4 - (2,5 - —AFA)EERA 3 - (2,5 - &S
A ME A RA(14.] L) E FEAER Y, HERAHFM(6.8 £)
FWAANTKFTEE(140 E)FHE 0T, BB TEALE
TR 85 IHE, TERTHIWR, HFHAEREMREE B
49 1/3, AmAoK(100 £H), BitAM8AEL FEE, R HCL(2S £H)
RARAAZGH T, AZHRAIT 10C, MELESREY, 3+
A 0N HCl #i%k, mfF3l4-Q2-FRE-5-AFL)mEEA3-2
- WRE -5 ATFA)FBRIL KXY A 4:1 49R4W(1131 £).

m. p.2>230C.

'H-NMR(DMSO-Dy): 3.40(s); 3.45(s); 7.15(m); 7.37(d); 7.42-
7.63(m); 7.26(d); 8.60(s); 8.83(d); 9.07(s); 13.55 (br.s).

F) &1 4

4-Q2-FARE-S-AFLEH(R 3-Q2- FRE-5- AF
A)FHEER)

4 - 4A1BF&H (L. F. Fieser and M. Fieser. Reagents for Organic
Synthesis. Vol. 1, page 1292)(1.5 ) E 4| &6 35 4-2- FEL -5
- BT A) B GRAA(1.222 )T VB (15ml)FesK(Sml)#) 5
FRY, TEERFTHEI IS 046, HALRSWT 80C s T il
2 B, SHERERE, RARSWARE IR ITIESIIE, FFE
WA 5% F BRI (10 £ )ik, KRB VAR TE(10 £H)iskik,
BRREHERGEEY S £, L 0.5N HC (15 EHKEE, i
BRLEI(R =20 EH)FER, REARMELLR10F, FUBEEL T
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Ba/1.2- —FRTIL 3/1(2 =20 EF)#—FFEIR, S 644 HAnidit
TIKFBAANT IR, VABEREZRRN, 3 —)ke6R8Y, i
JEAR &, 15 5HT (H U BB T BE/ T BE/BE A4 96/4/0 £ 90/10/1 vA/v),
TIFE4-2-FAHA-5- )M E(0.805 %)48 @ & B4k,

m. p.:>220C.

'H-NMR(DMSO-dg): 3.70 (s,3H); 4.33(8, 2H); 6.91-7.12 (m,3H); 7.21

(d, 1H); 8.61 (d, 1H); 8.97 (s, L H).

L@AEEESTTFTIRER 2 3-2- FREA-5- AF£)H
JE B

&4 5

9- - 10~ K -6 - FARAFH[g] 54

4-2-FEE-5-AFA)VRER0.63 )5 ZHE(15 £)8RA
YWELHF T T 110 - 120CA 2 JBF, BEWBJE, KGO £H)
ER MRS, LERERIFHERGG0C), SR REAMANE
0C, YA20%ERMMTIE, TEBRTHRME LS B, REWU4%T
BTAGT@E*T75 EMFR, AFAMAA LKA, BEAK
FRELAAT IR, BEMREEAAFE 9-A-10-FH-6- FREAX
Fg[FAEH(0.4 £.)69 % - 4L & FIR,

m. p.>220°C(Z.8%).

'"H-NMR(DMSO-dy): 3.87 (s,3H); 6.70-6.83(m,2H); 6.92-7.00 (m,1H);
7.30 (d,1H);7.50 (d,1H); 8.75 (s,1H); 12.30(br.s, 1 H).

UV(ZB): A .. (nm (B (cm):539 (204); 398(513); 378(452);

24



266 (1232).

IR(KBr): 729, 1245, 1499, 1528, 1620, 1644 F= 2838 cm™".

# &1 6

9- A -6~ FREARN[g]FEowh~5, 10- =&

AL 24T (CAN:13.70 )T K F (50 EFH)69E%, F£ 20 4544 4 Ao
AN 9- A -10-F4% -6- FRAEFF[gF54(1.22 £)F TS0
BRI HZFRT, AT ILE, FFEERT 60CHR 2 ) i,
mAFER. BREER, HFLAHEEER, AKA0 EH)HERE, 2
BE RS R LG, KA RN EL RIS, AR TG x
50 £IN)EFE, A3 ehH AUER A R AKARBA TR, 2BERELEH,
AL B 4 vA it Is Az €S b (R R T IR/BEBL B & 85/15 £
75125 VIV)FATE] 9- A -6~ F RARF [g]AE4k -5, 10- Z8ey
= EERO048 ).

m. p.=>2207TC.

'H-NMR(CDCl,): 4.05 (s, 3H); 7.38(dd, J=3.39, 9.39 Hz, 1H);7.
55(dd, J=10.37, 9.39 Hz, 1H), 8.00(dd, J=5.09, 0.78 Hz, 1H); 9.07(d,
J=5.09 Hz, 1H); 9.45(d, J=0, 78 Hz, 1H).

&) 7

6 -9 - ZAFH[g]AEoM -5, 10- =&

FEH 2460 4-(2, S-ZRAFR)REA3-2, 5- ZAFAF
JBERL RS (61.07 )T 20%A MAE (100 EH)e1EE T, F 140C
e, £ 20 4P FE A4 4 KN 20% K SRERBR(FER 132 £H),
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AN 4 RSGFIRA WA 20 547, REWLAHETIR, wUk(,
500 5%). 7K(1, 500 FFH)A 35% NaOH(350 £ )6 %M b B 5
HIRA AR FRFI 4 (T 3500 EHFR, REA 1x1000 =
FREIR), &HFGHAERAKQE % 1000 £)%%, FIHRN,SO,) A
FlAR S KPR I8, FTATE| —B 4o & B4R(56.0 AR T a9
THF(840 £4)F, BAAMLEEWR R (840 £). 30 44, e
WAL IALIE, BRI RIREE £ 200 £, KE bR IR MK
HmIFE] 6,9 - = AF I [k - 5,10 - —B-(43.00 £).
m. p.:201 - 203°C,

REEHRE 70 EARFEE A Z#H(B35 £), m. p. 210 - 202

#5151 8
9- 8 -6- FARN (gl FE9h -5, 10- —8AK 6- K -9- F

FORI[glAE9k -5, 10- =&

H445(2.024 F)m A ANLKFEE(97.6 £H) R HIF FEELEGE
B TRAATHEARANRLEY, BHAGMELRE, £ 20CF,
WIERT 2 0 35 4P A REmEHEH] T 65 69 - —BEKH[glR
ok ~5, 10 - Z(19.615 %) T F1& THF(883 £ 1) ¥ 43t 3+,
Taendib g, SR et R R &R 2 ARG —F, REE30
SENAERE 18°C, Atk L4 B RiFesEd4, A THF(00 £
H)se ik, ¢k)§4%;€t%:% TAREBO EMF, THHFTIAE, LET
FEIE4R A(7.4 1),

26



THF #RR4% 2T, PFRAREFTKTS £9)F, a1 )
B /e 18 A AT B B4R B(12.9 %),

Bl A9.30 A)TRTFHRES £I)F A 30 9-4Pet i 257
BE, RHETRE, AHATEFREERKR, BRARATHEG=3 £
)sek, TAT 40 CTFERMIFH LAY 6- FAL -0- BR
gl E% -5, 10 - —B(8.65 %.).

m. p.:248 - 250°C.

