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10 AR IS AKX FEEBARE Lo F LM AL L,
HF
R1 3 1-4C 4,
R2 3 1-4C 14,
R3 2 1-4C s 2 H A X A -CO-NR31R32 A H,
15 £
R31 3 1-4C &4, #FH
R32 4 1-4C 5.4,
Arom #FAEK, HFH
X A O(RV).
20 TAFRRP OIS A K] o R AL, L
R1 3 1-4C 4,
R2 3 1-4C 4,
R3 % 1-4C R A X A -CO-NR31R32 A A,
AP
25 R31 # 1-4C k3, +A
R32 3 1-4C 3%,
Arom A R 2-F HK-6-THARE, FE
X % O(R).

16
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AL P A BT H 2o T AL, vABAX sEqL Aty o 2 -
2,3- = 9 £ -9- K -TH-8,9- = S -sthrdh 7 [2,3-c] -2k (1, 2-a]otko -
6-(,N-=F A
2,3- = F 3 -9-(2- T 4h-6- F H- K 2 )-TH-8,9- = S -tk 5H[2,3-c]-2k
5 ok H-[1,2-a]HoR -6-(N, N-= 5 2 )Mk |
2,3-—F K -9-(2- 7 & -6-F - F H)-TH-8.9- = & -sth v F£[2,3-c]-2k
ok 5[ 1,2-a) ot -6-(N, N-= T 2 )Mk
2,3- = F -9- K £ -TH-8,9- = S -vtodh 5F[2,3-c]-ok b 5[ 1, 2-a]rtho -
6-(N,N-= T A )Mk .
10 2,3- = F £ -9- 3K # -TH-8,9- = & -vthody FF[2,3-c]-okr 5[ 1,2-a] otk -
6-%F BR L85 .
2,3- = 9 A -9- K # -TH-8,9- = & .-ty 5 [2,3-c]-2k 2L 5[ 1,2-a] k72 -
6-F B8R T 85 .
2,3- = F £ -9-(2- T -6-F 3-K £ )-7TH-8,9- = & -tk o 5£[2,3-c]-2k
15 ok [1,2-a]thoR -6- F 8L T B, A=
2.3- = F H# 9-(2- 7 H-6-F H-F £ )-TH-8,9- = & stk 5F[2,3-c] -2k
ok F[1,2-a]et o -6- F B F B,
RPN T BB T R FHM F 6T 7k H &, KA b
Loy B, AR RN F ik & (L 4o £ B £ F) 4,468,400 H WO
20 95/27714), HFH &8 T @AFIHLIA 6438 F 7 K4 &

17
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FE 1
#l &3P X=0, BRI, R2. R3 F= Arom BAE E{A 69105
w1
2 = r R2
NG \ RIS A
\\ R1 JQ\ R1
NN Mannich & kL N
o (2) _N__ OH
Arom NR,
R2
R3 : R3
¢ N:\g‘ R1 Z ” N/\éim
NN 919 N SN
° o OH
Arom Arom
5 T A~ gk 04 F BT B RATURA R #sn 6 77 R AT, XS A

dofe WO 9527714 A £ ifme bk,
TAREATHFR2KFX 1 F X=NH a6

18
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w8 B SI13/27H

HE2:

#1& %+ X=NH, B4 Rl. R2. R3 #= Arom BRAZE(A 691LS

W1

R2
R3
-
N \-N
o)

2
R3
4
N/\Q_m
0

=

=N N
NH

/ ACl/ ELN

R2
PdICIH, RIS N
- | _ )—R1
MnO, ﬁ])\N
(o]
\/0 NH,
o p-TsOH
¥
R3. N
e
1.8 XN
s

2.0DQ \/O\‘(\ NH

N

TR B T EHRGRPYFTREI N T EREFTR 1 22 74
JRHFE.

