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Hm 6 hE, FHA 0275z ST 0.21g HRE, KHERSW,
A 70 C, {¥R4WPinik 24 I8, FRISWmE, KREXER AL
ml LELEP, mMAEE. S TiE, F3 020g B4, X
104 BELZR S, £/9 13g K& 44k, m.p.165 - 168 T.

E LM 10
4-2- (2-FEL) - 2-FfA-2- (4-D9kk) ZA)XTH
Lo

R TSk o 60 % KL 0.876g # 5%, #Z, A 60ml
EAN, N-—FET8E, AMA473ga - (2 - [EX) - 4 -
Gk LHZE, AEZERT. LA/ TH R EREGHHEF 1 o, I 4.58¢
4 - (BRFPR) -XFRTFENINALERSY T, FuSHHE 3 6,
BB LB B AARY, AEREES, PHR3 - 4, fAftp
NaHCO;, # PHAE6 - 7, dBAFABKRGHBAY, AKkE,
TR, FHSNgFHERK BAN_RKTFR-TRVPESL Bk, F
B 210g FFEHL A EKTH, m.p.l116 - 118 C.

RH L4 11
4-[2- ( 2-FER) - 2 -ERCAEXTR P&

#1.0g [4- ( 2-8FE) - 2 - RE- 2 - (4 -G4k) TH)
FFPHRFE. 14ml TP 6ml KRS EAMmE 20 54, KRE,
BWARK, HH 1554205, KEFEGBEK, RAKREE T4TFE
73 0.63g B4k, m.p.40 - 42 T,

R2E EHEH 12
4-[2- (2-8RFL) -2 -ERLA)XTH
ft 18.78g & 4-[2- ( 2-FEX) - 2 - ERCA|XTRIEL
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288.8mICH;OH,72.2ml A= 5.2gNaOH ¥ 84 RAB @A 3 1o, KE,
AINBEERRIL, EAEVYEAEEERSH %% CH;0OH, B CHClL;
AFAEAA INHC &b, KEFASGERE, AZTR FH 1727
Ffr'.%i‘#: m.p.168 - 172 C.
L B EEEH13 : Cn
4, 5, 6, 7, -wH- 4 -£-3 - x%%ﬁﬁﬁ?ﬁ
3# 202mg * - FERKRAS ST 2.11g4 - R -4, 5, 6, 7
- wEEHbRB- 3 -BERE 100ml SFHEERT, HREHTR
Mk 24 I, BRERROYANETRNAAZTRETHREAR,
BFARBEBAE 100m] 28 28+ A 30ml A5 & S 4AH 30ml K
#i&k, B Na,SO, FRAMWEHF, TE, EAEZTRBERERSE, 4
REMNLRLE-ORPELE R, B 1L15gHEHNGELERBK®
%, m.p.100 - 102 C.
& LAH 14
5, 6, 7, 8wW#H - 5-FK- 4H - <HH([3,2-b]"T EHE - 3
- B8 Y&
£32-36TC, TEAATP, ¥ Laml %W wE 1.0g854, 5,
6, 7, -WEH-4-4-3-EH L HRETEFS2mg G RARAL
sml § RS HY, EE2T, #24HEH 24 8, A 1dml KHF
BERE24%, A NHOH#L, ARGER, AKX EXAR5INF
BLE, B NaSO.F#%, ., EAFT XSG, £ 1.0gMEHGERKST
.
R HE F#kH 15
(E) 4, 5, 6, 7, -W& - 4 - [[[4-FEEXE)
-SBAAA I ERE]- 3 - Xi%HRR
0T, FRAAT, ¥3.01g T FERBEAFAME 2826 (E)
4, 5, 6, 7, wWE-4-(FERKEX) - 3 - FEi%HB8E Tml
WRERTEERP, HRSHHESE 16, A 40ml 48 IN HCl #
BEERESY, L&, MAK%%E A NaSO, T, AALEZTREER,
F5 478 FEMKGERAK S, m.p.155 - 165 T,
FH &P 16
5, 6, 7, 8wWH-5-f.- 4H - =% [32-b]"T&EH - 3 -
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BB

#10g (E) 4, 5, 6, 7, W& - 4 - [[[¢-FRLER)- 5
BAIREAIEAK]- 3 -FHFKhBER. 59 TEHF. 23ml LEHR
39ml KRS GAmR A8 I, EAZFRERBE RS, mA 80ml
ZRA ¥k, AKX, EXFESBEHAE, B NaSO, T EAETT
REAMWEEZRAR, BERAALBRLE T 0.5%CBRFRRAN, L4
HGRBAR EHTENEESLERK BRELRLETH 1% LR k%
BHBLF, B NaSO, FTRAME, AETR, FH20mg i Akae
Bk, ZERALRLE-LRTEHEEL, 73 165mg FEHEGE
SR EKES.

£F E#kA 17
(E)#&(Z) -4, 5, 6, 7-W&-4- (BEHEL) -3
- Xk B8

#22.97g AP 300g4, 5, 6, 7, WA -4-F-3 -
Rk R A 225m THOGER Y, %A 18.10g Z &4 F 55ml
K, ¥EERSHEAME 2500, ATRGEAS, A 600ml L&
LERHBEALE, M2 x 200ml K, EAK%4%E, M NaSO,F, L£4
TYREANEERZ, AETHRERE, HI3.0gMESBRK> 4.

£ EHH 18

(E)F(Z) -6, 7-=4A-4- (5H) ¥#+%%%h&8, O -
[(4-FEFX R )5 m X85

£OT, TARLRATY, H388g A FEBRBAMMmE 280549 ( E)
A (Z)-4, 5, 6, 7,-9&-4-(FEEL)XHF%%E S4ml
W EXEERT, HREVEHE 11, REA 600ml L8 LEF
400ml A9 2N HC1 #% £ L & 244, A 200ml A F» 200ml K %% H
HLE, A NaSO, T8, EATTREIER, 73 500 T EHEIK~E,
MLEBER, AERTHE, B3 199 ES kG G4k,
m.p.123 - 125 C. #&EHRHE, FhEL L, T8 F5 1002 5 E
MEkaEHE, mps83 - 85T,

| RF LA 19

4 - (2-A-4-MEXFHE) -5, 6, 7, 8-wW& - 4H

- & #(3,2-b]*T £ B
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#272ml LM A E0CH 15085, 6, 7, 8-W - 4H
-k wy#(3,2-b]"f R EE 150ml —RFRER T, BFSHTHUE, &
e 28.0g2 - - 4 - AEEFHREL 1d0ml I R FRERT,
ETET, EHEEadA A 450ml —{FEAFE, JFEA 200ml

k. INBRR. IMBREAPERBEEER B NaSO, FHRA
CRE, BHAKSRERMEE, ATTREER ALRLELLHA

&, B9 243g kGEE A, mpl3l - 134 T.
A& EHH 20
4-(2-f-4-HEXFHE) -4, 5, 6, 7
W& - 8SH - E%H[3,2-b]"TEE - 8 - ¥
3 1.56g AEk4E. 72ml K= 1.89g HAE A mE] 2.02g4 - (2 -
S-4-MAEFEA)-4, 5, 6, 7, 8-wH - 4H - E%H[3,2-b]
of AL 144ml A ERT, KERSH, £70- 75T, {HREH
o 4B, FRARKAE (1.56g) AHaEs4Y (1.89g ), BEHR
A, EI5TC, HFRsHm 1618, FBAARE (1.56g) &
Ea4r (1.89g ), ®HRSGH, £75C, HRESHME S H, @
Mg EitERSY, FAARL_RTRALEN REGBR, £T
ML P RARS (Ldg), AFeH (BAHREHREK) HFibik,
25 1.0g A4 F4, MR AS TR FHLHAE mp.180 - 185
T.
X E£HEH 21
5-F-2-FEEXTHRSRA
AEABY, 5805 -A- 2 - FAETHEM S2ml BAMKAR
St 1 I, EATTHREIELS, MASOml FPEHBK, HFEA
TTHREEM, 73 85gBR>W.
2 FHH] 22
2-£-5- (FRAL) FTHKA
AERABE, $$2.0322 -A-5- (FERL) P& 10ml &
REERA WK 148, EATTHRELAELS, A 20ml PE,
AATTHREEN (2k), £3 228 K E4HKH.
R E g 23
2-f-4-ABEXTRRA
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X EH) 21 FTE, £25g2 -R-4-AHEETREBAR
£ (124ml) BB, J{EEEmRY (27g)

KA LY 24
2-f-5-AMEXTRRA

de R E LS 21 BT, £50g 2 -f-5S-HMEXFTRE 50ml
FPRABREEE, 73 56z hkaeBKTH.