'H-NMR(CDCI,): 4.05 (s, 3H); 7.40(dd, J=9.39, 3.91 Hz, 1H);7.
55(dd, J=10.37, 9.39 Hz, 1H), 8.00(dd, J=5.09, 0.78 Hz, 1H); 9.05(d,
J=5.09 Hz, 1H); 9.48(d, J=0.78 Hz, 1H).

Bk B(14.0 )M TR FIR(140 £51), 2R E REHR,
R FIRIBERZHIZ(630 LR EREMN, LATEEHTA AT I
ML, HBREEBFTHNRTSE, R R R TR/ 8 LB
10/1 £ 872, £ 1/1 Ra-tblmiFs) 9- FEL - 6 - ARH ()%
% =5, 10 - =BG 94/6 #9244 (HPLC +#+H)(6.50 %).

m.p.:168-170C

&7 9

a) 9- A - 6- FERHF[g)REHh -5, 10- —BA 9-F -6-
BRI [glFEH, -5, 10- =B/ RA%: AR E)

9- -6~ FRARN [glAE% -5, 10- Z8(0.072 £)F =&
HAB(0.112 R)WREM T AKATRG EH)F, FRAATET
B 4 B, BAAS—Hoe) ZRAL4E0.190 £), RRASWTFE
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AFREL 15 B, TEBTEA, mA®KAS EH4)E45 T K4,
AR TG x5 E)EIR, S5 A PR RIB SRR TR,
ZREEMBIREIEN], MFE] 9- £ -6 - BEFIF[glREH%k -5, 10
- ZBRA(T AR TLC M LR 94 30 &, SPURE T IR/BE 8L Tlg
70/30)% 9 - & - 6 - HARH[g]HEH -5, 10- —BA(F L& & g5
MR G B89 H E)H 111 RAH0.070 L), HEAFF—F
B NE Fit —F ek,

9- - 6- ZEFRHF[g)AEok-5, 10- —BELAUTH H-
NMR ##(CDCL,): 7.38(dd, 1H); 7.53(dd, 1H); 8.09(dd, 1H);9.15(d,
1H); 9.57(d, 1H); 12.56(s, 1H).

9- R -6~ HZEARF[g] s -5, 10- ZELA LT H-
NMR %3#(CDCL): 7.91(d, 1H); 7.75(d. 1H); 8.07(dd, 1H); 9.13(d,
1H); 9.58(d> 1H); 12.95(s, 1H).

b)9- AL -6~ HARA[g] Rtk -5, 10- —FE9-F.-6-%
AFG[g]FEHk -5, 10 - —8(9/1 Rbdh: % L4514

= RA4R(19.05 )—HomA 6- FERE -9- f - Kif[e]H
Fobk -5, 10 - Z8(7.20 £)FRFRE32 B F R RERT,
R 4 DS, BB RAW, FMAK(,300 E)F, Aaa
AFIQ00 £A), HH 10 24FEHERAHAR, A NaCl 1K
RIRB|baAe, #—F AR TRG x 400 TIER, S H A MR
#HRK(,000 £H)sik, BFBRARZEERLBREEN, FFHEEE
R(6.5 K )MBSEL LES/ECIHE 1/1(65 £ F B L mEE 0- £ -6
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- ZRARF[g]REHk -5, 10- ZFF 9- & -6 - AL R [e]fE
Bk - 5,10 - ZBR¢Y) 9/1 ¥A('H-NMR 35 )i4-4(6.00 %,).

M. P.: 39T 179 -180C; ToBBTF 193-195C,

#1&1) 10

a) 9- # -6~ (3 - FRBBLEIL) R[] 84k - 5,10 - — 5

B 9- 3 -6 - (3 - T RBBLER) R [g]AEdk - 5,10 - —#(1/1 R
i D HAESE)

FEH] 9a P44 9~ A -6 - BAFKF [gFEHk -5, 10- —FH
1:1 B84 (0.060 %)EMBT-FBWZQ EF)F, Hioast - FE
BA0.095 &), TEETHIE | DEERAZTEEO025 £,
BRI 1 AT, LR RS IR Y £ ILF R T4, 9% F INHCI
(4 ) - 20%H B 4(6 ) AB88 LES(10 £H)F, 45 kk4n,
R LEEG %5 THERER £, A 694 A RS i3 K 4
T, FREBEFRIFE 9- £ -6- (3 - FREABREL K [gR
wk -5, 10 - ZE KL 1:1 69RAE4(0.095 L), ERAMIER T
TRy REZ#H -k,

F—tb A E W T A B IRAE &3 5 B SO RS W (RLR R T B/ E €
SO/EEER TBE & 54/45/5 & 50/40/10 V/V/V), LB T 5 541438

9- #-6- (3 - FRABEL)RHF [e]dH -5, 10- —F: m.
p. 173 -174C.
'H-NMR Li#(CDCl,): 2.45(s, 3H), 7.35(d, 2H); 7.50 - 7.57(m, 2H);

7.82 - 7.94(m, 3H); 9.08(d, 1H);9.48(s, 1H).
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9- & -6~ (- FRERAL) R [g]HE% -5, 10- =8 m.
p. 180 - 181°C.
'"H-NMR (CDCI3): 2.45(s» 3H), 7.35(d, 2H); 7.47(d, 1H); 7.78 - 7.91(m,
4H); 9.07(d, 1H); 9.48(s, 1H).

b) 9- F -6~ (3 - T RAEBEL) K [glF+EHk -5, 10- =5
(9/1 Ra-dhr: 3 7,%)%)

B = THEARB.20 ) A hn E4] &) 9b 65 9 - R - 6 - BEFF
[g]Faak — 5, 10- =8F 9- & -6 - LK [g]FE% -5, 10-
ZF 9/1 RA(5.53 S)EAT - TRABEEA(84T EF)TRFL(166
EM)VF AT RY, ARG ELENER TRAARTER
AE 1 beY, REWEIEATRG0 EMFT, 4B EANA, HA
ZRFH(00 £ —FERAER, HEFEHAIERATR
(Na,S0,), K4 £F, A EREEF TELK(00 E4)F 1 8,
iR mFE] 9- -6 (3 - FRABRBLEL)FIH[glE%k -5, 10-
—EA 9- £ -6 - (*F - FARBBLAA) R gl -5, 10 - —&
90:1 RA-4(8.85 50).

m. p.:156 - 158°C,

#&H) 11

3-(5-FA-2- AAFTEE)FHEBAE 4-S5- A -2- AXTEL
E)mEg

B -75SCHRFBTFAAAT, HFTHEQIM THRLET; 60 £

)2 —ZHEHEME 1 - & -4 - B2FK0.97 )T THF(70 £/4)44

30
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FHERT . FINFHHF 30054, T -18CRAAKRT, ¥EEALH
R LR BB EE (jacketed canula)iZ 445 £ - tbew -3, 4- %
B AF(1.00 st )T THF (100 )69t 3R0F, B 4 D5k EE
FREME -20C, ABERE THF, FRiF& e EBARuEFR$(10
E5), SHE 0C, FubT AH HCl Bk, AR A TEE
&, HARFG EH)E & ER—Inih, TFE] TERSF0.095
Z), ¥ TH-NMR 9#4 3-(5-R -2- AREFELE) R IR 4
= (5 - & -2~ AR FBLA)REH 94/4 642484,

m. p.: 289 - 291°C,

BROHSEBEE, BWEEFE, 2REARLANFD 4-G-4-2
- AR TEBA)ERA 3-(5-FA-2- AXRTEA)FEEA 94/6 =
G4 R (0.947 5L). (] 'H - NMR 4047).

m. p.: 236 -237C,

F 180-205°C/0.5 mm Hg FHEizmsd, ®iFH 4-G- £
—2- ARFELA VEEA 3 -GC-A-2- AXRTELA)FEES
98/2 &9 & & B4R(20 £ ).

