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FPTEERXRZTER, AMZRAERESWHHEBEFALTRELK
4 & TR , SEME N Flde ZHALE , PR, ZF R g &
1,2— & UK. ERARMAGMMEANE - X FP AR LAiLhr &E
4, AL R BB — A3 B LB e Z A G T 34T,

ARRECEEALN, EENILEEALDAHALR B AT#
Bty BRI — NG E R, Flioil i CBALR a2
AP,

HTLEDFPITRHRGRAEEZRAK L G4 2 X R BB

— 37 —



feZ tg R — R = F AR,

FEOTFTXHREBGEMNEZIARERN &K FRR1,2— AL
%, 8wk d R 1,2— ZFPRAEACK, FHEELTRRX=F XA
X R AR S,

BB R e K8 ST 34T

REKELBEH O 4 100°2 7 ,HAMLELET R THT.

7 E) P AT #4934 R B R o — A6 1€ 6975 R o & 2L B 4o
TE LCHEATEC B RBoewisdi 1,2 FREALK. R
AR FAEE IR e N,N— P £ PELIE S N— F Lvked 3289, A&
MR AEAETRA; CENRBAREBERALEEEKEBRL H—
BEL A, 3k e BB, AR5 AR BR A5 R B A B L2 B E Bt
do 8, EALET R E B AL, B de LB SRR T 47, AL iuddp
T TEEEAFAEAENE AL EIRLELEEE DI SR E
W R —ANA VR Z LA R R —EELTHERNER, 34
AMRRABE Ao BEBE . = RUBSBR | 30 BR R ARBRF AT

B AR EREH—10 F2 12002 8], B A% 4 E BT 4T

AVIFTHBRREZAE K REE A 2RBRTEZNARML
BLE AL,

HAT,Ta, 1b R Tct)R4&E R LEIHKY R Ldadd X T BT
B F PR 49 7 ik 4 & (R L4 A. B. Daruwala et al ,J . Med.

Chem. 1974,17,819. 9. M . Coppola,Synthesis1980,505 fuiX ¥



514y k) .
X % &4 R1,R2,R3,R4 Av RS 4w D— D FPAAZ XA T A T
b TR AL S ey B — &7 ik A4 A VIPT R L& AT AL BB

RZ
NHZ .
Vv
(R), %3 o
R‘
0

X+ R1,R2,R3,R4 A RS 4o D —) PRI, Z A - NEHEE
A, REAEw )V BR &4 TT, KVMATTY L &HFHw
STl AVITFe b5 X WA= ditbdE A DPITRREG K
FEMREMITE . EAIFAY RI.R2,R3,R4,R5,R6,RT7 #o
R8 BUAR £ T 5|38 2 L diE & F X VI VI fe I AT 694084,

X VIFF R a9 8 M A Lk b & Cdath R TR F AL 65
% %] & (¥ 4» Methoden der Organischen Chemie ( Houben —
Weyl ) , E. Miiller (Herousgeber) ; G. Thieme Verlag ,Stuttgart ,
1957 ; Bd. VI, S. 560£f) ,

AR BANTEGE (R ), IEHEFHKRES), A AL
TR SEEFKER ., ©FT ULl . » R 8 R R EaiEmR

— 39 —



£ AR F GUR A Gele) AR R 6H M A, 1EAHZX L NGB R R
THRERE S LF R R AR B AR 67 AR i AL LR
RN AR A A/ R F R AMACEGAHEEAH0.1-10
MMk 0.2—8F X/ TAKRE, BILH 1L ARSI A, ERGRAEL
L VAPT R Mo JU R PT R 9 248 KRR 25 M sl ) F AR,

AR A St B R N F 42 AP 11500 £ %, Lk 50—
500 £ #..

FRAHRLESHLiEE KLY KRS A b Nudeuosi-
danaloga, & & B30 F K| KB M # K F fe £ A XA R FHE (H G
b pp K Ao 5 X & A B F (#l4e GM —CSF,G—CSF,M —CSF) —
AR,

&R

HI R pe s P HIV 8 e
A

RPMI PHS. 8

AN A AW A8 20% B JLA S ik = 40TU /ml £ 48 1H] G tm
ok 2.

b pp  AHT S fik P R Ficol® —# & %55 8 h 6 © s, 5
e 2ug/ml Aty b tmpp sk F & T 37°,5%C0, &% T AN P4
36 R mpp AR T 107 = F BARE L FERE A 5X10° B4 %+

— 40 —



Bk LT AA o RRE A K G d i Akl , & RPMI— A7 F ik
HEMRPIEA 3—4 K,

A At .