¥ £HH] 25
2, 3-ZFRAEFHSR

i E RS 21 K, £3.0g 2, 3-—FEEXTRE 40mi £

AEBEAERE, 73332 L&KM
£ & E b 26
2 -R-FFBRA

qo i Z A 21 B, #£3.13g 2 - KEFHS 40ml AR

BB, #$3332s k@ FHKEH.
A Fkp 27
4 -[Q-FEEXTRBALIEZTR

B AB P, % 43425026mol)4 - R X X TR L & &
40.8g(0.26mol)2 - FAEXFHAL 150ml —RAFIRFIREHAH,
HF A 26.56g(0.26mol) = Z Ak, m#tE, EERT, HHEFRITRE,
RRSWEAKY, S BAME, AK, INHCI. IMNaHCO; ®#&EAH
MEHFETFHE ( NaS0,) , BEEMN, ALRTEEEKREL,
Wik, FH4R 57g4[2 - FRAEPHRAAAIXTRLE, mp.110
- 115 T,

1% 50.7g(0.20mol)41 & = #. 280ml Z & 4 55ml 10NNaOH ® i 5
S4h, BRAMAFETE, A 200ml KHE, FARESR (PHI - 2)
e, TERSY, AKRKEREK FIGELLE W, mp270
- 275T. .

H& EHH 28
4 -[Q-FREFTRAI[A]|XTFHRA

£ 103g 4[2 - FRAEFESRA[E| X TP 32ml TRAKARS
B@A LS I H, EASTREES®R, WATE, AEAZTHEE
M, mAFTE, AftidEReY, FIAXEHAK, m.p135- 141TC.
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K E LM 29
4-(2, 6 -—FRERAFTRLHALFTR
4 2g(10mmol)4 - 2, 6 -—PREAXTFERA. 1.65z(10mmol)4
- SAXTVELE. 1.1lg=LHEA61mgd - PR REARERSWE
Loml =& F X R SA 20 8, AKRERAM, 5 EANE, K,
INHCl. 1MNa;CO;. KA MEHFHTH ( NaSO4 ), S
M, BIAMRCLRLET SH9EK F122g 4-[2, 6 -=F
FAFTFHRE)ARE]|XTR
848, mpls3 - 185T.
+ETF, 3 3.88g(11.79mmol)# & 4. 17.3ml 2NNaOH # 20ml
FERAHRELE, MATE ( 30m ) Fk (10m), FhER
EA 12 8, AT TREEM, ASSHAZEE, e, FE
EBA 30ml AY, A 2N E& ( PH3 ) FRERL, HERASY,
AA®AEBE, F60TCAET®R 735 3.0g Bk, mp236 - 240T.
A& L#H 30
4 -[(4 - HEEEHALETRLE
# 2.52g(0.025mol ) = T fk 3 1.782(0.01mol) 18 &t & 3 B AL
£ sml R TP RS RSB T, #1654 - RAXTRLIEE Sml =
SR THEANIEERT, ERTHEHLIRSE, A S0mgd - —
PR EARR, RERSHEA 24 M, BREBEAKTF, LR,
25 3.4g R EEK, FALKRTEAE 0.50g 5, #5 0.37g4 - [(4 -
e A AR RETFRIHBAELEH, mpld3 - 145T.
K kb 31
2 - Wh=keh- 3 - HKEER
# 4.0g2 - PA%h- 3 - BRLE&E. 30ml 2NNaOH A 15ml 2
BaAHEA LS e, AETREEN FHAK BERAZATR
RE(FX), $FAEEREKRT, ANFHERLER, 3 B4k,
mAkRikE&, TR S5 1052 - FA%H- 3 -ERER, R
&8 =W ( 0.95z ) F3ml BAKERA 1 DE, REEM, WAT
% (20ml, =k) #BEFEHN, FHAHERF 5.
Ak LHH 32
4-[N-FE-N-Q-FAXTREHAAXTR
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EEAAT, Aok#&% 151g 844 (60 % TH¥) HHt
ik, ¥ 5mIN, N -—_FAPSENIRELHALAT, #
8.69¢4[(2 - PAETHRE)AA|ZTRIES 20ml —FETEREZR
WA ERAHE, ERTHRAEZRSY 05 P, KRB, WA 523g
BEE, TERTREERZRASH 1618, BAFEHEEZRSGWIHFA—RT
BERFEERRE ( NaySO,) , RBEME VR, @IS KkEBEHR
Bt BEER ATTRBER B 11ghkd (1: 147 HEN,
N-—PRAPREGZSY) . #FHE&485H. 4 -[N-FHh- N -
Q- FEAEFPHRARA|ETRCE ( 11g ) FME 30ml FEP,
MmA 25ml 2N NaOH, 24P EA2 8, ABREEHN, REALE
AR (F%), BALGAREERE SOml KT, A 2N HFERKILE
BRERE, BEEK, FRAKRE TEAT TR Y, #3 6.72g & &,
m.p.187 - 190 C.

5 F EAH 33
4 -[IN-FA]|-N-[Q-FEEPRAHAEXELTRA

#6724 -IN-FE-N- Q-FRAETRLHEA|XTRY
20ml EAAEERSTA 1 I, EAATETHREHELH (EELKR),
HPEmBEET, 73] 73gkEHRY.

o i LAY 32 FEMNETHESYH, 22, RETHREN 4 -
[( N-¥8E) SRXTRTE.

K& EHH 34
4-[IN-FEA-N-Q-R¥X9BHBL|XTR
& %M 35 _
N-[N-FEX-N-Q, s-—fEX7SHHABE)EXTR
HE LA 36
N-IN-FA-N-Q, 4-—RZX7BLHAL)|ETR
S E EHkH 37
4-[N-FEA-N-Q-& 4 -TFEEFRMHEA|XTR
AF LM 38
4 -IN-FEA-N-Q-FA-4-FXBRLHEF)XTR
‘ HE EHH 39
4 -IN-FE-N-Q, 4-—_FEXFHRLALEXTR
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£ £HH 40
4-[N-FEX-N-Q, 3-—FEXRHBL|XETR
£ Lk 41

-IN-F&A-N-Q2 - ?i&i?&&)iﬁ]i?&

R E T 42
4-[N-FEX-N-@2- i?ﬁ.givﬁg)i:&]i‘?&
£ L#kH 43

-IN-FEA-N-Q, 4 - _FRAFTRLHEL|ETR
£2E R 44
4-[N-FREA-N-Q-FRA-4-RFEFRHELEXTR
£E LHH 45
4-[N-FEA-N-Q-FAAXFIHREAL|ETR
H & LaH 46
4-[N-FE-N-Q2-FEE9»-3- k&ﬁ;).ﬁ.ﬁ:]ifﬂﬁ
& £XH 47
4-[N-FA-N-Q-FEED-2-EEHARL|XFPHR
2 F b 48
4-IN-FE-N-Q-Fh=%h-3-ABELHRLEFR
£ Tk 49
4-IN-FA-N-QG-F&%wH- 2 -EEREXETR
2 F LA 50
4-[N-FE-N-FLZ8LHEXETHR
£ Fb 51

-IN-FE-N-Q-f&FXmB)8A)XTR
£ L#kAH 52
4-IN-FE-N-Q-FEAXLAZHE)RAIXTH
& F k4 53
4-[IN-FE-N-Q-FEFXLZBRIHALAIXTR
HE LY 54
~IN-FE-N-CGROEBZR) AL X PR
5% L S5
4-IN-FE-N-QG-XTHEXHRE]|XTHR