4-(5- & -2~ fF )@

'"H - NMR (CDCL,/CD,0D 9/1): 6.96(m, 1H), 7.21(d, 1H); 7.45(m,
1H); 7.86(m, 1H); 8.76(s, 1H);9.18(s, 1H).

3-(5- R -2- ARTEBIR)F ML

'H - NMR (DMSO - dg): 7.37(m, 1H); 7.75(m, 2H); 7.83(d, 1H);

8.77 (s, 1H);8.90(d, 1H).
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#5112

4-(5- 8 -2- RFE)mEL

o8 - aRABEAA(0.75 L) E G4 &0 11 MFR 4-(5- 4 -
2- AR TFBU)EE A 3-(5- -2 - AXRFEA)ZMEL(94/6 V4K
RAAE, 060 )T 75%F BT 944 RA4, WHRBBPELZ R
ST 2 e R e iR E RO C AT 15 404, AHE40TE, i
BB IR AE WA ILIE, UL T5% T BR(1 x 5 ) ABEBL LA (2
x5 ZIVRABR, REMFARMELBREEY 2 £, FIFE
EMmEBT 0.5N HCl 3 £/H)F, AABMLEEG %10 EHFK,
RJGvA NaCl #Etes5, BB TE/I, 2- —FRALKE2 x5 £
BR, &FE6FERMA NaS0, T, BA#xEXALBERZEN
A B GBI, HRK(0.541 RYARTHE T EH)BELREK
4-(5- R -2- BCSFEOMER(0.142 £).

m.p.: 174 -176C,

'H - NMR (CDC1,/CD;0D 9/1): 4.43(s, 2H), 6.79(m, 1H); 6.86(m,
1H); 6.95(m, 1H); 7.11(d, 1H); 8.55(d, 1H);9.12(s, 1H).

% &1 13

9~ & -6~ AFI(g]AEHk -5, 10- =

W A IRRRER(30% SO, ;031 £F) W EHGH 12894-(5-RA -
2- AFR)VBE T AR AL TR GBMT, A 10 S4Pne
GRStk o 2 130C, AHETRE, RARSGWAKQG L)
oS =

LR EE, AR FRE T E)ER, 4 EHEBRRM Na,SO, F
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B, FRRSEXAKLEREENRIFE 9- £ -6- AFEA [t
-5, 10- ZBeg & EER0.045 2, FEH 82%)

m. p.: 204 - 206 °C,

'H - NMR (CDCl,): 7.45(m, 1H), 7.83(m, 1H); 7.98(d, 1H); 9.08(d,

1H); 9.49(s, 1H).

AR |
5-(F - PRBBAL) -2 - FEFEHRF[8, 7, 6-cd]B= -
6(2H) - EA,

& 10a 45 9- & -6 - (3 - FRABLEL) K H [ sk -
5, 10 - ZBRA 9- & -6~ (*f - ¥ KB ALK IH [g]AE% -5, 10
- ZBRE) 11 RAH(0.041 LERT TR R E)F, mAdr s
o) N- FHTREF 6y IM 2R(0.183 £41), TERTHIE 3
e, BEERASWRGEET, BiAKG £F)F NaH,PO, 4484
(G E)AATERGO £H)FBEK, 5 F /5 R PUERE T AK
FREBANT IR, BEREER . PIRARG % IRAR 638 L(RBLR
AT IR/BEBL TE A 90/10 V /V (50 £4T). 7525 (50 £4H).  60/40
(50 MR RE 40/60 (50 EH)MIFE] 2 - F& -5 (37F - FREk
FAE)FERIF8, 7, 6-cd]Fl=k - 6(2H) - A,
'H - NMR (CDCLy): 2.42(s, 3H), 4.25(s, 3H), 7.33(d, 2H); 7.53(d,
1H); 7.63(d, 1H); 7.95(d. 2H); 8.07(d, 1H); 8.80(d,» 1H); 9.50(s, 1H).
% 5] 2
2-R-(=FARKTHA] -5 - (3 - FRABEL)F Bokit
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[8, 7, 6-cd]%l™: - 6(2H) - &,

TRAAT, ¥ 2-(ZFELAZE)HJ. Med. Chem. 7, 493,
1964)(1.86 )T AK THF (6.0 £)F 4 30 £ A0 E4|8145] 10b &4
0— A - 6- (3 - FRABLERL) K I [g] 484 -5, 10- =@ 9-
A -6 - (37 - FRAABLEI) R A [g] A5 - 5,10 - ZBA(2.4 L)Y 9:1
WA RSMT N, N- ZF®ETHE(.10 £H)4 THFQ4 £4)
T B AR, WEEBREd 20CHE 25C, TR
T— M EWHEE RAMENT KR40 EH)F, RiFE—BFR,
WHLAE 30 /5, #HRLS B HGBAKR, vAKRAS, T4CFHE &
2| 2-[2-(=FAR)TA] -5 - (3F - FREBLEAL)FEHIHAS,
7, 6- cd]"l™: - 6(2H) - BR(1.44g).

m. p.: 139 - 141C.

'H - NMR (CDCl,): 2.35(s, 6H), 2.45(s, 3H);2.95(t, 2H); 4.65(t,
2H); 7.35(d> 2H); 7.52(d, 1H); 7.80(d, 1H); 7.95(d, 2H);8.10(d, 1H);
8.80 (d, 1H); 9.55(s, 1H).

S35 3

2-R-(N-BRTREREERDTHE]-5-F - PRHEEEARL)
FEHRIH[8, 7, 6 - cd]B*: - 6 (2H) - &,

&4 J. Med. Chem. 7, 493, (1964)494):%, vA N-THRHKL
~2-F - LESBMAEMBFHQ-N-®RTRELARTHOM, LR
AATQ -N-RTAKARKIHIHO2 L)F THF (10 /8%
RF 30 A EHESH 10b899 - & -6 - (3 - F ReBEER L) R 5 [g]
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L X}
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FEHR -5, 10- Z8F 9~ F -6 - (3 - FESABLEI)EH[g] 5%
# -5, 10- ZBA(3.0 L)% 9:1 HEHREM, TEE N, N- %A\
ATE(138 £4)4 THF 25 £H)F, B A BMGIAE I,
BALEEd 21CHE 24C, TEBTHME | LG, UdbiEEgs
FE|—F EIREY, IR HA THELECHE 1/1(15 E/4)%EE,
T WOCEETTR, A3 2 R-N-RTAEAHFLRL T L]
=5 - (AF - FHEERBLEIL) A8, 7, 6 — cd]F| % - 6(2H) ~ #A(1.33
)

m. p.: 206 - 208°C.,

'H~NMR (CDCL,): 1.4(s, 9H), 2.45 (s, 3H);3.75(g, 2H); 4.70(t,
2H); 4.92(br, 1H); 7.35(d> 2H); 7.50(d. 1H); 7.75(d, 1H); 7.95(d, 2H);
8.09(d, 1H); 8.78(s, 1H); 9.50(s, 1H).