BRI HFELE T RN F ,REA16. Tmg/ml, AAFF
£ E Img/ml,

B—A- 24 LA R FE mN 0. dml A, A & 49 Lo N 0. 1md
A H R G R RN 0. ml B F B8 IUATHAR 2 5] . 44
ey BLEA DR 0 Aml A FLL, A F & H 0.5% 49 = F B,

ey 4@ e 2 F) SX10° A tmpe/ & A9 9k E e 3E R ik Ao N 1/ 50
P 69 HIV @R K Cla o dd ok 69 Limk B AR =R E . Lk
W8 B IR A 15X 10° Bk 42/ E A0 A SAHRAEHRT , MIEF
A m e & 37T AL 30 8P B B o B B AUE T B hAR
AT . R E WA LR F HEAN AN 0. 6ml 49X/ e & 55
XK i 3TCTHALS X,

GO

ARG TRARALTHREG @GR R TE @G AL,
EMfe Al AR FRETRAZLAER., RAE @b MRS
R AL AR HIV 308 E . BT 4548 % (BE)
BLEA AR fr 69 HIV AR 5o o8 2 38 & & Lk F HIV ikéd 5 Atk
A Ee

X



R L TRERMRBMHER,



LRSI

Hewe &
MHK (ug/ml)

2 0.2 J

3 < 0.008 n
l 6 0.008

7 0.008

8 0.2
I* 8 0.04 "
1 32 1.0

33 0.2 “
]l 39 1.0
— —
| 50 0.2 |

62 0.04

67 -

82 < 0.08

87 0.04

103 0.04
" 104 0.04 Il
" 115 0.04

_43_



x 1(5)

AR R
MHK (ug/ml)

< 0.008

< 0.008




2 R 2¢ HIV —“1f §% FBg 769 ¥4

i¥ $585 (RT) 69 5% M A8 B0 T — AN PR M A ik (SPAY R,

RT —SPA & R & 2 & Amersham/Buchler (Braun — Schweig
YH % 4 RT B (k & T E. coli & HIV) IR T HT — £ KX IR
3 # tR A 8] (HT — Biotechnology LTD) , &\#f, % & ,

At .

AL 18 & Amerahan 8§75 ik F M AT, BT TREF:

—MRB TR RN T LFOETHERLIRAN 0. 5mg/ml,

— X5k /& Eppendorf— R M A FF 34T, Hmbrihin A 100ml,

—RT— % %4 (500U/mi ) 20mM &9 Tris—HCL % %3 ¥ ;
PH # 7. 2; 3074 h## £ %M 4 15U/ mi,

— i &9 AL ] 4 60 549 (37°C),

—ARBEX A KBEFRHBAE 7 130ml F oty + A
10mM . Tris—HCL % ¥ 3% 4 . 5mil; PHT7. 4;0. 15M NaCL # B B—
TEBENE H ¢9F %,

2 FEG A5

R ERGTEREARAGRNELE_FTERF (REBHK C=
Img/1ml) , | — P R AAF 69 R A A 107',107%,107° ik AFiX TS,

AT R IC 8 K $H— R4&EE N 50mM,PH # 8 49
Tris—HCl % 7 i 3 — F #H8F R — & 18890 B AR5,



B RT — % M3t logC 74|45 B T 4% 2] — B 47 4] 507,849k
B,
RIEERLE LA 2 F.



il i 4 BT
ICso (ug/mi)
" l 2 0.022
|| 3 0.004
4 0.01-0.1
5 0.001-0.01
6 0.001-0.01
7 0.006
8 0.01-0.1
9 0.001-0.01
i 10A >10
I 108 »10
12 0.01-0.1 i"
16 0.1-1
| 20 1-10
21 0.1-1
23 0.1-1 “
24 0.01-0.1
27 1-10
29 1-10