19
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1 422 FrgE a9 BAH(E+ R1. R2 = ¥ 4 R3 BAEEAH)4)
TR E A R 3R T -2-8F

(\J Br AN
I

NH, QNHz
5

Br,

2
N
i
0
(S

Br
= ‘ 3- /KT -2-8F B N PhCH,ONa Ay 3
S CH, !
NH, NG 0

3-:8 T-2-7F

0 Pd(OAC),
K,CO, / MeOH NEty/PPh,
HNR31R32 co
HNR31R32
LIAIH,,
CH,l / NaH {’
CH, CH,
~ = R32 N
° -« N:\§~CH3 \'f - N\\ CH,
N R31 N
o} ﬁ /O
]
“ 7
\/
5 Jo- BB K AR #hdm b 7 ik 4] & 8-TF BIL-6-18 oK v FFotbve . T8 3T

Bt ik d5 R R T AL AR CES A, 4o B Heck 2 A0k (48 7
PA(ID). —& kA LB RA T 6 128 B ERE), BEHT
Grignard BR R FIZEEL, & BT HLTHE 695 H R3 51N

20
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612, MBERE T4, TH—FHAEHERB RIZIA 64, doFE 3
F g A BRI A RAL4R 4RI R BE A G AR - 1-ACR A (AR
AHEFR), AHBLEEBARE TN 1-4C-H2 FA-1-4C-5t A (B AR
A 1-4CHBATF ).

AFFENK 2 9 ed, X R 3 BT e &6 8-F A A A
BLF AL, BIAE, STAR R RAR SR 3 de 0 7 ik 45X ok 8-3F R AL A4
BLFARAL/E R, et ] 8/ /PA(0) 5 #6142 R

4o 5 B35 X, F R3=-CO-NR31R322 ¢44.2-4h, 1% AAR
IR Hokn 0 7 35 A5 SL AT AR KAT A AL (A5 BE A5 AL AR B A S A 6-12 1A
HBAH AT B R).

BHZABARAR]I 2 R2 6 RAZ C4oty, SHT AL H 8
ot KNG 77 ik 4 &, Pl T K3 #ITH &, R&, TEMS
W 1 BT AR, B, TT42A R2=H 6440544 &4 T L4
4, +4» R2=CH,OH #4184 (GR 1T Vilsmaier 5L A= & 4 B % 4&).
R2=Cl & Br #9444 (i i fALS R B &) R2=F b £ 694044 (VA
AORL & A A 2 B, il Sonogashlra B #)4) 3 R2=4% Ak 3
A (AR B 6 R A A M A oA, B it Heck 3 AL R 414,

MT%%@%%#%%%%$K%,@KK@%CQmﬁ,“
JA KA 7 i BRAATIRA R A K kot 77 i, AR F AR H LK
HPHHIEE LB B RN | LT A 4. PRk by L ARG
FHB PR E -, KSR LR KL PR E 4, %

B min 274547, h &7, mp RTIE S,

& A1)
RET M
1. 2,3-= 8 &£ -9-3F H -7H-8 9- = f-vikrdy 7+[2,3-¢]-N-( = 2, 38k e 5
[1,2-a]et 7 -6- F Bt A
F£25C, 453 ml = BALARA TB i A B L4 A 49 1.00g(2.53mmol)

21
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10

15

20
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2,3- = F AR-8-7 2 R -T-((B-AK-3-F ) R AR )-N-(= T Ak ymk e 5[ 1,2-a)
e -60-F BEEE A — R T IRIER T . BHEATAFR L RS E 25CTFHR
H4ar, REFLEAMEA NaHCO, R FH A A FHEL
EI, ¥oHOAAMRERS, BiTAEERFN( R TR/ TEE: 13/1)
G B F AL AR A A, 73 3) 0.90g(2.38mmol) K &, 58, KK 64 A i
oW,

'H-NMR (200MHz, [Dg}-DMSO, 100°C): & =
1.19 (t, 6 H), 2.17-2.30 (m, 2 H) 2.35 (s, 3 H), 2.43 (s, 3 H ), 2.55-2.69 (m, 1 H), 2.77-2.93 (m, 1 H),
3.42 (dd, 4 H), 5.35 (dd, 1 H), 7.43-7.57 (m, 5 H), 7.73 (s, 1 H).