% 315 4

2-2-[2-FAATK)BERITE]-5-F - FEABREL)F
Bk FF[8, 7, 6-cd]l= -6 (2H) - B,

F2-[Q2-EFATRKTHIB( ). Med. Chem. 26, 85. (1989);

0.179 £)YTAKLEF0.5 )P dhisi@in Z 5| &45) 10b 45 9- A -6
- (3f - FEARBAEL)FH; (gl EH -5, 10- —FF 9- & -6~ (3t
- FREBRBLEA) R[] A5k - 5. 10 - —FA45 9:1 RA4(0.200 £)
F 845 = TH(0.073 £7H)4) THF (2.0 £H)es8tai+, 2RTH
F2DEHEMANAALETLN 2-[Q-BEATRER)TEIBO0.179 )T L
KTEBR0.5 EERT, W 2 B RS KRG ZARRLGA |
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EIr, NKQ0 £EHE, BRAEHTFERTFTHIEIH, AdERK
KRS, T AOCAETTR, REAETFTHERKR BT, 77
2 2-[2-[2-#ATH)BAITHA]-5- (3F - FRBEBLEL) S50k
F[8, 7, 6-cd]l* - 6(2H) - &(0.060 £.).

m. p.: 131 - 133°C.

'H - NMR (DMSO-d¢/D,0): 2.45(s, 3H), 2.62(t, 2H); 3.13(t, 2H);
3.40(t, 2H); 4.65(t, 2H); 7.25(d, 1H); 7.40(d,» 2H); 7.75(d, 2H); 7.95(d,
1H); 8.15(d, 1H); 8.80(d, 1H); 9.40 (s, 1H).

A5 5

2 - (BURAR) -5 - (3 - F RBBLEL)FEMHIA[8, 7, 6-cd]
b — 6(2H) - 2 04 4] &,

BRG] 1 -4 85152, #E&6) 10 49 9- A -6 - (- F&
B F I [g] Bk -5, 10 - —BAfe 9- & - 6 - (3T - FRAEBLL)
R (gl FEok -5, 10- ZWRSHEL A 2- (ZTARTEH.
Med. Chem., 7, 493, (1964)]. 3 - —F & ALM[]. Het. Chem., 23,
1491, (1986)]. 2 - &JLTAHJ. Het. Chem., 23, 1491, (1986)]. 2
-(FPRTZAW. 2-2£2TH. 3-A&EAM[J. Het. Chem., 23,
1491, (1986)]4 B 69 2 BAX I R 45 2 F 5] 1b.8-44;

2-[2-(ZZRHI)THE] -5 - (5 - FABMBEL)AEHHA[S,
7, 6 - cd)3l= - 6(2H) - B,

2-B-(=FRHP)FAA] -5 - (37 - FREBLEIL)FEHIHS,
7, 6 - cd]"|™ - 6(2H) - &F;
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.y
.....

2-2-(RA)THK] -5 - 3 - FREBEEM)F48kF(8, 7, 6
~ cd]"3l= - 6(2H) - A);
2-2-(FRI)THE]-5 - (*F -~ FRAEBLEL) TSR H[8, 7,
6 — cd]3l= - 6(2H) - &;
2-[B-(RA)AA] -5 - (3 - FRBMBLEAK)FLHRAB, 7, 6
— cd]"|# - 6(2H) - &
R 6
5- & -2- FHERERAF[S, 6, 7-cd]5l= -6 - (2H) - B
FEFH0.76M; 0.021 £)FHr2(0.6 EH)F egiEk, AT =4
T IE) A ZH ) 13 8 9- R -6 - AR [g i EHk-5, 10- =
BRFoikue (0.5 £HA)GERT, AKSEAI, T 6 s4te—)ERE
PHRTHEZRT, 1.3 PEHEARY HEHRLFLASHAE
Hpfne—F, BRAKG LR LERE, S3HEKEZIRFERLE
M, Ak -KQ2x1 EA)EkE, EEATT TR, AARAEEEL
ot & B AR (AR A/ TBE 96/4 VIV )MAFE S- R -2- 94 %
ok [5, 6, 7-cd]®l™ - 6(2H) - B é4 5 & E4K(0.033 &; F&H
71%).
m. p.: 244 - 245°C.
'"H - NMR (CDCl,): 4.25(s, 3H); 7.59(dd, 2H); 7.92(d, 1H); 8.84(d,
1H);9.55(s, 1H). |
At 7

2 - (BURE -5 - RAEWRH[S, 6, 7-cd]%l* - 6(2H) - FAE
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a4 &,

LR 366 6 694182, ABIEH] 1349 9- £ - 6 - AR [glFE
-5 10-_F5HAQ-N-RTARLAZLAR OB, 2-(=F
K LRI, Med. Chem., 7, 493, (1964)]. 2 - (= ZHAZH)H[J. Med.
Chem., 7, 493, (1964)]. 2-[(2- & Z&L)M[J. Het, Chem., 26,
85, (1989)]. 3 - (=W&RAAK)M[J. Het. Chem., 23, 1491, (1986)].
2 - 2K TRHJ. Het. Chem., 23, 1491, (1986)]. 2- (FHRZEW. 2
- ZERCTHEM. 3 - AAAM[. Het. Chem., 23, 1491, (1986)]4 H
649 2 BAR B BUEL 7 13 F 5 444

2-2-(N-RTEAEEZLARALTA]-5- KFEHhH[5, 6, 7

- cd]%l# - 6(2H) - B

m. p.: 226 - 228°C,

'H-NMR (CDCl, + CD,0D):1.30(s, 9H), 3.58(t, 2H); 4.63(t,
2H); 7.54(d, 1H); 7.70(d> 1H); 7.90(dd, 1H);8.70(d, 1H);9.40(s, 1H).

2-2-(ZFRE)THA] -5~ AAEHHIF[5,6,7 ~ cd]=2 - 6(2H)

— B

m. p.: 160 -161°C.

'H-NMR (CDCL): 2.32(s, 6H); 2.95(t, 2H); 4.65(t, 2H): 7.60(d,
1H); 7.69(d, 1H); 8.00(dd, 1H); 8.88(d, 1H); 9.60(s, 1H);

2-R-(ZTRB)THK] -5 - BAEWIA[5. 6, 7-cd]l= -
6(2H) - #A;

2-2-(ZTHRA)THA] -5 - AHAEHIA[S, 6, T cd]Bl=k -
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6(2H) - &;

2-R2-[2-(BEATHREEITH] -5 - RpEHH[5, 6, 7-
cd]®3l = - 6(2H) ~ BA);

m. p.: 148 - 152.5C.

'H - NMR (CDCl; + CD,0D):2.75(t, 2H), 3.43(t, 2H); 3.60(t, 2H);
4.63(t, 2H); 7.55(d, 1H); 7.75(d, 1H); 7.98(dd, 1H);8.73(d, 1H); 9.40(s,
[H).