45



5

10

15

20

25

30

HE LH#kA) 56
4 -[N-FE-N-(RIEAZBEAHALIXTR
Bk 534 57
7, 8 -=%-5 ( 6H) &% 8 ( quinolinone )
EEAAT, #£57.93g3 - KA -2-3%TH-1-#H. 76.8g3 -
(=ZFREAL) ( acrotein ) AW, 62.5ml A HEH 270ml F X
LHEAL6 I, HFATRBEET, WAFTE (200ml) FEAET
BEEA, ¥ IL S TFRNHAZEF, REZZ A 200m] 25
NaHCO;, A B4k NaHCO;,4& PH %] 8, it R 44, 4 & CH.CL
E, £ CH,CL, Bt SRS BREHK, REERET, A # TR F B
e AEH FEOR, TEEERELTRERY, 6 TRFRE,
EBEH, 3 173g @K >H.
HH x| 64
7, 8 -=—& -5 ( 6H) £ #, H
¥ 2.68g B, 8. 3.23g L& HAF Sml KiwE] 3.78¢7,8-— & -
5 ( 6H) %88 20ml ZHERT, ALLAT, RREMIHA 4.5
Jouf, AdpfibiE, A30ml ZE-K (1: 1) %EBHWK, FALET
¥, £33 358z B4, mp232 -236C, RLEHETL L, HFIEA,
m.p.234 - 236 C
HH EHb] 65
7, 8-—5.-5 (6H) %E%&H, O -[4-FiA-%XL) gesi|tF
¥ 0.84g 5. A.4L4F5 10ml KFE &R w2 2.30g7,8-=8 - 5 ( 6H)
Eok B, 8. 3.59g4 - PTEAEABBAN 2ml AFER T, EAALR
T, RREPEA OSSN, ATREELAY, HAmIKEF, L
w4, AKA INNaHCO; i EHAE, REAEZBRE—KTRFY, T
BHEEM, F33.83g Bk, BLmEL S, F3H4K, mp.102
- 104 C.
£ EH4 66
5, 7, 8, 9-wWH- 6H - w=H[3,2-b]"T&£H - 6 - &
#826g7, 8- —%£-5 (6H) %M, O -[@-FX-%14)
REE|F. 54.63g &4, 193ml T A 354ml K RAH A 20 )
i, AZRBRGPAREIHELABEEGHARERERT (4FH
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), BitaFrdERsW, RAAGREEN AARELLALE
R, 335 2.81g &Kk,

HF Lwb 67
6, 7, 8, 9-wW& - SH - st H[3,2-b]"T £ H
t# 1.56g5, 7, 8, 9 -wWH - 6H - ®=IH[3,2:b]"T KEH=+ 6
-®|. 33lg AfEEd oml wELHREHTEA 40 H, AFR
L4 (0TC), Bm25m F&, AdaFridER4H, AWARWH
HEES, ATKRBERETF, HA (50ml) mBAEY, ALEFE
R, FHER% ( Na,S0,) , HAidSkafEFatE (ALK
AEH), ATREER, £ 1.01g 4%, m.p.70-71 T,
FH E&F 68
6, 7, 8, 9-wWH-5-2-&- 4 -HMEXTHRE)
- SH - = #[3,2-b]*Y & B
#5162 - K- 4 - ABEEXFELH 50ml RiFAamE] 2.90g6 ,
7, 8, 9 -wW& - SH - & H[3,2-b]"T £ B. 2.37g =LK 40ml
ZRERERSY P, ELAAT. EET, HHREH 3 I, AE,
BRBAKY, S FAME, A IN NaHCO;,H,0 , #HAzuEitf Tk
( Na,SO,) , @R EERTEEZR, A CH,CL, PLERTHE
RAEEG REBREF, ALRLUEMHALBK ( 7.13g )F 3] 4.41¢
A& é&dk, mpl43-145TC,
K EHH 69
6, 7, 8, 9-wWH-5-4-ARA-2-8-X78mE)
- 5H - #"H[3,2-b]"T £ H
AEAA T, #331g6, 7, 8, 9-wWH-5-(2-f.- 4 -
AXFHE)- SH - wRH[32-b]"TREF 6.78g —RKAG—KEH
( SnClL.2H,0 ) & 200m] F 5244 £ L4245 69 40ml w Sk Hh RS
WelA2 e, AETREERMN, WA Sml 42 NaHCO; & & f= B 4k
NaHCO;{#& PH ¥ 3 7, BLERLEERARSGY, A8 F T EFR
%, M4F NaHCO;,H,0, ¥KHEFFIE ( NaSO, ), R B
SRR, REERRET, 258 L2 HEHK, TES
it H4E: CieHCIN;O: C, 59.9; H,5.7; N,13.1;
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ClL11.1, E£®ME: C, 60.5; H,5.0; N,12.9; Cl, 11.6 .
£ X LHH 70
6 - fEAMT-3-BRTE
AABY, AFLKFEE (400ml ), ¥ HCl L FARSY T
25 5-4F, ¥ 30g6 - REM®T - 3 - ¥ I MeOH-HCl ¥, REH

R4, £90C, HimEk2 8 (MMAGBKYER), AZXT

iR, BALBRAERERE 100ml K ¥, Al EREATHREEERE
E (S BHEK), Ao, £530gaé44&, mp.150 -
154 C.
£ F EHH 71
6-[5-R-2-FREFHRA)AL|HRT- 3 - B
% 63825 - - 2 - PHAEFTEES 10ml =R FHmE] 4.5g6 -
A AT - 3 - B FTEA 5.53ml =LA 40ml — R FR( L KEF
Adpey) REBT, ELRAY, ERT, BHARSH 1818, AKX
MmA34g5 - R - 2 -FEAEXTERE, £32T, EHRLH 3 I HE,
WlRAaY, F33.0g6 - [[NGE -FK- 2 - FEEXFTHRE)|REHE
-3 -BETE BAXBLEETF, ACRPLRILEHFARE, it
— ¥ 13 3] 9.0g X BALILS D, |
AETRT, B 12056 - [[RG - K- 2 - PEEFTEHL)|RA
R -3 -BBFPE. 60mlPE-w& %k (1: 1) 23ml 5SNNaOH
BAM 16 8, AT TR&ERSY, ¥HAM 25ml RBH, AFfA
INHCI &2 4t, @B RAY, AKEZEBK, 73 63g & B4,
Jo i H TR 71 TEHE 6 - [(FHAERT -3 - K&, 6 -
[(FBE) AR - 3 - RRAFAEX 6 - [(BALHRE®R=E- 3 -
BE, EARFETHENFRA. 2THRA. FREA. FLTHRA.
Fo A K A8 5 6 BL £ |
B LA 72 |
6 -[3-FE-2-EpEELRART-3 - 2%
HE LHH 73
6 -[2-FE-3-E9EELRART-3 -8
BE LHH 74
6 -[(3 - FHh-2-%HERLHKA|MT-3 -8
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2E EHAH 75
6-[2-F&-3-%HERLHAL|HRE-3 - KRR
X LEH 76
6 -3 -A- 2 FEEXFHA)RA|HRE- 3 - B8
S Tk 77
6 -[(2 - PEAXFTRAHRL|®RE -3 - B#&
2 LHEH T8
6 -[(2 - EXFHREAE®RE -3 - B
HE FHEH 79
6 -[2 - AREFHREAKXRE- 3 - &&

& Ek4H 80
6 -[2-R-4-RAEFHAEAIRET- 3 - AR
% FA&H 81
6 -[2, 4 - —REFHRLHKA®R -3 - ER
HE &P 82
6 -[(4-R-2-REFHEB)ALRE- 3 - BB
5% kP 83
6-[3, 4, 5-ZFREXPHRA)ALA T -3 - HEK
2E LHA 84
6-[2, 4-—REFRHEAI®RET- 3 -BER
S & 4B 85
6 -[2 - 2XFPHRE[ERE-3 - K&

R L4 86
6 -[2-R-4-MAEXTHRA|EH®T -3 - KK
2 E LA 87
6 -[(WE~XHE- 2 -BEHB)AEME-3 -BER
BE L% 88
6 -~ [(WaEwE-2-EERAM®E-3 - AR
5 L4 89
6 - [GRTEERBARLAIRE-3 -BR
£E £34] 90
6 - [(FT -3 -HEBREMME-3 - AR
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FE g4 91
6-[5-A-2-FEAELBE)RAM®RE- 3 - &R
RE EwP 92
6 -[2-AECLBE)EERE- 3 - AR
HF L] 93
6 - [GRAREER)ERAPHR®E- 3 - &R
HE fkb 94
6 - [CRLELBRE)RET - 3 - ER
HE EHkA 95
6 -[3-Fh-2-E9TBmBAA|HE-3 - EK

£ H LHH 96 .