T 5% BRI

ICqq (g/mi)
l 30 0.1-1
’ 32 0.1-1
33 ca, 0.01
34 0.01-0.1
35 0.001-0.01
38 1-10
39 0.01-0.1 "
40 0.01-0.1 “
42 1-10
43 0.001-0.01
I 44 ca. 0.01
45 0.001-0.01
47 0.01-0.1
48 0.001-0.01
49 0.1-1
50 0.01-0.1
51 0.01-0.1
52 0.01-0.1
ll 62 0.001-0.01

~ 48—



® 2(&)

o 0 4 BB
(Cop (wig/m)
67 0.01-0.1
70 0.001-0.01
78 0.01-0.1
82 0.01-0.1
87 0.01-0.1 I
| 103 00101 ||
104 ca. 0.01
— =
115 0.001-0.01
| 117 0.001-0.01
119 0.001-0.01
I 120 0.001-0.01 “
‘ 123 0.001-0.01 |
124 ca. 0.1
131 0.01-0.1
132 ca. 0.1

_4_9._
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TEGFTATH—FHLALRNA,

AL 45 B4

B 1

6—H—3,3——_FH—1,3——HEHK—2,4— 8

A—T70°CTF A4 7. 380. 072mol) — % & £ 1544 100ml £, 7K w7
Sk A 45ml ET 42T 2% (0. 072mol) 4 1. 6M 5k 41 & — %
R A B, A EARE —20C 5 H K A—T70CTmAS.
48¢ (0. 03mol ) FASABA 8BS , MB E 0C3H & OCTHH 30 454
. 2 Ak E e B A4 £ —30TCH54 5. 92 (0. 03mol)5— K A4
ERETEY 50ml LK fvkvld ., & 1 DR AR ARE 0C, &
&, R B EABIN 400ml oK+ A CBR LB ERA AR 3 K, 8 H A
A8, b6, Ao 69 3K BR B SRR i An d o 09 BALSIRIE R &R 1 KA
MARZE R AKBEHRTRARE . AU/ XREEHEAR5.1¢
(167 PTG, ERARTELRE . LEWIE S 211—

212°C,

'H-NMR (200 MHz, d,-DMSO): & = 1.30 (s, 6 H), 7.11 (d, J
= 7.5 Hz, 1 H), 7.6 - 7.7 (m, 2 H), 10.87 ppm (s, 1lH).
MS: (M + H)' = 224.

#l 1

— 50 —



(3RS) —6— & —3— L £ —1,3—— 44K —2,4— 8

4 12. 0g(0. 05mol)3— L 4 B K 8 — (4— R R BLIZ) 49 110g 2
BEBR (K 2 847,45 PoOs) TRRABH T A E 120C, ARB AL TH
¥A5 e, EREEFHREM AFAREALE . REERE
LB TH R BERBIN 200ml KK+, WA G & B4k & 4%
TR, IR, AKEEFMH, AS0CTAEST T, MF.8 38(75%)
EFRE/ BT ELEDELES 228C,

'H-NMR (200 MHz, d,-DMSO): 3 = 1.0 (t, J = 7.5 Hz, 3 H),
2.56 (g, J = 7.5 Hz, 2 H), 7.25 (d, J = 9 Hz, 1 H), 7.48
(dd, J = 9, 2.5 Hz, 1 H), 7.85 (d, J = 2.5 Hz, 1 H),
10.23 (s, 1 H), 11.41 ppm (s, 1lH).

MS: (M + H)' = 224

#] I

3, 3—_FPA—6—FaL—1,3— A% H%—2,4— 8

R 48] T 695 3k, A 21. 88(0. 092mol)3,3— — T4 & k84
— (A—FPHREE®IE )TIF5] 16 . 28(80%) BT 24444, 1 &,
169—170C(AFABEFELELZE).