2-B-(=FREAA] -5 - RAEHIF[5,6,7 - cd]l* - 6(2H)
- B,

2-[2-(RA)TA] -5~ AAEARIF[S5, 6, 7-cd]Bl= - 6(2H)
- #;

2-[2-(FRERE)THK] -5 - A5, 6, 7 - cd]3] " — 6(2H)
— &;

2-[2-(FE)TH]-5- AFAEMHI[S, 6, 7-cd]Fl4 - 6(2H)
- B

2-[3-(RE)RE]-5 - [AEHKIE[S, 6. 7-cd]El= - 6(2H)
- &)

5 H615) 8

5-[R-(=FRAK)TRIER] -2 - FAEAEHHIF[8, 7, 6-cd]
%3] — 6(2H) - BA);

N, N- 9 £ TH B Fate20.10 £24)F 45 IM BEimE 2
- T -5 (3F - FRABLRL)FEHI[E, 7, 6-cd] I - 6(2H)
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- B9(0.02 )T -FRukmz(2 EA)F A8 AF AT, TERTHIE
NS, RELRAMAE 70Ch# 13 e, F 20 4 A 11 DB 5H A

AANEEN N, N- ZFHRTH BERE0.1; 0.05; 0.05 ), T’k
ATHRBREWRZALE N, N- ZFTALH i, IRRGHH»H
T CHCI, (50 £EM)AEAKA0 £4)XM, Je A NaHCO, 4afaigii (1
EH), AMZREN KK Na,SO, FIRE, AERMEREFEN, B
658 G 4 Al AL &k 4hAk, (WEBLiR: CHCL/MeOH 95/5(30 £
%), %A CHClL/MeOH/NH,OH 90/15/0.5(50 %7 )%ht), miFE|
2-FR-5-[2- (=FRK)TAIRA) A8 [8, 7, 6, —cd]¥

- 6(2H) - BAGFR 4L & B4R (0.011 ).

m. p.: 208 - 215°C (dec.).

'H - NMR (CDCl,):2.40(5, 3H), 2.75 (t, 2H). 3.57(q, 2H); 4.25(s>
3H); 6.97(d, 1H); 7.63(d> 1H); 8.30(dd, 1H); 8.79(d, 1H); 9.30(br.t,
1H); 9.62(s, 1H).

LM 9

2-B-(=FRA)THE]-5-[[2 - (= FTAE) THAIELF 509
F[8, 7, 6-cd]l™ - 6(2H) - B,

FHH 2 65 2-2-(=FASTHE]-5- [ - FREBREL)
Feiakt[8, 7, 6-cd]™l= - 6(2H) - BR(0.463 )F= 2 - (=F HAHR)
LH(0.80 EA)T T RUWEFIEAR, TRAFKTE 80CHHK 1
JBE 30 A, BiERREET, TERERGYLH THKGE £
BB LB (4x25 £/)ZNE, HFE&HF B A NERELT NaSO,
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TR, FREEL I EHN, WAECKE2 BAARE— I, 2
FIEM RIS, EELE OCTFIR, mBI 2-2-(=FRLT
AJEA]-5-[[2 - (= FEL) CHRIRMAFEHHA8, 7, 6~ cd]7l=
- 6(2H) - #7;(0.23 #.).

m. p.: 150 - 152°C.

'"H - NMR (CDCL,): 2.32(s, 6H), 2.40(s, 6H);2.70(t, 2H); 2.95(t,
2H); 3.60(q, 2H); 4.65(t, 2H); 6.98(d, 1H);7.70(d, 1H);8.30(d, 1H); 8.
80(d, 1H), 9.30(br, 1H);9.65(s, 1H).

%34 10

2-R2-(N-RTAREELAARB)ZHA]-5-[2-N-RTAEL
BARL)TRIRK A8, 7, 6-cd]l=E - 6(2H) - &

KB 34 2-2-(N-RTARAREEHR)TH]-5- (-7
FAEBLEIR) MR8, 7, 6-cd]¥™ - 6(2H) - BH(0.535 #,)F N -
RTERAZL)TH —EGFRAE Synt. Comm., 20, 2559, (1990); 1.12
)T FRez(5.35 BH)FHEFEBRB AT 80C, AFRER
RRFFTREL S I, REET, oA THKG ZH)FEERT
BE(2 %25 £F)X ], BUAERKRRTET ARRSMH Y, 2ES B,
F40CEZ T-T 043 ).

SR AH0.60 )R AR &R HL(SI0,; B B T/ F A& 90/10
£ 70/30 V/IV)., & 598 akk Tk, FREEY 20 £, ¥
2-R2-(N-BTAREHKARKP)TA]-5-[[2- (N-RTHREKER
F)THE] &E] A5 8, 7, 6-cd] 5l - 6(2H) - B4 F AR
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AL &4 dh(0.45 7).

m.p.: 211 -2137C,

'H - NMR (CDCL/DMSO - dy 9/1): 1.3 (s, 9H); 1.4(s, 9H); 3.32(q;
2H), 3.58(m. 4H); 4.58(t, 2H); 6.20(br, 1H); 6.40(br, 1H); 7.05(d,
1H); 7.70(d, 1H); 8.15(d, 1H); 8.65(d, 1H); 9.20(br, 1H); 9.49(s, 1H).

Tt 11

2-R-(N-RTEAHEABRL)TRA]-5-[2-(=FRE)TA]
B FEARH[8, 7, 6-cd]™ - 6(2H) - &R
2-2-(N-RTEEELAF)THE]-5-(F - FRAEBRAK)
Fak 8, 7, 6- cd]"l®k - 6(2H) - BR(0.056 &)F= 2 - (= F &H)
LHE(0.080 )T FIEH®IZ(0.50 £E4)F AT 80C, MFHER
RTFWEERF 1 I8, TERTHAELR, KLESERFIE
EIRE Y, MALEEIN(SIO R B LB RBLE, AR TR/
TEE 9/0.5V/V ®Bl), @33 2-[2-(N-RTREFEEENTH
-5-[2 - (=F &P THX)RK] A8, 7, 6 - cd]"i* - 6(2H)
- BR e HE & B 4K(0.024 7).

m. p.: 225 - 227 C(R.F )

'H ~ NMR (CDCL,):1.43(s. 9H), 2.40 (s, 6H); 2.7(t, 2H);3.55(q;
2H); 3.78(m, 2H); 4.65(t, 2H); 5.23(brm, 1H); 6.87(d, 1H); 7.62(d,
1H);8.28(dd, 1H):8.76(d, 1H);9.6(s; 1H).

F A 12

Sk (8, 7, 6 - cd]"l= - 6(2H) - BAX
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RIEFAB) 8- 11 49512, AEHH 24 2-[2-(=FEA)T
A]-5- (4 - TEABLAKL) FE9RH(8, 7, 6 cd]Bl= - 6(2H) -
BR, SKA&H 3 8 2-2-(N-RTAEAZLAEL)TH]-5-[4- ¥
FABEIR)FEWIA[8, 7, 6-cd]Bl™k - 6QH) - B, REHP 44
2-2-[Q-A#ATER)RRK)TRK] -5 - [4F - FERABLEL)FEokit
[8, 7, 6-cd]8l=t - 6(2H) - &, LHif & BB KR L & MiF 5
TR 4G4k,

2-2-[2-AATH)BRA]-5-[R-[Q-H#EXTHRERAIT
AJRA]ABHI[8, 7, 6~ cd]l™ - 6(2H) - BA:

'H - NMR (CDCL): 3.25(m, 6H), 3.61(t, 4H); 3.71(m, 4H);
3.98(q> 2H); 4.65(t» 2H); 5.31(br, 2H); 7.08(d, 1H); 7.70(d, 1H);
8.30(d, 1H); 8.83(d, 1H); 9.30(br, 1H); 9.69(s, 1H).