2. 23- = F & -9- 3K -TH-8,9- = S -vtrh 3 [2,3-c]-sk mk [ 1. 2-a] ot 7R -6
¥ B4 T Bg

E—ANRKGFE, FERARY THRMAEEIY, ALEY
Z 844 B (1.71ml, 13.6mmol)&L 3 2,3- = F £ -8-%K-7-(3°-£ &
-3 F AR )R [ 1,2-a] 7o -6- F BR T ES(250mg, 0.68mmol)4g =
AFRASm) SR, HARERETRTHA4 I, £0C, @ig
A N Fe AR R Q0mD)F AT R RS R, A 6N # EEA
sk (Gml ) pHAD R 7, A K F I FEIRKAB(3 x 20ml), A 20 ml
KR AEA A HAR I LR B AA T IR, B AT &, #AMH(245me,
T & BAK) R Beig BAT(RAIR, AR A BihE/ B TS = 1:11(v/v))
sigk, 135| K& BAROK 6 A4 (164mg, 69%) (155, 146-147°C);
&) HPLC 54745 2|4/ A4 99.1%.

3. 2,3-= F HK-9- K3 -TH-8,9- — & -otog 77 [2,3-c]-oK 4 F [ 1,2-a] o1 ox -6
(N, N-="F 3£ )M

B — ARk BEERARTF , F23-2F R85 K73 -FK-3-
F A A ARk 5H[1,2-a) ik m2 -6-(N, N-— B OBk (2.00g, S 4mmol)iz F
A ZAF QM) Y, £FERTFTHRHER, FELF (] 4m],
11mmol) = FALHAE- LBk, [ERLHAE EiRMH A A &AM, B 1

22
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DB FR 2 B, R N BB 4 = BALEA- ZEE(] ) 0 JE Ar o 2.8ml,
22mmol; 2/ EFEAeA 14ml, 1lmmol), EREEIE A 5 a5,
EREREINA AR RS E(I0mD)F, £ 0C, A 2N AR
AR P R PR AR R L RAH) . B A58, AR A FHER

5 KAB(3 x 20ml), 7K (20ml) 3 & A~ 69 AR FF Bl i A% 4% K 2K
%8, A AE(15ml)Fe LB AR R BR(800mg). #5231 & B R4k eg
SR A-40(0.46g, 24%), 15 5 245 - 247°C: & '"H NMR % j&F= HPLC
SHTELEH 99.6% .

10 B
A. 6,832 3-= F fofuk F[1,2-a]HhE
%4 31.8g 2-F H-3,5-=ifwbrr. 22 g3-:8-2-THIF= 350 ml w4
SR E IR RN 9 R, LIEATFGIIEFERET TR, &
JE P PRI B KT, FFAA 6M R A4 KIERIAT pH
15 A2 8, IR ATIFOILIEM IR RKikE, 153 28g M E-4, &
#it 90C (1),

B. 8-F R h-6-i-2,3- = F f oked 51 2-a]vtbom
FERAHT, 45348 ml FBEiE B 13.5g S A04R(60%44 & & &

20 T S10ml ¢y —F A FRU ey BiF AP, G ATE RS

e B 245 30E RAK, REH4 51.226,8-=38-2,3- = ¥ sheked 5t

[1,2-a]P" ik V& % ke N, ETIR TR ERAY 40 0, 4

FHRBRSWEIN 1L KKY, AR FREFRZK, BR12A 100 ml,

F AR RACEAK IS R A KB R )R S FF A AT Y, F B /ER
25 HETR, BRAME V& LB OB —AE. JE R ITRRIE R

EFIE. 1554328 15,5 4 151 - 3°C oy Bk a4 ( TEA T ES).

C.2,3-=F £-8-F B -N-(= T 2%k sk H[1,2-a] ot 72 -6- T B
4% 7.50g (22.6mmol)8-3F £ I -6-3-2,3- = T sk okwk #[1,2-a]t

23
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72, 0.75g(3.34mmol) Z & 42-11. 2.63g(10.02mmol) = K FK BeFa 7.50
ml(53.81mmol) = Z M & F = h(120 ml)F,  H A& 120 CH= 6 bar
HCOREAT, AHEEFHME L6 0. A5, JEHMANFE
BUERGHL Y, REIEITAE BN & (=2 T /T B¢
100/1), 35| £ & Sk 49 A A0 A4 5.58g(15.88mmol/70%), 15 &
2 146-148°C (& B/ LE%).