'H-NMR (200 MHz, d,-DMSO): & = 1.31 (s, 6 H), 3.78 (s,
3 H), 7.02 - 7.28 (m, 3 H), 10.62 ppm (s, 1 H).
MS: (M + H)" = 220



%A dH %

1] 1

RA—6—&—3,3——FPH4—(ZATHEEX)—1,3— =A%
H—2— B (A X —6—R—3.3——F R —4—(BET R —
1,3— & %% —2—B(B)

11. 20g(0. 05mol)6— &K, —3,3— P4 —1, 3— = & % H—
2 ,4— B4 3. 80g (0. 055meol ) 3 B B Redd 5 is A 150ml K
e 1, 100°C He dh 24 B, 2k B BRI S BN K 29 600ml KK
FLEBRES,AKEEYR, FOCTET TR, S04 12,
lg, & .5 242°C(H#),

ARG/ B UBRURE/ AR Y EEL, 55 E 7.68(64%)
MR AR A FRE2 REREELZ(LBUBE/ RK=2
D ERAF 5] 2. 66(22%) 8 R X — /i X — iR & 2 45 2| 290mg
(2. 4% ) %890 X A9t B,

RAX—6—§—3,3—— P —4— (A TEA)—1,3—&F5%%
—2—BR(A)

'H-NMR (200 MHz, d,-DMSO): & = 1.26 (s, 6 H), 7.02 (d, J
=9 Hz, 1 H), 7.43 (dd, J = 9, 2.5 Hz, 1 H), 8.25 (d, J

= 2.5 Hz, 1 H), 10.53 (s, 1 H), 11.79 ppm (s, 1 H)
MS: (M + H)*: = 239

UV (MeOH): Ag (€) = 224 (20 620), 250 (12 400), 320 nm
(3 030)



X, —6—& —3,3——FPE 4 (BEATAE)—1,3——&F%
o — 2 —BR (B)

'H-NMR (200 MHz, d,~DMSO): & = 1.60 (s, 6 H), 6.94 (d, J
= 9 Hz, 1 H), 7.33 (dd, J =9, 2.5 Hz, 1 H), 7.75 (4, J
= 2.5 Hz, 1 H), 10.48 (s, 1 H), 11.68 ppm (s, 1 H)

MS: (M + H)' = 239

UV (MeOH): A, {(€) = 221 (15 280), 227 (17 370), 247
(22 200), 329 nm (3 920)

7] 2

BRA—6—#—3,3— P& —4— (CLAXPTHL—1,3—=
%% —2—F)

560ml (2 .5mmol)6—H —3,3——_FH—1 ,3——&K5H%—2

yd— B (] D75k A= 4 370mg (3. 8mmol)O— L A L B ¥ iz T

Sml wibwg — A2 e M ELE 20 B, KRB WRE, mN CEBRUBE/ /KIS,
a5 & )G, Atpted) FRaEgk kA4 1R, ARBRETRS
RBHARNEREN , A 1: 28 CBRUER/ RREBGEM A S &F 2
550mg(827,) P E et 2 & B, 159 186—187C, £FH 8 R
A9 & %453 107X Mtk =4, B UBRUES/ BREL&KITE
%o B A A%k, I8 8 190—192°C,



lH-NMR (270 MHz, DMSO-d¢): 8 = 1.33 (t, J = 7 Hz, 3 H)
1.41 (s, 6 H), 4.23 (g, J = 7 Hz, 1 H), 6.76 (d, J
9 Hz, 1 H), 7.29 (dd, J = 9, 2.5 Hz, 1 H), 7.88 (br, s,
1 H), 8.28 ppm (d, J = 2.5 Hz, 1 H).

MS: (M + H)' = 267

o~

#] 3

BA—6—F—3,3——FH—4—(LAXT AL —1,3— =4
o — 2 — F7,BR)

200mg (0. 8mmol) 4§ 4] 2 & F 10ml LK T X F, AN
200mg (0. 5mmol) Lawessons X #| £ 1000C F ek 1 6 , R &
XELEAETTHREBEN,Ks 228/ AR/ i (1:3)4%
PR R 2 B 15 2] 200mg (88% NPT &4 T4, 2R E B K, IF %5
175C(EPEA—RTEAR/ BEREELE)

'H-NMR (270 MHz, DMSO-d¢): & = 1.25 (t, J = 7 Hz, 3 H)
1.41 (s, 6 H), 4.19 (q, J = 7 Hz, 2 H), 7.28 (d,
9 Hz, 1 H), 7.56 (dd, J = 9, 2.5 Hz, 1 H), 8.13 (d,
2.5 Hz, 1 H), 12.55 ppm (br. s, 1 H).

MS: (M + H)' = 283

!