6 -[2-FA-3-E9ZBRABXRR-3 - ER
HE TP 97
6-[3-FA-2-%HHBPELAIRT- 3 - E&R
A Lkb] 98
6-[2-Fh-3-HhisB)RAI®E- 3 -HER
FH k) 99
6-[3-FHh-2-wHREHYLHL)AA T - 3 - KR
HE L4 100
6 -[Q-Fh-3-wHaREYZHRIEL RT3 - KR
A F FEHA 101
6-[2, 5-—fKEFRAHA|L|®E-3 -ER
BE LA 102
6-[3, 5-—fEFRIIERE -3 - EHK
K 4] 103
6 -[2-FE-4-KEXRB)EEMME-3 -ER
& 534 104
6-[2, 3-—FEAEPBRA)EA = -3 -8R
HE LHH 105
6 - [ -FAEATRERA|®E - 3 - A%
S 534 106
6 -[C-ZAFEEAEPHRA)|RA T - 3 - &K
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3 E LXEM 107
6 -[(4-f-2-FREXTFESLEA|H®E -3 - RK

£ L4 108
| 6-[2- (ZAFX) XFREAA®=E -3 - BK
5 £F xHH 109
: 6 -[2, 6 - —REFPHE)[L|®RE-3 - RK
% 3341 110
6 -[(2, 6  —FEEFERAAA|®E -3 -RR
£ FkH 111
10 6 -[2 - PAZEAXTHARALA|RE- 3 - &R
S & LA 112
6 -[(4-F-2- (ZRFE) RFRB)AA T - 3 - BHK
H& LB 113
6 -[(2, 3-—REFRLHELAI®RR- 3 -ER
15 £ LHAEH 114
6 -4 -R-2-FEEFHRLKLEMMT- 3 -BK
£H LA 115
6-[2, 3, S-ZREXTHREAL|RE -3 - AR
£ELHH 116
20 6 -[(5-R-2-fEPHREEL T - 3 - BRR
£ E E#kH 117

6-[2-RA-5- (ZAFH) X985 EL®%- 3 - B&
AEEkH 118
6 -[(5-A-2- FREAEFTHRAAL|®%E - 3 - KHER
25 # 62g6 - [(5 -~ &R- 2 - PEAETRHBAMR - 3 - BREP
23ml ERABRERAPAA 1M, FRivA 2ml EARIAFRZED
B& 0.5 e, AETREZLSWET, ¥3ml PEMIEAZEZTF, £
FTHREPE, T8 (mAFRLITR), 73 7.7g BEA>

o
o .

30 . i LA 118 HEHETH 6 - [(BE)R KL - 3 - &&

A LA 119
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6-[(3-Fh-2 - EopAFE)ARHRE -3 - EHA
FF EHRHA 120

6 -[2-FA-3-EHEAFH)RAPE- 3 - FHRK
A EHH 121

6 -[(3-FA-2 xhEFLHAL|HT -3 - HER

A E ERA 122
6-[2-F&-3-=hARLREMR -3 - EHK
B EkH 123
6 -[3-f-2- FAETHRLHI[AIRE - 3 - KER
HE RAS 124
6 -[(2 - FPARPTHA)RAME - 3 - HBHA
A L&A 125
6 -[2-AEXFHRLAAIMR-3 -FHRA, g&La
R LA 126
6 -[2 - REFHRE)KLAPRT - 3 - HBER
HE Lk 127
6 -[2-f-4-RAREFPREAE®T -3 - KRR
AEEAH 128
6 -[(2, 4 -—REFTRL|AT - 3 - ZRK
A ELHEH 129

6 -[(4-F-2- AREFHLAERT - 3 - HHBEK
A THAH 130
6-[(3, 4, 5-=ZFARAAEAFTEE)RA MR - 3 - KBK
£ LA 131
6 -[2, 4 - —AREFTHRLHRA®T - 3 - KHK
A E LHH 132
6 -[2 - REFHLALIRT - 3 - HBER
A LA 133
6 -[2-&- 4 - AEXTESRE)RAMRE - 3 - ZHRA
A LA 134
6 - [(WELHEA- 2 -FHREE - I - KER
£E LKA 135
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6 -[(WEETE -2 -FHRA®R -3 - FRR
HF EHH 136
6 - [GRTABZR)RAIME - 3 - KEBEK
£E LHH 137
6 - [(3RT.- 3 -HAFH)AEMHRER- 3 - &&i
A EEH 138
6 -2 - FPAFEZHA)RA® - 3 - R
A LB 139
6 -[2-RETLHARART - 3 - KER
£ F E A4 140
6 - [GRARAER)RAPLR - 3 - HHRRK
& kA 141
6 - [GREATHB)RE®TE - 3 - FHRR
X LA 142
6-(3-Fh-2-EPATHE)RL|®RT - 3 - KRR
A& LS 143
6-[2-FhA-3-EHXATHEFRRE- 3 - KBHRA
A& EAH 144
6 -[3-FA-2-%HtTsmAHRE®E- 3 - HHR
£ & £&b] 145
6 -[2-FA-3-3hETsERL|RT- 3 - FHK
& Lk 146
6-[2-FRA-5-RECHAAL R - 3 - FHRK
2 LB 147
(G- Fh-2-wHEPATRERAERE - 3 - FHBK
- REELEH 148
6-12-FA-3-wiREHEab)RRRT - 3 - HEBER
£E FTkb| 149
6 -[2, 5- —fEFREARPLER - 3 - KER
£ F A 150
6 -[3, 5-—REFHE)IEPRT - 3 - HHK
A £#H 151
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6-[2-F&-4-R[EFTHREEET - 3 - ZHBKK
LA 152
6-[2, 3 —FEAEFRE)SAMLE - 3 - EHBRA
A& LHH 153
6 -[Q - FEEAXTFHA) AL MR - 3 - HEK
HE LHEH 154
6 -[Q-ZATFERAEXTHIA)RA| LR - 3 - EHRR
A X LHH) 155
6 -[(4 -K-2 - FREAXPHLKE|HRT - 3 - FHA
AE L#EH 156
6 -[2- (ZAFX) $PHA|RARR - 3 - HBERK

A LA 157
6-[2, 6 - —REFHRMLAL®T - 3 - FHA
| B F4&H 158
6 -[2, 6 - —FEEFTHLKAT - 3 - HKBK
5 LA 159
6 - {2 - PAAAXTHRA)A AT - 3 - &HEBER
S L4 160
6 -[(4-F-2- (ZRFR) EPHH[APRE - 3 - EHRA
K LA 161
6 -[(2, 3-—fEXFHEAK|H®T -3 - KRR
£E L#H 162
6 -[(4-RA-2 - FEEIHEHALIRT - 3 - EHER
R E T4 163

6 -[(2, 3, 5-ZREAFTHRAHRALME - 3 - HBER
HHE LA 164
6 -[(5-A-2-AKFXFEA)[AE - 3 - BB
B H THA 165
6 -[Q-R-5-(ZRAFHE) EPSLREHE - 3 - HBEK
Jo B X TR T EHNETARBE Y (LA), FaAdTRK
EMEEN, REE#hs 71 ARSI EABRRE(LXB).
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CH, P
=
N
R3
Ref. | R1 R ¥
s E S S BTty Ry BTR Kl R
166 CH? E H H 388
167 CH? H H v 424
168 CE? F H 51 E 426
169 ! OCH3 QCH?1 OCH? E 540
170 cl H E bt E 430
171 F H T = E 385
172 Br H H H E 520
173 cl H F E 412
174 Ph H Ph E E 512
i75 Cl H H Br E 474
176 CH? H F Br
177 CH? H H Br 468

M + M FAB R#F =& 45F5&F.
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15

20

X
AN 0 R,
RO
= R2
N ‘N
H
3
R4
Joory | Rz ]R3 |maEox Mt
CHA i E E B 256
CEx H 3 = 274
CEn v E 5 E 274
B QCH1 OCH3 QCH? = 232
cl E s B E 276
r s v he! = z78
Er E E H = 22z
cl E 3 K u z94
Ph H B E x 218
cl E H Br E 156
CH3 H K 3 cl

CH3 |2 ot H Br 336

M + 2 FAB Fi# ¥ £R 95 -F5&F.

HE LB 190
6 -RfE-5-8wkw-3 -8
¥EATE (20ml) P69k ( 16g,5ml,0.1mole ) B 12 wB| FHH F
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&6 - fAmM& ( 13.8g,0.1mole ) Ak &8 ( 100ml ) ¥, ERTHE
BEaoHsIw, AETRELE, $REAKAEEMEKRT, A 30
% NHOH b fe, SESZHBEK, AKRE F3 18g B&K, &
i#: 218 (M 7).