D.2,3-= % 4 -8-# K -N-(= T o H[1,2-a]tkoe -6- F B

f 78°C, % 4.30 g(12.2mmol)2,3- = F 3. -8-F F I -N-(= 2 )=k
o 3F[1,2-a]tk 22 -6- F B . 5.00 ml(54.0mmol) 1,4-31 &~ Fa
0.43g(4.04mmol)#y42(10%, IAEE)AE TBF(A3 ml)F 84k 4 B, A
B RAELT), HRENFI DS RIR—RAE. FELEL LK
44 BRA A A4 2.508(9.57mmol/78 %), & A 215-218°C (5 B/ a7 ).

E23-—F A 7-—FHA T H-8-5H-N-(= T )k 5[ 1,2-a]17% -6-
¥ B

ERFET, 3% 1.75g(9.26mmol) NN-—F A T F Eaibsevd V&
% sk A 2.20g(8.42mmol) 2,3- = F H -8-72 £ -N-(= T )-2k ek 51 ([1,2-
itk -6-F Bt — R T (100ml)g F . BF AL IR dh 43 16
B, ARANBRER EANSOE R L. RERA A TR ELFIRTAIRSE
M. RV ERKRESI A AADT LRERSE . 73 ERRRY
ik 444 2.60g(8.17mmol/97 %).

H.NMR (200MHz, [de}-DMSOY): 8 = 1.13 (t, 6 H), 2.32 (s, 3 H), 2.37 (s, 3 H), 3.41 (m, 4 H), 6.38 (d, 1
H), 7.74 (d, 1 H).

F.23-= F %-8-# #-7-((3-FAK-3-8AK) R AD)-N-(= Z A 2R 47 [1,2-a]
e -6 - F Bt

£ 80C, T FR(35.0ml)F 44 2.40 g(7.50mmol) 2,3- = F -
7-ZF R T 8- A -N-(= T AR H[1.2-a] ot 5e -6- F Bt i Aa 2|

24
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L HA 49 4.50 g(10.0mmol) 1-3R A -1-N-"epi X I 2 4k 49 ¥ 3K(35.0 ml)

T, REBETOOCTHH L. BUERYS A% eI R L RS

A, FAEEM(ZA I/ FEE,  13/1)p B AshibH T4 1FE)

1.60g(4.07mmol/54 %)e) T & da IR a9 #LEAL o4, 155 A 218-220C
5 (P BR/ ).

G.2,3-=F £ -8-F 2 -T-((3-F H-3-2 ) M A)-N-(= T3 sk 5[ 1,2-a]
PHLe -6- B B
3% 0.31g(8.20mmol ol S 4R VA V& B R Ae AFi 3£ ¢4 1.40
10 g(3.55mmol)2,3- = F A -8-5 H -T-((3- 5 A-3-AAR) B A )-N-(= T AL )2k
ol 1, 2-a)otho2 6-F B 6y — 2 FG0mlyaz . F5 AL RS
WEEE 30 AY, REBJERLGE, AR . BEA AT
BT B EBR R, BUER KRGS A AA. RAREAT( AT
W ER: 13/1) 0 & Ao thAL PR AT 4942 7 . 452 1.23g(3.10mmol/88 %)
15 & SRR A R4, JE 8 A 210213 C(ZR T i/ 5 FF).

H. 8-0-7F #£-2,3- = 7 i -vked 5[1,2-a) k7% -6- F BL T &5
FE#E T Teflon 894045 5 /EEF, 4 8-FRIL-6-1£-23-—_F 4

sf ok 341 2-a]k72 (4.0 g, 12 mmol). #&#£42(400 mg, 1.78 mmol). =
20 FA B33 ¢ 5. lmmol)A= = ZAR(10 ml)E F ZE(SOmh) ¥ . F —&4L

AR /EE, AR E Sbar, JFAE 100C Fhedk 16 0T, Faest

A REE BT IR B Bo 4 I B Prik BATSHAL(REIR, BRI A T

B2 L8, B CEEA kit —F sl ah R, TR EA4TIR G RS

(237 2,61 %), 1&.& 4 140-141°C, REERTHE—HFF] 11228 %)