L]

J
J



7 0°CTF &4 400mg(l. 68mmol) ¥ 1B 445445 10ml £ /K @
&, vk Ao 2ml K OB A9 F e N 1. 32(5. 03mmol) = X 3B,
KERHALOCCTRIEF AL 1. 1ml(6. 95mmol) 1% § 2 Bk — (UBS
4 2ml AAKCEHE P, EOCTHHA IS, BFELERTHHA 200
HERE., BEREN AUBKRUEE/ &% : IFERKANF
310mg (69% YFr &L &4 , 2 G S &R KB K LI585 206—207TC,

-

'H-NMR (200 MHz, DMSO-d¢): & = 1.28 (t, J = 7 Hz, 3 H)
1.58 (s, 6 H), 4.22 (q, J = 7 Hz, 1 H), 6.96 (d, J
9 Hz, 1 H), 7.37 (dd, J = 9, 2.5 Hz, 1 H), 7.80 (d, J
2.5 Hz, 1 H), 10.55 ppm (br. s, 1 H).

MS: (M + H)' = 267

#] 5

X —6—F—3 ,3——Ph—4— (LARXTAL—1,3—=
£ B — 2 — LB

Jo45] 3 BTiE , 4§ 200mg (0. 8mmol) ) 4 14,4 % F| Lawessons X,
HEAL, 2 REN A CBUBEE/ B : HIERB A, F %) (80mg
(857 )PT #9464  RAEAH 54 3 49 R X F Mk (#3049 5

AL YR 1t 2 8R4, 05 B 163—164°C,

IH-NMR (200 MHz, DMSO-d¢): & = 1.30 (t, J = 7.5 Hz, 3 H)
1.38 (s, 6 H), 4.26 (q, J = 7.5 Hz, 1 H), 7.25 (4, J
9 Hz, 1 H), 7.45 (ad, J = 9, 2.5 Hz, 1 H), 7.85 (d, J
2.5 Hz, 1 H), 12.55 ppm (br. s, 1 H).

MS: (M + H)' = 283

-~



4] 6

BRAX—6—F—3,3——FH—4— (F ALERLTHEAL)—1,3
— A K —2—BR

4 954mg (4. Ommol) ¥ 1A 1L & ¥ th 30ml KW kb 54
212mg(4. 4mmol)50% A4 Ho 3 P 69 S AL S4B o — A2 e B EE 30
SEr, REHAHDEER N 0. 86ml (8. 8mmol)2— kB Iz , 2k 4 Ao
HENR 26 D, RERBREBR, 2R ENMLEZGER A . UK
CBE/BIe=1:2), 5 &35 560mg(50%)FT&64 = 4,158 207
—208°C,

IH-NMR (200 MHz, DMSO-dg): & = 1.25 (d, J = 7 Hz, 6 H),
1.28 (s, 6 H), 4.38 (sept., J =7 H, 1 H), 7.04 (d, J =
9 Hz, 1 H), 7.44 (dd, J = 9, 2.5 Hz, 1 H), 8.15 (d, J =
2.5 Hz, 1 H), 10.58 ppm (s, 1 H)

MS: (M + H)' = 281

) 7
AX—6—f—3,3——FPR A (FRALEATHAL)—1,3—

4 450mg (1. 6mmol) ) 6 1L &4k 49 30ml £KF ¥ 5 357mg(0.
— 56 —



88mmol) ¥ Lawessons X R —# A EZ 2 16, REERNEEH
B R4, A UBR B/ Bt =1 3B, 7] 450mg(94%)
4k Sh oK Bl R4 T, 08 194°C,

H-NMR (200 MHz, DMSO-dg): & = 1.24 (d, J = 6 Hz, 6 H),
1.38 (s, 6 H), 4.40 (m, 1 H), 7.28 (d, J = 9 Hz, 1 H),
7.55 (dd, J = 9, 2.5 Hz, 1 H), 8.16 (d, J = 2.5 Hz, 1 H),
12.54 ppm (s, 1 H)
MS: (M + H)* = 297