AE LA 191
6 -fA-5-BHT-3-BRTE
#6-f&-5-EmsE-3 - K&K (10g,50mmol ) FH e
W& HCL ( 100ml ) +, ¥A=A 24 I8, BET, REBREIEFN.
WE, WAFEBAKRAKY, A 0.INNaOH ¥HiEEx, LEEK
SEH AAGREAETSATFR F3 10 B4 %, fi#%: 231 (M
0y
A& LA 192
6[(2 - FAXZMA) AA=-3 - B
#1222 - PAEZHEAS 10ml —AFREENLI A (0T)
5006 - £A%T -3 - BARTHE. 12.6mIN, N-=FAk-THEH
40ml —Rf PRSP, LAATF. TR THERHARSHITA, A 200ml
ZRFEF S0ml KFHEHERESY, S HAIE, &M 500ml IM NaHCO;,
BAAEFMEFKEL TR ( NSO, ) , @it S KasERMiLR
Kk, RAEEZRETF, AOR-ZKZE (3: 1) A3REHN, FAE
BT AEEW, 78 8.6g BK, ¥iEBK- LER 6[NQ - FEAXE
ZEEAARE -3 - 2R TE, FMA60mlw Ak - FE (1:
1) %, 3% 23mISNNaOH w3 iEEi Ty, ERTHEFRSHIR, A
= FRERSY, AKX (25ml ), EHRSH, A INHCL #78&
b, AdpRsd, LEFAKRERK, F3 59z k8EBEK.
A E LK 193
6[(2 - PAXZEHE) fFAR - 3 - RHER
% 4.5g6[(2 - PAXTHE) AT - 3 - BB A 25m] L&A
fFRASMEALIE, EATTREEF, ¥ 20m FPERIZET,
ATTHREERN, TEMAFRLTRANGERE, ASF. TR2T TRA
A Bk, 235 53g ZA2E BAK.
A2 E a4 194
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2- (2 -weg ) 98

2 -REFETE (12g47mmel ) . 2 -RE-=Z-ETH
g1 ( 20g,55mmol ) W (ZXEBR) £(0) (2g) AFEFTH
A4S, ATETHREBEARRSY, AS0% LRTE: THAHMAM,
A ERTEBREEN, FEEHS (2L), AR TREN 4 -
2- (2-wZh) XPRTE, FoB5baky (FH£: 555), &
#: 213 (M ') .

#4 & 044 ( 3.0g,14mmol ) #= NaOH(600mg,15mmol)iL 45
i MeOH: K (9: 1) (50ml) PHA 400, ZR5TAHE, ¥
FEAZTRSE, WALEMRESIml 94Ky, FEA vlcm&'?vﬁa
:id&ﬁid@ﬁiffﬁl Kbk, F3 2.5g 45 & B 4K, E T K, lﬁw%— ( CI)
23 (M7 1).

HE EHAH 195
3 -[N-G3-ZTHRERA- 2 -®REHE)N-
4 - FEEEABBLNEATR-1-ERLS

BEEAAT. 110 C, 3 13.4g2 - [(4 - PAELESBE) B4
e - 3 - BMTE, 23.1g L KRERFHF204g3 - R TH-1-BK
B8 300mIN, N - —FPRAPHRENRS 6 6, EHAZT
B2 E%ETF, ¥ CH,CL; & H,O B REP, o FAMNEFA
Kbk (Zh), WABERELEFFHR ( NaSO,) , BEEHN,
st EEH T AEREEN, A 1900mICH,CL, . R & A
1300mICH,CL,. £E M 4L5 % £ CH,CL, Y49 LR L ES 2B, &5 5
% 4 CH,CL, PRI LB LB B S H B A T4 ( NaSO, ) Fff\%i%:
#, #3 169g & LN, AFES 0SgH T4 m, FRadtga(

Rek#E) (039g ) m.p.129.5-130 T,
£ FHAH 196
8, 9-Z&-5-F%k-9-[¢4-FEXIHBRL]
- TH - w25 [2,3-b]"T e B - 6 - BB L&

£50 54 E, ¥ 15.2¢ ( 35.0mmol ) #93 - [N-3 - ZREX
- 2 -wRE)N-¢ - FEEEZBRL)EELATR- 1 - BKTEY
150ml %K v9 & ok o i Am B £ k35 A-4p 49 7.85g(70.0mmol)E T B3 47
69 150ml v Sk EBEF, EARBSFHRERSY 56, A 500ml
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AP, A 10% HCL¥ RS WG PHALES ALRLEFER (4R),
FRERE ( Na,S0,), EAZETHREAEM, A 10 % £ CHCL,; T4
LELEAERMN, SRERITRBREEN, SHSFFHHKF
i, BEXEM, F8 128z ARERKE, K% ( FAB): 389 (M~
H):; 411 ( M " Na).

“ B LHH 197

6,789 - W& - 9 -[(4 - FAEXL)ZRL
- 5H - #tH[2,3-b]"TEH - 5 - ®

EE5KT. 150C, #13.2g8, 9-—&-5-%%-9-[¢4
-gAER)ssA]- TH - wRIFR3-DPTRE - 6 - RERLE,
265ml — F A E#A 1.52ml Ko RSP 16.5 M, HREIMA
2700ml kA T, HRoHAF 168, TERSH, AKHEEKT
N, BAAZBAEACKRCE T, BSoml KRAEER (4K), #F
BEMH RGP, BEARBETERSY, AZTREERET, 4 3
10.4g B4k, A 5 % 45 CH,CL: ¥ LM LB A RBA, st B4 ( 9.24g )
BiFaRitR, ATTREERET, #3 67g RGEBK; Ai#
(Cr): (M+ H) 317.

A E#H 198
678, 9-wWH-5-2-f-4-AHEXTHRE)
- SH - #k"Z H(3,2-b|"T & A, 1 - fith

#1.04g3 - - X TS AE] 0.49726,7,8, 9 -WA-5-Q2 -
Si- 4 -AMAETEL)- SH - ®EH[3,2-b]"T RBEH Tml RFFR
B pRAmEARE, ATTREEMN, # 100ml KK ET, A
—HERERRAY, FBGEA H0. INNaHCO;. H;0 #i#ift
3% ( Na,SO.) , SR kamgfrdR, AELRLETH 10
o W85 2k A ELF, ME 0.49g K (BXK) FH, mplle - 125T.