3]
a1
:a:
P
S0
Y
P
§~

[ 23-= % $-8-52 f ok otk F 1 2-a]th 7% -6-F 4 7,65
ERIEART, # 8-0-F 232 F Aok {1 2-a]tc-6-F it
L#E5(8.14 g, 25. 1mmol )&+ 80 ml ZE: . A 14-3 =4 (11 9ml,

25
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10

15

20

126mmol)F= 10 %488 (0.8 g)4k 38 FF i 35k . 4§ B Rb-dh An i £ 80
C, FEAEGE TR I8 B, ETRTAIEER, oA 10g
iR, REEER ., KR EMIANART HRGAEY. A AT
FaTEZ[15 ; L(vV)]44 bt i, B M AE4(4.73 g 80 %); 'H
NMR ] % sh B, Ak o & B AR eI & A4 241 T fE),

J.2.3- = F B -7-(N,N-ZF R T 40 )-8-72 ok e 5[ 1,2-a) ik 72 -6- F 85
L Eg
130 4P, & NN-—F A & 9 st 4 (Eschenmoser #, 435

mg, 2.35mmol)Aa A 2,3- = F 3 -8-5 oK H[1,2-a] 7 -6- F BR LB
(500 mg, 2.14mmol)f& 15 ml — R Fixeysis. £ZiE TR
BAA 2.5 et TARE|IH AT LERIE. H# 20 ml e f 2K BR 544
BiRA AT EAARALRSYHT. AR TR E KA x20ml).
JKQ0ml) kA A AR, RABRM TR, FEEAKETF. 24
h 43 &, 50, KK 89 B AL & (578 mg, 93 %), E M A A IRELRA.

- "H NMR (CDCl,, 200
MHz): 0=1.41(3 H), 2.40 (s, 12 H), 4.19(s, 2 H), 4.37(q. 2 H), 8.04 (s, 1 H).

K. 23-= 9 % -8-% £ -7-3-8AK-3-F 3 & A& )-sk ek [ 1,2-a] 72 -6- F
R LB

FE B KK TR A BASRY e s, 48 2,3- = F A-T-(NN-=
WAL W 3)-8-58 Hh-oked FF[1,2-a]ro2 -6- F 82 L E8(1.17¢, 4 Ommol)F=
st b 6 B (1.06 g, 5.2 mmol, 4 W. A. White, H Weingarten, J. Org.
Chem. 1967, 32, 213-214 4| &)&F £ AKF R P (20ml). % A7id & he
#FE 100C, 40 4v/E, BETRR A RASHALET. BERERE
MEIR, AR A AT/ TE = 15:1(v/v)|geqean = #(1.89 g 49
418 BAR). 13E)AR &8 AR 9 AR L4 (1.23 g, 84 %)(d 'H NMR
ST A 90 %). |
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- "H NMR (CDCly, 200
MHz): 0 = 1.38 (t, 3 H), 2.39 (s, 6 H), 3.46 (m,, 4 H), 4.39 (q, 2 H), 7.46 (m,, 3 H), 8.03 (d, 2 H), 8.10
(s, 1 H).

L. 2,3-= 9 K-8-#2 4-7-(3- 2 £ -3- F L A 2 )-okee 5[ 1,2-a) 72 -6- F
BR LBg
5 0 E A (74 mg, 1.95mmol) 4 32 2,3- = F -85 A -7-(3"- Ak -

3-FA A AR [ 1,2-a) o2 -6- F 82 B8 (714 mg, 1.95mmol)44 282
QOmlyEik. EZERTRHERL RS 275 05, £ 0C TFAnih
Fo B AL A (20ml), AL FTHRER AR R K K6 LEE, AF
Tt E B Z R (3 x 20ml), Bl AABRAA T IRATTe9 A MAE - LR K B F.

10 R 8 R(692 mg), 577 il it bk BAT[ALAR, BAMKEA: =
AT I/FE: = 15:1(viv)1#tk. 5B B JUF & 69 8 KR AR A
), I HNMR oA4E 4 90% .