2-2-[2-H£ATHRBRLITE]-5-[B-EBALELH
Bk H[8, 7, 6-cd]FI™ - 6(2H) - BR;

'"H - NMR (CDCl,):2.05(m, 2H), 3.18(m, 4H); 3.58(t, 2H); 3.65(t,
2H); 3.78(q. 2H); 4.62(t, 2H); 5.20(br, 3H); 7.10(d, 1H); 7.69(d, 1H);
8.30(d, 1H);8.85(d» 1H); 9.15(br, 1H); 9.39(t, 1H);9.71(s. 1H).

2-2-[2-FRETHRRKITE]-5-[2- (RA)THRIEAA]F
kI8, 7, 6-cd]Bl - 6(2H) - BR;

'H -~ NMR (CDCl,): 3.20(m, 4H), 3.58(t, 2H); 3.66(t, 2H); 3.86(q>
2H); 4.61(t, 2H); 5.15(br, 3H); 7.12(d, 1H); 7.69(d. 1H); 8.30(d,

1H); 8.85(d, 1H); 9.15(br, 1H); 9.30(t, 1H); 9.71(s, 1H).
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2-2-[Q-£ATHRAITA]I-5-[R-(FRA)TEIRAL]
FokaksH[8, 7, 6-—cd]"l* - 6(2H) - BF;

'H- NMR (CDCl,):2.61(s, 3H), 3.06 (t, 2H);3.20(t, 2H); 3.58(t,
2H); 3.67(t, 2H); 3.88(q> 2H); 4.65(t, 2H); 5.10(t, 1H); 7.05(d, 1H);
7.70(d, 1H); 8.33(d, 1H); 8.81(d, 1H); 8.99 (br, 2H); 9.35(t, 1H);
9.66(s. 1H).

2-[2-[2-HZATRAP)TE]-5-[2 - (FFRB)TEIRE]
Sk (8, 7, 6-cd]"3l=k - 6(2H) - BR;

'H - NMR (CDCL,): 2.42(s, 3H), 2.75 (t, 2H); 3.18(t, 2H); 3.58(q>
2H); 3.63(t, 2H); 3.68(t, 2H); 4.61(t, 2H); 5.15(t, 1H); 6.99(d, 1H);
7.66(d, 1H); 8.31(d, 1H); 8.80(d, 1H); 9.11 (br, 1H); 9.35(t, LH);
9.65(s» 1H).

2-[2-[Q-£EATHE)EKRTH -5 -[[2- (N- T EEHKER
BT AV RAFEH®RIF(8, 7, 6-cd]¥l™ - 6(2H) - R,

'"H - NMR (CDCI, + CD,0OD): 1.40(s, 9H), 3.31(m, 4H); 3.52(q;
2H); 3.63(t, 2H); 3.85(t, 2H); 4.71(t. 2H);7.03(d, 1H);7.70(d, 1H);
8.21(dd, 1H); 8.76(d, 1H);9.61(s, 1H).

M- (N-BRTEEZARLTHE-5-[2-[Q-EEATHR
RITA)RBAHEMRFA8, 7, 6- cd]l" - 6(2H) - B8,

'H - NMR(CDC, + CD;0D): 1.45(s, 9H); 3.18(m, 4H); 3.73(q> 2H);
3.80(m, 4H); 4.67(t, 2H); 7.00(d, 1H); 7.68(d, 1H); 8.25(dd, 1H); 8.75(d,

1H); 9.60(s, 1H).
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2-2-Q-=FAMTA]-5-[2-2-BRATHALITH]
FAEHIH[8, 7, 6- cd]FI™ - 6(2H) - #R;

m. p. :156 - 157°C.

'"H - NMR (CDCL,): 2.30(s, 9H), 2.91(m, 4H); 3.08(t, 2H); 3.60(t,
2H); 3.75(m, 2H); 4.60(t, 2H);6.90(d, 1H);7.60(d. 1H); 8.25(dd,
1H); 8.75 (d, 1H); 9.45(br, 1H); 9.60(s, 1H).

2-R-Q2-=ZFRKR)TK]-5-[[2-Q2 -(RAPTAIRLAH
ok 8, 7, 6-cd]"5l™ - 6(2H) - BA;

'H - NMR (CDCl, + CD;0D): 2.30(s, 6H), 2.95(t, 2H); 3.13(t. 2H);
3.65(ts 2H); 4.58(t, 2H); 7.04(d, 1H);7.70(d, 1H);8.18(dd. 1H); 8.66(d,
1H); 9.51(s, 1H).

FEHH] 13

5-[2- (=FRA)TAJRA] -2 - FEAFEWHA[5, 6, 7-cd]
%3] v — 6(2H) — ]

Fr KA 6 65 5 - R~ 2 - FRFEHH[S, 6, 7 - cd]|™ - 6(2H)
- BA(0.013 £)mE 2 - (ZFHE)ZHEO034 E)F, HEErs
ViR E I EER DR, ARA RARMEEER T HETFY
ZRE, FRAF 0048 & Ro-4h B At Ik AR &0k b4k, A 5B RPL(1% F
B3 /847 (25 ), 2% T B/RAF 25 £H), 4% FEE/EAFZ(25 £, 8%
T B2/ 8 AF (25 £91), 12%F B/ R AF(25 £H), 16% F /R B (25 £),
24%F B/ AF (25 £)), RAFE 5-[[2- (CFRL)TEAIRA]

~2 - FEAFEWRAS, 6, 7-cd]B= - 6(2H) - BA(0.010 £ )4gHa4r
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& B 4K1(0.010 ).

m. p.: 212 -216C.

'"H - NMR (CDCl,): 2.36(s, 6H), 2.69 (t, 2H); 3.54(d, 2H); 8.00(d,
1H); 8.79(d, 1H); 9.19(br, 1H); 9.67(s, 1H).

R#F) 14

22-(=FRAMKTE]-5-[2-(FRITHA)EL] - F4
#IH[5, 6, 7-cd]Fl®E-6(2H)- K,

FRAATH N, N-_FH 179 EH)A 2-2-(=
FRA)THE] -5 - AAEHRHF[S, 6, 7 - cd]"l= - 6(2H) - 5(0.539
B)TFbrE(6.8 £H)FeytHaR T, FF26ERT 80CH# 12
DB, FPE AL E N, N- WA LK R4 XAL Bh &7
FARAYR AR EEL, SEAARTRER, REAATR/TF
Bf 95/5 #Al, BEM AT/ FBER/RENKE 95/5/0.5 £ 95/5/1V/V/V)
B, SH K ETHE T BBk TRk, AR b iEn,
MAFE| EAW0.529 £), A_FALBMTRLELE, RFF2R-(=
FRIER)LK]-5-[[2- (Z=F AKX TEIEL] - ABHIH[S5, 6, 7 - cd]
"lek — 6(2H) - BRI &9 E4 K (0.291 £).

m. p.: 110 - 111°C.