%) 8
AX—6—F—3,3——FPR—4— (E—HEERLTHAL —
1,3— &% —2—#
FlEMTH 667 kdH 1A 691084 (954mg , 4. Ommol) #=
JF ) 3 B4t 4 (2. O0ml, 20. Ommol) T 13 5| 500mg (449, &4 B 404
.05 8 157°C,
'H-NMR (200 MHz, DMSO-d¢): & = 0.91 (t, J = 7.5 Hz, 3 H),
1.25 (s, 6 H), 1.66 (m, 2 H), 4.09 (t, J = 7 Hz, 2 H),

7.04 (d, J =9 Hz, 1 H), 7.46 (dd, J = 9, 2.5 Hz, 1 H),

8.13 (d, J = 2.5 Hz, 1 H), 10.58 ppm (s, 1 H)
MS: (M + H)* = 281



4] 9

BRX—6—H—3,3——FPE—4— (E—RLELLATHL —
1,3— A %% —2—#LE

R B 7 PR AR 69 F kAL 8 404 4 (393mg, 1. 4mmol )
. 13 8] 370mg(89%) Fr & 69164, ¥ 9, 156°C,

lH-NMR (200 MHz, DMSO-d,): & = 0.91 (t, J = 7.5 Hz, 3 H),
1.38 (s, 6 H), 1.66 (m, 2 H), 4.11 (t, J = 6 Hz, 2 H),
7.28 (d, J = 9 Hz, 1 H), 7.55 (dd, J = 9, 2.5 Hz, 1 H),
8.14 (d, J = 2.5 Hz, 1 H), 12.55 ppm (s, 1 H)

MS: (M + H)' = 297

£} 10

RA—4—(FEAXTHEE)—6—F—3,3—=F%—1,3—
ZE%Hh—2—8 (AR A —(1—FL)—4—(FELEX T A D)
—6—®—3,3——_FH—1,3— —FE%%—2—F(B)

H 4 954mg (4. Ommol) 4] 1A b8 Hr49 30ml K £ vk wh 5
4 212mg (4 . 4mmol) T & i F 49 507,49 S ALEEB ik — AL o
Bl 30 5% . AF B AN 1. 372(8. Ommol) F* i  Fokgmih &
20 DB, WRBREIEE,BREREN S B (LBRLUE/ AR=1:
e AR RASBEH ARG T 2] 580me(35%) & &4 Kb

10B, %5 % 143°CAe 410mg (31%) & &, 4 & K 1L & 4 10A, & 5



1837,
AX—4—(FRAEAZ AR —6—F—3,3—=FX—1,3—=

£ h % —2— R (A)

'H-NMR (200 MHz, DMSO-d;): 8 = 1.26 (s, 6 H), 5.20 (s,

2 H), 7.03 (d, J = 9.5 Hz, 1 H), 7.2 - 7.5 (m, 6 H), 8.13

(d, J = 2.5 Hz, 1 H), 10.60 ppm (s, 1 H)
MS: (M + H)' = 329

BRA— (I—F £ ) 4—(FEEAXTRHE) —6—H—3,3—=
Y& —1,3— 5% —2—8(B)

'H-NMR (200 MHz, DMSO-d¢): & = 1.35 (s, 6 H), 5.14 (s,

2 H), 5.21 (s, 2 H), 7.1 - 7.5 (m, 12 H), 8.10 ppm (d, J
= 2.5 Hz, 1 H)

MS: (M + H)' = 419

) 11

AX—6—&—3,3——FH—4—BL—1,3— G %H—2—
BH).,

6.7g (0.03mol )F] 1A 4944 &F T 200ml LA LEF,5%
Ae 14. 5ml(0. 3mol) /K& B (100%) = 2g 3k Bh=thog J5 o B B8 14 4
B, REXERANAE  BAKELFAB YT ELL ,1F2 3. 3¢

(46%) =¥, 45 %, 228—230C,

IH-NMR (200 MHz, DMSO-d¢): & = 1.17 (s, 6 H), 6.66 (s,
2 Hy, 7.02 (d, J = 9 Hz, 1 H), 7.36 (ad, J = 9, 2.5 Hz,
1 H), 7.86 (d, J = 2.5 Hz, 1 H), 10.38 ppm (s, 1 H).
MS: (M + H)® = 238 _ 59—



%) 12

BX—6—%—3,3——Ff—4— (FHRLEZRL—1,3—=
&, 5ok —2— B

) 11 49464 3 (950mg, dmmol) &4 F 30ml HER 4 P B AT
BRTHEHA2IE, RERE ALEEAR/CHBUBYELL, kE
440mg(40%) %5 % 184—185C,

'H-NMR (200 MHz, DMSO-dg): & 1.31 (s, 6 H), 1.86 (s,
3 H), 2.02 (s, 3 H), 7.02 (d, J = 9 Hz, 1 H), 7.43 (dd,
J =9, 2.5 Hz, 1 H), 7.83 (d, J = 2.5 Hz, 1 H), 10.58 ppm
(s, 1 H).