A ELHH 199
6, 7, 8, 9-wW&H - SH - ®=EH[2,3-b]T&H - 5 - ¥
£60TC, #500g6, 7, 8, 9-w&-9-[4-FAEE)ZM
£]- 5H -wRH[23-bTEABE- 5 -BELKY 60m 40 % ( V/V )
ARG P ek 11 D, R4 S A, A & B, SF 4 LM 350ml
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kAF (kB TF), ERERFAZOCATH, HFEK NaOH v
ANRLHTPAINPHRAS, SBRRSPIM LB LEREK, SHE
ROAWE, RLBRLSERKE, 4 ANERERBRF R EREL
®, @it MgSO, L ERSW, EAEZTHREEMN, 220 RELH.
AE L4 200
6, 7, 8, 9-wWHR-9-Q-K-4-HMEXFTERE)
- 5H - wkEH#[2,3-b]"T £ B - 5 - 8
3% 0.506g2 - .- 4 - AEEXFTERLN 2ml —AFHEERNE 6,
7, 8, 9 -wW&H - 5SH - w=H[2,3-b]°TEH- 5 - Bf 0.234g = L
Bl oml —RFROGFERY, ELAAT, £RT, EHReHIA,
A H, 0. 10 % NaHCO; #A&Z&#F % ( MgSO,) , BREZFEM,
itk BELH, ATLELSGE-TR (1: 1) ARKAN, A
Waters 41 & - 500 2 N B RS ITEAKEN, FI24g kB EL
&, mpl62 - 164T(EXAO-2-R-4-MAETHRESTAD
(2 -f- 4 -HEEPHRAHRLHG W) & 0.80g & dah &,
m.p.28 12 5% 160 - 220 C.
& L4 201
6 - (4-REXFHE) -1, 4, 5, 6 -
v f nbed 5 [3,4-d) - o [3,2-b]"T &£ B
ERAATHRE 2026 - (4 -HEEXFTHE) -1, 4, 5, 6
- vg Sk 5 [3,4-d] - E9HH[2,3-b]°V K EH ) 40ml L TLEHERES WA F
A 1.6ml B, £60C, ¥R RSH #1500, R EREY
AFETE, A 400mgl0 % pd/C, £100C, ¥R ERESHm# 1.5
Joat, Bt aFENERERSY, AR PREREH, AETHRS
BRERE, ALELE: TRELERE, B4 FEXE 4,
242 - 260 TC.
R EHA] 202
7T-[(=—FXE%) EFH]-4, 5, 6, 7T-W&H - 4 -
(2-§-4-AHEXFEE) - 8H - E9HF[32-b]"TEH - 8§ - 8
EEASE, %3084, 5, 6, 7T-wWH-4- (2-F-4-
MEXFEEL) - SH - E£%H[2,3-b]"TEH- 8§ - Ff 20ml K- T
FRE - (ZFAL) PROZOY L2 08, 22, A 10ml =
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§ 95 BEBRSCHIALIIN, AT TEARERSGHERE, A
100ml — R FPRFHZAE, Ao KSR EFRTRE, Ad8kELE
FEER, FH 245z EREREEY.
¥ L4 203 |
6 - (2-f-4-HEXF8E)-1, 4, 5, 6-
vy S ko 5 [3,4-d] - K95 [3,2-b]"T B H
3% 341p BB 2207 - [(—FERRK)ZEFH]-4, 5, 6, 7
~wE-4- (2-8-4-AHEXFEE) - 8H - E9H[2,3-b]*T
EEE 40ml ZEHEZSMP, #Z, £60T, FhB 1508, AL
TTEEAELWERE, FEAEERLE 100ml ZRLE T, ST4K
BHAEBRER, FATTEAXER, BRI HERFKERKTH.
% L4 204
6 - (2-f-4-R[EXFmAE) -1, 4, 5, 6-
vy Sk i [3,4-d] - XK= ([3,2-b]"T K B
#5424 (1) fieHme 1.8g 6 - (2 -K- 4 -FAAEXRY
BE) -1, 4, 5, 6 - v utif[3,4-d] - K9 H[2,3-b]"V RE
3Sml L LERSH P, #2, £80TC, ¥AmAm 1 08f, A%
FTEEAZELAWERE, KARESRE 150ml THETEFsaf NaHCO;
KERZFE, T2T, BFEREH 1P HHEE, FEAMEFALEK
ik, F® (NaSO,), @4 ks FndE ALTTALR
%, B3 1.55g BEEEETY.
A A4 205
7-[(=—FEREL) ZFHK]-4, 5, 6, 7T-WaA- 4 -
(4 -EEFEHL- SH - £ 5F[3,2-b]"TRE - 8 - &
fERASE, %3284, 5, 6, 7T-wWR-4- (4 -AEETF
i) - SH - X9 F[B32-b]"TEH- 8§ - BA2ml K- TEE-X
(ZWaL) PRGBS MK 3.5 I aF, A BHIT 48 B, AZE
TEAELERSY, BASEHERL 15S0ml A FK, @&k
HMTERK, ASTARAABEAMEADS, BAEEME 25Sm ZRET
B, il AFER, 73 32z HEXREBRKR %, mp2l4
- 216 C.
K EHA 206
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N-[4H7 -~ [(FEREEPE)]|-5, 6, 7, 8 -wW&-§ - -
4H - EH[32-b"TEE - 4 - H)ER)EK]- 2 - FAEFTEE
£50C, 3% 100mgN - [4-]( 5, 6, 7, 8 -wWH- 8 - &4 -
4H - EwH[3,2-b"TEEH - 4 - B)EA|XE]- 2 - FEEFEBER
Iml - TEE - (=FLEL) FHEGRS MM 1 K, 3 3ml
AT REmBBERAERSHF, £60 - 70T, itk 208, A%
TFTRABRHEARE, FAREERE 2SS —fFRY, A4S KER
HEKEE, ATTEAABAYERDY, ATRIUEAREN, HEA
AN EREERRKEENRITHL, T8 20mg EERER KT
.
S E LA 207
2-f-7-[(=—FRAEHL) 2FR]|-4, 5, 6, 7T-WHE-4 -
(4 -BEXFTHRE- SH - X9 H#[3,2-b]"TEE - 8 - &
¥11g2 -8 -4, 5, 6, 7T-wHR-4- (4-FHEAETEKE)
- 8H - E%H[32-b]TEE- 8 - Ff llml K- TAEL-X (=¥
1) IRGARSHEAMSE 3.5 I, REERSHHIL 24 JH,
AFTEREARERGY, ¥REWEME 15S0ml — A Fix, @ids ke
RERBTBRBHA, ATTRABFAY ERE, @k BN LIRS
#, %3 520mg TEFELLEBAETH.
AE E#AH 208
8 -f-2, 4, 5, 6-WE-2-FX-6-
(4 - BEEFESE) b=k [3,4-d]"E5£([3,2-b]"T &£ H
EAEAAT.BEHS0mg2 - 8- 7-(ZFEKREIEFTH]- 4,
5, 6, 7-WH-4- (4-HEXTEE)- SH - E%9HF[3,2-b]"T
BEH- 8 -F6 15ml RKFERSY, R, A 131N - ¥,
£80C, mERERSH 1818, YREARESHAHNEETR, AET
¥4, 3 920mg FEBEKTH.
AE EHEAH 209
6- (2-8-4-8EXP8HE)-
1, 4, 5, 6 - vg&nbrdi[3,4-d]%"<H#[3,2-b]"T £ E
Jo B LA 204 FTE, ATHT, B=F44 ( SuCl;) £R 6
- (2-f-4-HAEPHE)-1, 4, 5, 6 -wARAEIH[3,4-

62



10

5

20

25

30

d]#tee 5 [3,2-b]*Y R B, FI E&K %,
FH EH&H 210
5-(2-f-4-8EXF8E)-

4, 10 - —& - S5H - L H[3,2-b]E% I [2,3-¢]"T £ H

o RHEF 204 P, ETEP, AR 44 (SaCL) £ RS
- (2-f-4-MEEFERE- 4, 10 - —& - SH - ®%=H[3,2-
b [2,3-e]°T & B, FIAK®H.

S LHAH 211
5-(2-f-4-REFX78E)-
6, 10 - —& - 5SH - #=5#[3,2-b] X% 5[2,3-¢]"T £ H

i RAH 204 T, ELET, A_f44% (SaClL) £ES
- (2-f-4-mEEXF&E)- 6, 10 - —& - SH - #=H[3,2-
bE% #[2,3-¢]°Y & B, F3 Bk 4.

A E EHAH 212
5- (4-MEXTHE)-6, 7, 8, 9-
W& - SH - % #(3,2-b] *T£H

BESATP, 2T, 54296, 7, 8, 9 -wWH- 5H -+t
w23 [3,2-b] "V RE. 3.03g =M 4.45g4 - A X FER 30ml =
£ PRER KFRSHUMAKT, S BHME, AHERIEFH NaHCO;.
H,O o &K %%, F& ( Na,SO, ) Hl@id & RkaBRFERLTIE, XK
EEEF, 83 635z B4k, A 25ml — A PRAH ALK, F3 550g
FHECHAK, FALESFHANGHELAINGEL S, mp231 - 233
T.

& EHkH 213
5- (4-MEXP®E)-6, 7, 8, 9-
W& - SH - %o H[3,2-b] TEH, 1-AfLHh
EEAAY, TRTF, BH 11825 - (4 - HRAETEHE)- 6,
7, 8, 9-