'H - NMR (CDC1,):2.31(s, 6H), 238 (s, 6H); 2.71(t, 2H); 2.92(t,
2H); 3.55(q, 2H); 4.65(t, 2H); 7.01(d, 1H); 7.69(d, 1H); 8.10(dd, 1H);
8.83(d, 1H); 9.30(brt., 1H);9.71(s, 1H).

£ 15
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FEEHRH[S, 6, 7-cd]il= - 62H) - BAE

ABEZEH) 13 X 14 694142, AEHH T 2-2 ~-(N-RT
AAHERL)TAR] -5 - EAEHIHF[S, 6, 7-cd]%= - 6(2H) - 5.
2-2-(=FAK)THK]-5- AAEHHRHF[5, 6, 7-cd]5 - 6(2H)

-~ 2-[2-[Q-FAXRTH)AK|THE] -5 - AAEWWHA[S, 6, 7

—cd]"l= - 6(2H) - 89, R A #|&miTE| T 5l
2-2-(N-RTARAFARLTA]-5-[R-N-®RTARE

AR TAIRAAIFEHI[S, 6, 7-cd]l™ - 6(2H) - AA;

m. p.: 211 - 213°C.

'H - NMR (CDCL;):1.40(s, 9H), 1.46(s, 9H); 3.55(q. 2H); 3.65(q>
2H); 3.77(q» 2H); 4.69(t, 2H);5.55(br, 2H); 7.00(d, 1H); 7.60(d, 1H);
7.93(dd, 1H); 8.70(d, 1H); 9.10(br.t., 1H); 9.38(s, 1H).

2-2-(N-®RTEERERSTA-5-[2-(ESI)THAIRL]
FERHF[S, 6, 7 - cd]Bl# - 6QH) - &,

(B AL 36T 50Ch DMSO HiE#H]).

m. p.: 221 - 222°C,

'H - NMR (CDCL;): 1.43(s, 9H), 3.13 (t, 2H); 3.58(g> 2H); 3.75(q;
2H); 3.67(t, 2H); 5.05(br, 1H); 7.00(d, 1H);7.65(d, 1H); 8.05(dd, 1H);
8.60 (d, 1H);9.30(br., 1H); 9.75(s,» 1H).

2-2-(N-RTEEHEEAMTHA]-5-[2-[2-#FLTH)
FHA)THIRIL]FEHHA[S, 6, 7-cd]= - 6(2H) - &,

'H - NMR(CDC, + CD,0OD): 1.48(S, 9H); 3.25(m, 4H); 3.74(q
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2H); 3.80 (m, 4H); 4.68(t, 2H); 7.01(d, 1H); 7.72(d, 1H); 8.09(dd,
1H); 8.80(d, 1H); 9.75(s, 1H).

2-R2-(N-RTREKEALTA]-5-[[2- (L) TAJERA]
IS, 6, 7-cd]FI* - 6(2H) - &,

'H- NMR (CDCl,): 1.44(s, 9H), 2.31 (s, 6H); 2.75(t, 2H); 3.68(q>
2H); 3.75(q, 2H); 4.68(t, 2H); 5.10(br.m., H);7.03(d, 1H); 7.70(d, 1H);
8.15(dd, 1H); 8.85(d, 1H); 9.33(br.t., 91H); 9.71(s. 1H).

2-R-(=FRATA]-5-[2-#L AL TR 2L R
RIS, 6, 7-cd]"l=k - 6(2H) - B,

'H - NMR (CDCI, + CD,0D): 2.40(s, 6H), 2.95(t, 2H); 3.23(m,
4H); 3.82(m, 4H); 4.70(t, 2H); 7.05(d, 1H); 7.70(d, 1H);8.13(dd, 1H);
8.85(d, 1H); 9.70(s, 1H).

2-R-(ZFRA)THA]-5-[[2- (AE)TAJRA RSk
(5, 6, 7-cd]®|= - 6(2H) - BA;

'H - NMR (CDCl,): 2.39(s, 6H), 2.95 (t, 2H); 3.15(t, 2H); 3.68@
2H); 4.68(t, 2H); 7.00(d, 1H); 7.65(d, 1H);8.12(dd, 1H); 8.85(d, 1H);
9.33(brt., 1H); 9.72(s, 1H).

2-2-[Q-#ATHR)RRTE]-5-[2-[2- 2R THEL]
AR FAEHRIF[5, 6, 7-cd]"l™: - 6(2H) - BA;

m. p.: 148 - 1517,
'H - NMR (D,0):2.75(m, 6H), 2.95(m, 2H); 3.12(m, 2H); 3.70(m,

4H); 4.05(m, 2H); 6.10(d, 1H); 6.65(d, 1H);6.90(d, 1H); 7.83(s, 1H);
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7.95(d, 1H).

2-R2-Q-FZATHRERAITA]-5-[2-ENTHRIEA A
Sk H[S, 6, 7-cd]l™ - 6(2H) - 8

'"H - NMR (CDCl, + CD,0OD): 2.97(t, 2H), 3.30(m, 4H); 3.68(t,
2H); 3.85(t, 2H); 4.66(t, 2H); 7.00(d, 1H); 7.69(d, 1H);8.10(dd, LH);
8.83(d, 1H); 9.76(s, 1H).

2-2-[2-AARTE) BARTEA)-5-[B-(BA) ARAIRE)
FEHkIT[5, 6, 7-cd]Bl*-6(2H) - B

'H - NMR (CDCl, + CD,0D):2.09(m, 2H), 2.57(t> 2H); 3.30(m.
4H); 3.53(t, 2H); 3.82(t, 2H); 4.66(t, 2H); 7.01(d, 1H);7.68(d, LH);
8.05(dd, 1H); 8.80(d, 1H); 9.68(s, I1H).

2-2-[Q-ELXATHARKTA]-5-[[2- FAR)TAIRL]
FEHRH[S, 6, 7 - cd]F* - 6(2H) - BA;

'H - NMR (CDCl, + CD,0D): 2.48(s, 3H), 2.83(t, 2H); 3.28(m,
4H);3.58(t, 2H);3.83(t, 2H); 4.67(t, 2H); 7.01(d, 1H); 7.68(d, 1H);
8.03(dd, 1H);8.80(d, 1H);9.67(s, 1H).

2-R-[2-BARTHR)EAXIZAI-5-[2-(=FREHTLEIA
HFEAkH[5, 6, 7-cd]%l" - 6(2H) - BA;

'H - NMR (CDCl, + CD,0D): 2.31(s, 6H), 2.72(t, 2H); 3.33(m,
4H); 3.57(t, 2H); 3.87(t, 2H); 4.71(t, 2H);7.00(d, 1H); 7.71d, 1H);
8.09(dd, 1H);8.81(d, 1H);9.70(s, 1H).

2-2-[2-ARTHE)BERITHA]-5-[2-(N-RTAREAHKE
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RA)CHRIBHAEIFEMIA[S, 6, 7 - cd]l=k - 6(2H) - B4,

'H- NMR (CDCl, + CD,0OD):1.41(s,» 9H), 3.29(m, 4H); 3.56(t,
2H); 3.79(t, 2H); 3.83(t, 2H); 4.68(t, 2H);7.05(d, 1H); 7.68(d, 1H);
8.80(dd, 1H);9.68(s, 1H).