'H NMR analysis. - 'H NMR (CDCl;, 200 MHz): (1= 1,40 (¢, 3 H), 2.13 (mq, 2 H), 2.40 (s, 3 H), 2.52 (s,
3 H), 3.26 (M, 1 H), 3.50 (mq, 1 H), 4.39 (q, 2 H), 4.61 (dd, 1 H), 7.24 (M., 5 H), 7.95 (s, 1 H).

15 M. 8-O-F #-2,3- = ¥ £ -sf ol F[1,2-a]vtb 72 -6-(N, N-=. ¥ £ )k
4 8- A -6-3£-2,3-= F fhoked H[1,2-a]#2(13.5 g, 40mmol).

Z ¥ (2 M & THF %%, 200ml, 400mmol). &8 42(1 4 g, 6mmol)#=
ZREMBE6.2 g, 23mmol)le N EEF, Bl — RALBE LK £ HoJE (6 bar)
FETF 120C FAe#h 20 Jo6f. sBid 528 K L REAR E €50, 3% 100

20 ml KA Z R F e AF2dh b . B R T ERKAG x 20ml), A
KRS T A A2 x 20ml)5F BA L 2-F . @itteik BAT(RIR,
BERIR R SR TR T, o BIFRAE R & B 6 BTk Ao
Ay, HEAH 160-161°C. £ "HNMR &k T LE| RS a9 25,

25 N. 2,3-ZF J-8-5 A -oK e 5[ 1,2-a] st e -6-(N, N-F 2Bk

ERHEAAT, ¥ 8-0-FA-2,3-= F H-oknd F(1,2-a] w72 -6-
(N,N-="% £)#(13.0 g, 40mmol)%F 200 ml B % . A | 4-3 2~

27
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(30.0 ml, 317mmol)#= 10 % #&4e8%(1.3 g)K 3B FT IR B . HHATE R
RO E 80C, FFEHAMBE THII DB, mA s —3o4e
WAL F] (500 mg)F= 1,4-28 & =4 (10ml, 106mmol), %57k 2% = 7 18
DB, FATRIRSMAHEE R, - EHEL A ZFF H(150ml)iE

5 fRLIE ., IR EMALR), A R A R K. ) AbRFe
LB kAE R Rt TIR, RE LA, L EBRGMEAS
(6.2 g, 66 %).

- "HNMR (DMSO-ds,
200 MHz): 0 =2.31 (s, 3 H), 2.37 (s, 3 H), 2.00 (8, 6 H), 6.42 (d, 1 H), 7.80 (d, 1 H).

10 0.23-—F A -T7-(NN-—F F A F H)-8-7 f oo 5(1,2-a] otk "2 -6 -

(N,N-="F 3 )
2 30 454F A, % NN-ZF £ I % 4 sk 4 (Eschenmoser 2, 5.6 g,

30mmol)Aa N 2,3- = F K -8-#2 H s vk S [1,2-a] ko2 -6-(N, N- = F 2Ok
(5.5 g, 24mmol) & 100 ml —& Fr A a9kt . B L RAOMETR

15 THAE 70 o4, THRBAFEEH K. AREEN S0ml A3p44
teAe B B SRR, A A F IR FEBCR ALAR(6 x 20ml), A K (30ml)ie
HEFHANAR, SABMATIER, FEEALET. 45 L AEAY
K& BARRAREAAY, 155 A 210C(5#).

20 P.23- = F -8-5-7-(3- R AK-3-F 3 A 2ok =k 5[ 1,2-a] vtk o -6-

(N, N-=F 3 )Mk
F KT R AR AR F, 5 2,3- 2 F AK-T-(WN-=

TR T A)-8-7 oKk IR, 2-a] s -6-(V, N-Z F A3 2 g,
1 1mmol)Ferit oot (3.1 g, 18 mmol, 4k4E W. A White,

25 H.Weingarten, J. Org. Chem. 1967, 32,213-214 4|&)iaTF LK F X &
(50ml). AriRimgeth £ 105°C. 15 94% 6, AR B RAMA
#HE 0°CH ALBEANKKGOm)A & FrG0m) ey Rddmd . bz
EoAAAR, A AT IFERAKA. A AKQ0mD)sk S ey A pude

28



02815601. 3 oM P EE23/2TH)

ZABA TR, JFHRHAKXET. @ik B[R, BHKRAE: =
AT shitn =4 (5g AR EER). FRAZELLKRGELEILEH (32
g, 79 %), A4y 'THNMR gk T LA R T 47 .