W& - SH -#%H#[3,2-b] "TEEF 1.37g3 - RLAX TS
1I0ml — 8 ¥R ERSIAR, A 15Sml — /A RHERSDH, H
INNaHCO; . H,0 #=# K %% F& ( NaySO, ) Fik, H@id4eK
BEEERTEEER, BASoml LRLEREEN KRE, ALRT
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B-PE (5: 1), FKECLRTE - PHIEY, BEEMN, 73
0.86g &4, m.p.231 - 233 C.
£ E Lk 214
5- (2-f-4-HMEXFHK)-6, 7, 8, 9-
W& - SH - w2 #[3.2-b] "TEH, 1- /4
BEAAAT, #0497g5- ( 2-R4-BE X FEEK)6, 7, 8, 9-
w9 & - SH - = H[3,2-b] *T £ EH A 0.3823 - ALAX FH 4 Tml
—EPREARTAGA 16 I, EAAATREIEN, BRI AE
b AR FRERZA Y, A IN NaHCO; . H,0 ##&EH T8
( Na,SO,) , H@d4 ka4 nitBiasa, ALRLEREE
M, RE, RLBTE-F85 (9: 1), oA KETRLE - Fi7
ik, ATT, BEEHN, FHAEEH, m.p.110 - 125T.
KX EHAH 215
5- (2-f-4-mAXP&E)-9-£%K-6, 7, 8, 9-
S - SH - w2 H[3,2-b] "TEH, O - L&KE
EOOTCH BB T, 50495 - (2-R-4-FHEETEHEL)- 6,
7, 8, 9 -w& - SH - 2 H[3,2-b] Y EH, 1 - RitHE 15ml
LEEPHRASH K360, MAFTE (25ml), SAZTERER
L%, EHEE, ALBLEARRN, £ &K bR EHAT
EM, %35 024g &4, mpl62 - 165 C. n X4 #egit L
CsHsCIN;05,C,55.5; H,4.1; N,10.8, % R {4: C,55.5; H,4.0; N, 10.6 .
R LHH 216
5- (4-MEAEFHE)-9-&#X-6, 7, 8, 9-
W& - SH - #ee#[3,2-b] T EH, O - LEKE
#% 058¢5 - (4 -AEEFHRLA)-6, 7, 8, 9-wWA- SH
- mer £ [3,2-b] T EHE, 1 - &P Sml ZEEFE 10ml 85 =R T
PHRAMEA 2 £, FRARMALRE, RSP EA2 X, ¥FX
(30ml x 2) WE AT, FAETTHREEN, RALBRLEBHRK
F, B &8 LR &R AT EN, £33 037g di4, mp.135 - 137
T,
£ E L&) 217
5- (4-mAEPHE)-9-FK-6, 7, 8, 9-
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W& - SH - ®%H[3,2-b] T &H

FKHCO; %] 05g5 - (4-MEXTHREL)-9-&X-6, 7,
8, 9 -wW& - SH - #k*=3#[3,2-b] "T&H, O - LAKEL 10ml 75
-K(8: 2)HRASYDT, TETHRSGUEHIR, FAETHRE
RAH, B 10ml KHE, BLBRUEFR, THFRE ( NaS0,) ,
EEHN, FNEAEEY, ALBELEAERRN, K&K E4E
AT EM, £ &4k, m.p.182 - 185 T.

B 218
5, 6, 7, 8-wWH-5- (4-HEEXFHRE)
- 9H - kT H[3,2-b] "TRE - 9 - &

AEET,.HEHO05g5- (4-HEXTEE)-9-FK-6, 7,
8, 9 -wW&- SH - #%#[3,2-b] Y EBE 5Sml —FEEHF 1ml
ZEEF P &R 16 08, 3% 10ml KA INNaHCO; A %44 F,
ALK TEFERRAYH, MK, INNaHCO;. HA#FFRAEMFL
Fi, REENBIEAK, ALBLEALBN, Ak &R L]
#AT B, HHEASAY, m.p.188 - 190 T,

A& LA 219
5, 6, 7, 8§-wW&-5- (2-f-4-MHEEXTHRLE)
- 9H - #t*T #[3,2-b] T EHE - 9 - &

do i HELES 218 AT, 5 - (2 -R-4-HEXTHE)-9
-Rx -6, 7, 8, 9-wWH- SH-#="H[32-b] VEBELE-_FX
ER- LRERE, FHBAKED.