FEA] 16

BT REEAY ARG EHR

FRAAT, HFAK HCl LBHER(SN;0.40 £ F)ifAn A FK 5615
10 9 2-2-(N-RTAEFEAERF)TE]-5-[R-N-RTEE
BERARR)TE)BRAFERAE, 7, 6-cd]= - 6(2H) - B (0.104
)T AKRTEQR] £H)GRFRFARTY, £ HCl TBERT
A2 o T IR B MY & BRI AR A M R TG IR, SLER A AR TER
BEME, A 2030 o sk E 40°C, Fabhehadfzs, T
SR B L G mig B s, TERTFAHE, A= TE(0 £H),
FRAFFE TFIHEIKELEY, RFE 2-2-(BH)TE]-5-(2
~ (B TRIESLFERR (8, 7, 6-cd]"lmk - 6(2H) - BREY = A,
1645(0.070 ).

m. p.: 247 - 250C,

'H - NMR(D,0): 3.40(t, 2H); 3.70(t, 2H); 3.95(t, 2H); 4.87(t,
2H): 7.05(d, 1H); 7.78(d, 1H); 8.04 (dd, 1H); 8.62(d, 1H); 9.10(s, 2H).

UV(H20): A . (E)=230 nm(650 cm); 240 nm(555 cm); 370
nm(244 cm); 591 nm (342 cm).

REHE) 16 494142, B AR A FEA 11, 12, 14 &K



1S #9E 8 N-RTARKEFTEYHERIFE| T I
2-2-[2-ARARTR)ERXITHA]-5-[2- (A THRAR
EHRFF[8, 7, 6~ cd]** - 6(2H) — B
'"H - NMR(D,0): 3.07(t, 2H); 3.39(m, 4H); 3.69(t, 2H); 3.88(t,
2H); 4.83(t. 2H); 7.05(d, 1H); 7.70 (d 1H); 8.33(dd, 1H); 8.78(d, 1H)
9.15(s, 1H).
2-R-(ABTH]-5-R-Q-F2ATR)ERLAITEIRL R
Ak H[8, 7, 6~ cd]5I® - 6(2H) - &,
'H - NMR(D,0): 3.28(t, 2H); 3.31(m, 4H); 3.85(m, 4H); 4.90(t,
2H); 7.03(d, 1H); 7.70(d, 1H); 8.35 (dd, 1H); 8.72(d, 1H); 9.77(s, 1H).
2-2-(RA)TE]-5-[[Q - (= FREITEIRAF 27
[8, 7, 6~ cd]%l™ - 6(2H) - A;
m. p.: 224°C(dec.).
'H - NMR(D20): 3.00(s, 6H); 3.70(t, 2H); 4.07(t, 2H); 4.93(t, 2H),
7.20(d, 1H); 7.95(d, 1H); 8.43(dd, 1H);8.77(d, 1H);9.43(m, 1H).
UV(HCI 0.1N): A . (B1,)=236nm(485 cm); 382 nm (205 cm); 507
nm (232 cm).
2-[2-(RF)THR] -5 [[2 - (R TEIRK]FAEHHA[S. 6,
7 - cd}7| = - 6(2H) - B,
m. p.: >2607C,
'H - NMR(D,0): 3.42(t, 2H); 3.75(t, 2H); 4.00(t, 2H); 5.05(t, 2H);

7.32(d, 1H); 8.09(d, 1H); 8.62(d, 1H); 8.87(d, 1H); 9.55(s. 1H)
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UV(HCI 0.IN): A . (Ep,)=245 nm(622 cm); 275 nm (181 cm);
351nm (258 cm); 472 nm (327 cm), 494 nm(353 cm).

2-2-(BABTA]-5-[[Q- AR TRRA)TRIAAIF S
FI[5, 6, 7-cd]"l= - 6(2H) - &;

2-R-(BRTE]-5-[R-(ZFERE) TR )AL | Fobokit
[5, 6, 7-cd]"l= - 6(2H) - &4,

%3] 18

2-R2-(=FRATE]-5-[2- (RA)TAVRALFdokit
[8, 7, 6-cd]"l= - 6(2H) - Bl L kB A 2.

FR T W —B2(0.030 £)FAKTE(04 )P HERFEME L
bl 12 ¢ 2-2- (ZFRKTA]-5-[[2- (BRE)TEJRAFS
BhF[8, 7, 6-cd]l™ - 6(2H) - BA(0.03 £)FTARLEL(S £H)F
BERT, EIRT S0C, TAeWANERE M RAMT S0CHKSE 3 4
P, RELFHEZEER, —IHERLELRWRBTESESL, A
LB k&S, T 40CATTFERAEFE 2-R-(=FRAL)TH]-5
- [[2 - (AL TER]EAL]FEH,H[8, 7, 6-cd]Fl -6(2H) - FALk
AR £.2£(0.029 #£).

m.p.:175 - 175.5C.

'H - NMR (D,0):3.00(s, 6H); 3.40(t, 2H); 3.80(t, 2H); 3.93(t, 2H);
4.90(t, 2H); 6.00(s, 4H); 7.00(d. 1H); 7.70(d, 1H); 7.80(d, 1H); 8.55(d,
1H); 9.00(s, 1H).

UV(HCI 0.1N): A _(E,,)=236 nm (4367cm); 382 nm (169 cm); 507
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nm (190 cm).

1RAE KA 18 49442, E L FBakI[8, 7. 6-cd]"l*E - 6(2H)
— BRI T —BR Bk B W F 3] T 54k A

2-R2-(=FRATA]-5-[[2- (= FERA) TERAFsuk
FF[8, 7, 6—cd]Fl= 6(2H) - B L R B2 S 2.

m.p.:189 - 191 C.

'H-NMR (DMSO - d,):2.88(s, 12H); 3.37(t, 2H); 3.70(t, 2H);
3.95(q, 2H); 5.01(t, 2H); 6.00(s, 4H); 7.38(d, 1H); 8.20(dd, 1H); 8.85(d,
1H); 9.20(br.t., 1H); 9.55(s, 1H).

UV(H,0): A 15,(E1.,)=368 nm (154 cm); 469 nm (206 cm); 490 nm
(211 cm).

2-R-(=FAMTA]-5-[2-(=FAL)TAIRL Rk
FH[5, 6, 7-cd]5l* - 62H) - BA L kB A X,

m.p.:142 - 146C.

'H - NMR (D,0):3.00(s; 6H); 3.05(s, 6H); 3.60(t, 2H); 3.92(t, 2H);
4.08(t, 2H); 5.07(t, 2H); 6.15(s, 4H); 7.20(d, 1H); 7.95(d, 1H); 8.20(d,
1H); 8.75(d, 1H); 9.30(s, 1H).

UV(H,0): A . (E5,)=292 nm (108 cm); 352 nm (133 cm); 476 nm
(215 cm).

2-R-(=FAMTK]-5-[2-[2 -£ETHELITHIA
AIFEHHA[8, 7, 6-cd]"l™ 6(2H) - 8.5 k8% 5.2,

m.p.:156 - 1577C.
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'H - NMR (D,0): 3.05(s, 6H);3.30(m, 2H);3.54(t, 2H); 3.88(m,
4H); 4.03(t, 2H); 4.96(t, 2H); 6.00(s, 4H); 7.00(d, 1H); 7.70(d, 1H);
7.83(dd, 1H);8.57(d. 1H); 9.05(s, 1H).

UV(H,0): A . (E,)=368 nm (1057 cm); 491 nm (210 cm).
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