- '"H NMR (DMSO-dg, 200 MHz): O =
2.32 (s, 3 H), 2.36 (s, 3 H), 2.82 (m,, 2 H), 2.89 (s, 3 H), 3.01 (s, 3 H), 3.21 (M, 2 H), 7.59 (M, 3 H),
7.95(d, 2 H), 7.98 (s, 1 H).

Q.2,3-= F £ -8-F 4 -7-(3 - £-3-F 4 & )2k =k 5[ 1,2-a] v 72 -6-
(N.N-=F F )Mk
1220 54% R, M EAL4H(0.40 g, 10.6mmol)ha A 5 2,3- = F -
8-F2 2K-7-(3-FAR-3- KA R A )-2Kek 5[ 1,2-a] Pt -6-(N, N- = F J )Mk
10 (3.10 g, 8.5mmol) £ FEEBOmD) A ¢4 F . R L ARSMETET
B 40 547 FHeAHA E4044(0. 10 g, 2.6mmol)F BB HE 3 FT ik ia
& 30 4F, KRG FFTIR BURL A B A AR Ae A4 A (50ml). k(20
g). —AFrA00m)eyREMF. 4 BESAHF LA &8 F I FEERK
#8(3 x 20ml), A tefe R A4 (2 x 20 ml)A= 7K (2 x 20ml) s 545 49
15 FAAE, SHARBMTE, FEEALET. ARFA(2m) 2R 24,
B A ERA LB AT R L E LR F TR, 2B A EBRIKNA
E AL A (T 5 A 148-150°C); 'H NMR &m| & oh % . ) beik EAf[4:
&, BRI AR R TR/ REE =200 1(v/v) s8R (08 g), A 9h
3% 0.29 g(9 %)Mk o4
20
R RS
N1 e ALEER FRGHEFHR, &M TRFEAN
EHLEERTHAM, 4552, EROIHENLZEAT, €
EABEFGTH BERSSAMAFRRFHEHRPHER. £XF5H,
25 AL SR BN, RROEAFETE. 45048
G R E M TR B B0 B E R An K 4976 9T S B A A AE
EXFEey “FRMOGRPAER” TARBR AT A%77 88
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EAERK, AL HE K MERRFIRG (e F R H. 18T I .
BX, BEZREEDH LHHEMETR), XEERTAGwWHE
W (dody 1HEATH). @R E. HYHWHeX L L HFRAIEH).
F (e GEE). HBRVE KRS,
S BECEREHER T, ST T HAE KRRG-S Y EDN T
WER A b R 69 AP RE F A B3 h T AR H RS L8910
S, BFREME, KX 1 e feee B2y ETEE R
HAETH TFAREGERY, L+, LA¥ENA FE7T /R
W5 Ao/ XA SRR .
10 B, KK\ H—F &P BEAZANEH R TiE 7/ R
kA,
FlAf, AR OIERLPNRESWERER Tib 574/ ik
i A 64 S M F 6 R IR
F o, KA AERRL NI YEE T Fo/ R L& F 49
15 iz,
AERH —FBFREH—FXESZHK 1 AbMmA/R e
BREFLTHZHENGEY.
B AARBARAR RBG ARG Qo 7 ix bl &L B .
YA, AEEHEFHRASHEFBASN)THLEEA, X
20 ik b & 769 R AA R ARE, AR ERAA. KEA.
F]. MR (et TTS). LA, BFRKERMGVXEA, L+iE
AL S 844 F JAF A 0.1 A= 95%2 18], F B it kA IR 7l 6915
TR, TTOUARIFIEFESTEE AL Fa/ T E a9VE B Fr 46 Fa/
KRR F T G BT H X (Fo—F R BB XK —F A
25 a7 X).
FATRBBARARETEE L 4oim 3 RESFTE i H F) 09 5
HEREF ., RTEHN. RERN. B#HNLR. AL CHE
AL A R 7 Z 96, B4R R Bl 4o R BALH] . -8R FLALA
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HRF . HeRA . BRA. A . B EF B4R A AL R fo
B A (Ao BR 4.
VLT R, B MR GRS TR E ALY,
WE, EAMESY, CEIERAETREFHOHEY T AKE 001
5 %] 20, 414 005 %] 5, 45732 0.1 2 1.5 mgkg kT 8 724 F 57
RIE A RA G, deRiELSME, UEAEFET. it ] B 4
NEFRFLHARFFBRAER, EFMINETHNEL T, T
A% ) KAL) X (45 7)) RAEFEIKREL T F AL G 1F T T )R F 8K 49 A
. AAABAIETHAARELF k4ot £ ETAR S a2
10 BHEFEH THRELTERSMHRERN TFF X,
S0 R KR KK PG/ ey g Lix iRz, 4 A
FAETUSH L CRGMY—FREZ G ESF L E RS,
Blhe g H(Flaek § RIFZREEE, 1bBHHF), BAEH (i
YRR TART 5. RAZBAE S (4w F H) 80 X phencarbamide). &k
15 BT FRALEFH), F0, wRiEF, LOiEH. $S4ETRE
EX: 8
X 77 & 4 A SRR 6 AR KB 9 4E- 40 B F B BR 4 b 6 25 4 o
H, ZARMEFEAN GeBRKE T FRAET). H/K-ATP Bip 4| Al (1o £
Eyvd . IR A T, K FH G FTIE e s B e sk EE 25 (4o
20 KEEFE. BOBHP)RSAGFE FREHRANKSGAE, B
BHne XA G B L3R T A A A/ BN R A EIRSME A, 3
HIrEIER IV EFE ARG ERM R (o kFE £, 959 E. F%
. OKIRABs K. ALKk R R4 EH)EEA A, Glde, TR WA
FEHRBRERSHE LSBT, B F B, FMEHK. KibEy.
25 K\ T. kfEl, BhiEzg. RKEE. MAFE. a4%5%.
AR E. Fri, aixFEE. MAEEAL A (i ingEE£+9 4
).
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By