MS: (M + H)' = 306

#] 13

BA—3 ,3——FPh—4— (FANLEABELAEAT A1) —
6—FPHE L —1,3— &% —2—5)

936mg (dmmol) #] 36 €94 & &5 T 50ml AK & TP,
Ja N 0. 65mi(8mmol)wtvg , & Bl k%2 T i mA 0. 66ml(6mmol)
FRAMEKTHEE, kX A EBTHHE. 181 H B RAKEE, TH
(RABSD M b F R AR P EED, KK 750mg(59%) , 4%
5 145—146C,



lH-NMR (200 MHz, DMSO-d;): & = 1.34 (s, 6 H), 1.95 (s,
3 H), 3.77 (s, 3 H), 4.88 (s, 2 H), 7.03 (d, J = 3 Hz,
1 H), 7.16 (dd, J =9, 3 Hz, 1 H), 7.53 (d, J = 3 Hz, 1
H), 10.51 ppm (s, 1 H).

MS: (M + H)' = 319

#] 13a

BRA—6—8—3,3— P4 (CEAXTHL)—2—F%
PEE—L,3— K5 k(LKA 3 F4H 70)

%1 4 848mg (3mmol) ¥ 34L& H(R X —6— K —3,3— = F X
—4—(LERATEE)—1,3— £ 5% —2— 58 )é) 30ml )&
KOS F 25C T MmN 417mg(6mmol ,2 2 ¥ VLA, AR
W AECTHHE I8 IR, AEERE, EET TR EER, RS
B 150ml CERUBE T . AR R 2 X T76ml K ERG R AERS T
BCEEZET B X5 N . XI5 XG0 Z R ERREAE ,
1% 2] 810mg (2. 88mumol) FT & 654k & 4 Ol & 96%), B 5 192 —

193°C(RF—1i . 0. 25; B F R . £ B ¥ /LB TBE3: 1)

‘H-NMR (270 MHz, d,-DMSO: § = 1,23 (t, J = 7.6 Hz, 3 H),
1,25 (s, 6 H), 4.15 (d, J = 7.6 Hz, 2 H), 7.28 (d,
J =8 Hz, 1 H), 7.34 (dd, J = 8, 2.5 Hz, 1 H), 8.02 (d,
J = 2.5 Hz, 1 H), 9.33 (br. s, 1 H), 10.13 (br. s, 1 H)

MS: (M + H)* = 282



4] 130

BRA—6—8—3,3— =P A —-2—(FHLAL)EH—4(3H) —
BR—4—O0—C EB (LA 3 #4127

T 25CT @4 1. 41g(5mmol) ] 34L& (KL X —6— & —3,3
— PR A (LAAATEL)—1,3—— 45K —2— 5B
S0ml K LB F m N Smi40% F b K i & (71. 4mmol) , KB MR
EHAEREHTHAS I AEEREAELE THEER, K S
GHBRENLEZ, AU U8B/ E K% 14F ik LS B/
550mg (1. 97mmol ;39% I & =4, 4 3 112°C(RF—1&.0.51; &
FRCBRUES/ERR 1
‘H-NMR (200 MHz, d,-DMSO: & = 1,26 (t, J = 7.5 Hz, 3 H),
1.25 (s, 6 H), 2.79 (d, T = 4.5 Hz, 3 H), 4.14 (g, J =

7.5 Hz, 2 H), 6.98 (d, J =9 Hz, 1 H), 7.16 (br. q, J =

4.5 Hz, 1 H), 7.28 (dd, J = 3.9 Hz, 1 H), 8.05 (d, J
3 Hz, 1 H)

MS: (M + H)® = 280

3 PRI BT & BT 1136 8953k 4] 449 .
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