R B IR AL A 6 4R B8 B AR P AR R Fo B BR 4y s a9 B AR R AT A
B iR AAR AR FAFEER, CREE TARE PR A
KR, o5 AT E T XML FHaE T 85T,

HAKRE AGI7F F By 4EA 6 RE
BEUTERAFT, BRAA#HKSTRLA G LAKE i
"%-:‘ /il(él] /gmbk}fi.é/] B ﬁ& YRVN éﬁ'f}"ﬁ

10 %) A
Q R #| & (umol/kg) it B sk 4 27 46 4% R
id. (%)
3.0 100
3.0 100
3 3.0 100

EREMFARGE, BLEF ) LB 37 SAREE KR (CD
K&, s, 200-250 g; 1.5 gkg im. 5353888 3¢ F 4% —/~ PVC %

15 %o BRARE YR AISS—A PVC FE 8 i 1T0MEZE 69 R R
FREJNFEY. Ad 3l e Ead—NFrae6BAET.

ﬁé&;}}&}%%{ké’é 50-100mi) &, 1£m#(37°C)ey4A 32 NaCl B’

#4438 it F (0.5 ml/min, pH 6.8-6.9; Braun- Unita 1). E&F L TR

FvA LS s4p ey ia) g & ey A B 4 F pH (pH 3+ 632, 338 948 EA 147,

20 d=5 mm, Metrohm)#=:# it Jf| #7 %] &49 0.01 N NaOH =& i@ 2 2| pH 7

(Dosimat 665 Metrohm)m| & 4~k &9 HCI.,

EF KRG RS 30 4P AEMNE 2 MRAGANE), Bid

HpkiE i 1 pgkg (=1.65 mi/h)ey £ AR F k& (A B#RAR) R 8 B

ok, A4 BMALE A EEHIES, L 25 mikg AARMKAR#K
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4T XM R 60 54t
Bt R A ho R (G 2189, BN EM B R AR
6 i 4 (R IOAE HI )R 304 6B 46 125 49 37.8-38°C
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