54 £#45) 220
6, 7, 8, 9-wWH-9- (4-HEEFTHRL)
- 5H - w2 #[2,3-b] "TEH - 5 - &

% 3.28g B4k KHCO; 3] 2.11g6, 7, 8, 9 - W&~ 5H -
H#[2,3-d WEB- 5 -HEIOm —KAFPRGERF, EELALAT,
HA4A 2ml w A ke 3.14g4 - AEA X FTERAAL IOml —RAFTRGER
A REEARSHT, $RAVEHTA, Hw ik KmnE R
S4d, HERSY, ARGAEERK (EREK), S BEEGAMN
E, it MgSO, T BAME, REERET, FHEEHK, HEL
BARINGBAARERELRTE - CHClL (2: 8) 9, HHdAdeE
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iR, KEFHHRS, REER, BAAEHERAYG - T8 P,
AERSEAREER, A8 FIHERSY, AT TREERET,
#E 173z & Bk RiE(CI) (CHy): 312 (MH ') .
A L4 221
6 -—[(=FHARA)EFHE]-6, 7, 8, 9 -WH-
9 - (4-MEFXFEL)- SH - = H[2,3-b] TEE -5 -8
AEAAT,.H070gRTEE - U —FEARAL)F 2 0.5¢6,
7 8, 9-w&H-9- (4-AHEXFEL)- SH - ®"H([2,3-b] °T
FE-5-%E10mlwEkheFERT, £RT, #rsmEHit A,
CET, REELY, BATLKTE- CHCL (2: 8) vo&ER
g KkETE, ALRLERESK (F&), RERLA3I % TE&
MR E, 738 051g R EBKTH.
RH LA 222
6 -[(=FHAEL)EFE]-6, 7, 8, 9-WA-
9. ( 2-§.-4-75 L X 78K )-SH-L7E 5 [2,3-b] *T & B -5-8
# 0504g T RE - N —FHAAR) PR 020g6, 7, 8,
9-w&-9- (2-fK-4-AMEEP8EL)- SH - #%H(2,3-b] °7
EE-5-ME2ml —ERGERP, ERT, EHREY, SAZTT
eiELY, BAEEMELSTE - CHCL (3: 7) ¢, ¥iEFE
BB EAKRE(LRLE - CHCL, ), #EHKMN, RLBTE -
CH,CL, ( 8: 2 ) #MBl, FIHERFKRY (0.19g); JAa#k ( ClL)
( CHy): 401 ( MH ") .
A& EHEH) 223
1, 4, 5, 6 W&~ 6 -
(4 - HEAEFEBE)LSHF[3,4-d] "TER
BEAAT, ¥ 0.14g K2 B 0.1526 - [(—FEARL)EF X
-6, 7, 8, 9-wm&E-9- (4-FAXTESEA)- SH - R=HF
2,3-b] "TAE- 5 - FA1Tml FEARE T, EHRGHIEIE SR
FETREEN, BRAEZEBLAES -FE (95: 5) ¢, BdaK
BEitiE, FEEBEAN, BEG - T8 (95: 5) AR, REBR
EF, {53 0.48g H & B K,
A LHA 224
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1, 4, 5, 6 W& -6 -
(4 - fEEAXFEBL)kEH[3,4-d] T EH
EREAATF. ¥ 0573g —fiLHks%H ( SnCl;, 2H,0 ) i
0.17g1, 4, 5, 6 -~ W& - 6- (4- AHEXFEA)EH([3,4-d]
wwHR,3-b) *TEBESml ZEGHARF, FARSW 1 I8, ALK
FF,. M 10 % NaHCO; X & ¥ LA Emd, BHREHE IS5 I,
BREGFER (Z4), FHRERZ ( NaSO,), AEZTEREEHN, A
LEBLEABBN, BidaBREEN, 5% 0.10g k& & k.
£E kM 225
$ -[(=FHAEM)EFHE|-5, 6, 7, 8 -wWH -
5- (4-MEFXFA)- 9H - = H#[3,2-b) "TRE -9 - F
i E LA 221 FELS, 6, 7, 8 -WEH-5- (4-#L
£9miL)- 9H - e H[3,2-b] TEEH- 9 -FERTERER (¥
ALK PREAE, RIEK>H.
£ & EHkP) 226
1, 4, 5, 6-wW&- 6 -
( 4 - A EFELE )b 5 ([3,4-d] T H#(3,2-b] *T & B
i ¥ LAF 23RS - [(=FHEEBPEFTE)-5, 6, 7,
8-wWH-5- (4-AMEXPEA)- 9H - % H(3,2-b] "V EE - 9
-5 RXGMAE, FHEAAKZH, m.p.255 - 256 T,
A E EHH 227
5, 6, ~—&8-6- (4-AXXPEHE) -
4H - F-BEk 5 [S,4-d]-E% 5 [3,2-b]"Y £ B
#0587 - [(—FEEK)EFTH]-4, 5, 6, 7T-wWaA-4- (4
- R X FEL)- SH -E%F[3,2-b] *TEEH - 8 - 8. 0234g &M
Bife 16m PERASVEA 4 I, AhRsy, SBFRIFEFLTE
Fob LR LB HREERK, F8014gB/EE A, mp218 - 222 C, 1f£
LEPHHEALSHE SuCl, - H,0 PEIA 1 o, A3 B kKB
Z, 10 % NaHCO; R ¥ A RAERHE, £2T, BHREME 35
I, LB LEFERRSY, FREKGRE, THREREK ( Na;S0, ),
BiEXEN, ALRLE -CRAZRKMN, 2R ESEERITEN, &
B E kY.
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£F FHk 228
5, 6, 7, 8-wW&H-5-(4-HRAEFHE) -
9H - #k*E5F[3,2-b]"T R HE - 9 - 8
$£0313g5 - (4 -HEXFERE)-9-FX-6, 7, 8, 9-
w - SH - ®=RH[3,2-b] "7 £H 4mICH,;CL, # 0.75ml = F % & R4
#HE - 25T, A 0405z REABRA L RSP E - 25 TRk 6.5 6,
A 0.41g ZTE:, BRASBHEHFE 10 504, HAKT, A_AFRE
s, HRBA. A%, FHFE ( NaSO)KREERM, 72
039 B4k, RALKTE - THALKEAN, ek b iatfirE4, F
%) 0.17g b4k, m.p.188 - 190 C.
£ LA 229
4-[([1, I'-BREX]-2-FL) &&-3-7FREEXTRTSE
£2TF, £#F100g[1, 1I'-BHEK]- 2 - B8 75ml —AFK
F012.52g XM A RASW 1S I, BAETHAAXFEAPFE 11.06g id ik
W, EERT, HMAERFEE 25ml =K FHey 2.16g Lk b
1.81gN, N-—FHATEEE 18 /18, AKX, jaf NaHCO; KiE &
kR B RS, FRAME ( NasSO,) A M EHIT S KERIE, &
FT, BohmaEatd, 535 320 FESLZEREY, m.p.115
- 117 C.
5% £EH] 230
4 - [([LI-BREL]2-ZBR)AL] -2 -REXTRTE
#2.37g [L,I-BEFE K] - 2 - BE5A69 10ml =S FHRE &R B w3
hAhG 1.84g4 - BA - 2 - AEAFHETES 149N, N-—FAXL
Bty Soml —HFPREZR P, TEEHRERESH 18 I, AKX, 2f
NaHCO; KE R kR B R4, HTFRAME ( NaySO4) , AN
EifidsKkaAgER, EHBET, B mBEi ¥, F3 11g /i E
HEREEEY, mp.a32 - 134C, M H = 365.
A E4H 231
4 - [((LI-BEEE2-BH)RE]- 2 -8XFR
EEABE, ¥3.0g4 -[([IL,I-BEA2-FHELE-2 -&X
PEFE® 75ml £ K ZEFH 2.0ml10N NaOH R4 3 )8, n
AKX, BFANGERA_{FRER, ALKRKLKAE KEFHGE
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R, AZE 7T 80 CHAXITT®R, F3 01g HELLBKZH,
m.p.217 - 219 C.
. BE EkH 232
4 - [([L,1-BEE]2-HFH)-&X)-3 -FEEAXTRE
EEART. TRABL, # 2.69% 4 - [([1,1-BEEX]2-8 %)
AA]-3-VRAAETRG Sml EAKRAEam 1 I, AEFR
FBEY, EORTHERARHGARE, 73 258z MEL & EK,
m.p.121 - 123 C.
H& LA 233
4 - [([1,1-BEE]2-ZFH) - RA|XFRTE
TET, {F10.0g[1,1" - BEE]-2-BEE 75ml =& FEif 12.52¢
EH®ATHRSY 18 e, AETRAEFELY, F3 11.66g dkd,
£ 0T, K 758 Ko bR 25ml — K FEMMmP 4.53g4 - /A&
XFPRFEEMA43gN, N -_FAKTES 100ml —AFRERLT,
ATET, RHEEZAH 18 I8, AK, 5 NaHCO; K&k ik
EERSY, HFRAME ( NaSO,) , BAMNEAITE KAERE,
AHRET, BokmBEid, $5838g MELREAKREH, m.p.163
- 165 TC.
A L4 234
4 - [([1,1-BREL)2-BR) - RAXFR
% 3.15g4 - [([1,1-BFA2-F X)) - AA|XFR FPE A 100m]
Z. 8 # 2.5g 10NNaOH P& 8 i, A[(? B)|RUEAHHREERE
H, WEREFHF TR FEH 29 HEBRETH, m.p.246 - 249
T, M H-=-318.
FE L] 235
4 - [([LV-BEE]2-FL) - RE|XTHRA
EERASE, #1394 - [((1,V-BEXA2-ZH5) - BREAXTR
£ 50ml BABRATERS SR 1D, KELLAKF TR F3
1.34g 1 & F%, m.p.118 - 120 T,
HE Tk 236
2 - (REFE) F9H%K
EEABE, #5082 - (AEFR) XFRE 5.0ml EHEE
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PRI RA ik 1 I, AETEXELY, T 574 ESR =8,
EAPESM+ H = 227.
£ FE LA 237
4-[2- (REFR) FFREIRL|XTR T8
#5542 - (REEFE)XATFRREME3.0g4 - REXTFETER
3.12gN, N-—FBETES TSml —{FR T, R TREHEAERS
# 18 I 8F, MK, #F NaHCO; KE &R EEXREZSH, FTHRAMN
E ( NasSO,) , AMEAT S KERERL, EFET, HIim
fEAEFY, F3504gMELLEETH, mp.138 - 139 T,
A E &4 238
4 -[[2- (RAEFR) APBA|RA|ZTRHA
BERASLE, H49g4 -[[2 - (FAFHR) XPHA|RAX
& F&AE 100ml £ K L&A 3.5ml 10N 2R LA F ey R4 ieit 3 )
B, itEAAR, WEFEGEKF TR S8 425 A EFH, mp340
- 346 C.
£ H EHAH 239
4-[2- (REAFE) APHA|RL|XTR
¥ 4.0g4 -[2 - (REATFTRIETREA|BAIZTRARSFELKP,
RZBEEAAYEPHS, @idit AR EEK, £80C, BAATTE,
55375 i E A4, mp246 - 247C, M = 332.
£ H LA 240
4 -2 - (EEFPE) APBRE|RE|EXTHRA
EERAEL, %2054 -2 - (XEFH) EFBAIRAX
Wk 2.0ml ERABRE TR 1D, EETEAELAY, F
3 1.53g FERR T, HAFEEGM + = 346.
5E L4 241
4-[2- (EEAFE) A9PBA|RA]- 2 - AXTRTS
EERASLE, 55022 - (XA FH) XFERE S.0ml AR
PRSI 1 DN, AETERLELY, 52 570g Rk, FL
# 2.85¢ B R 25ml —RTFHERMI LA 1.85z4 - KA -2 - &
XFBTEM 1.65sN, N - —FAKTHES S0ml —KFRERT,
TETREHEERASH 181, AK. 485 NaHCO; KERZEFR A
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BAoY, HFFHRAMNE ( Na,SO,) , AWEA LS KERERH K,
EHET, o ER Py, FH 296 MELHBK Y, m.p.133
-135C, M ' = 380.

5 LHp 242 |
4-[[C2-%AF4) APBAIRA]-3-FPRAXTRTE
#285g 2 - (RAFR) XFBEL 25ml =R FRE & w2

1.84g4 - A -3 - FREAEXTFRTPEF161gN, N- —FAELLE
8 50ml —f FRMOARSERY, TRTRHERLERSH 18 K, AKX,
taFe NaHCO; KERAER B RASY, FTFHRAME ( NaSO,) , 4
AMEBit S KERER, AHRET, mATK, £3 22 HEL S
BA&XYH, mp.d29 - 131 C, M = 376.
& EHAH 243
2-f-4-[[(2-%XXAFH) FFTRA|AA|XTR
ARASE, $2822-K-4-[[(2-FREAFR) XFEE
SAETRFEL 75ml £KZEF 1.84ml 10N ERAA TR
3, FAMIFINGERY, FAA_ATRFR, ALRR
Ak, KEFINOBAEKFLSOT, ATTRA TR, F326gHF
0 EKEY, mp.I84 - 187TC, M ' H = 366.
£E LHH 244
3-FRE-4-[[(2-%XE2FR) FFRE)RA|XTHRE
AEABE, #£205g4 - [[(2-FEXFH) F78E|RE|- 3
-PREXTR

WELE 75Sml £ K &R 1.4ml 10N L A8A T RSB Mk 3 D
B, ¥RkmBFHHERT, BEA_KFRFER, ALK KAE,
MERNGBAKFES T, AEFHATHR, F3 187 HEL &
xS, mp.176 - 178C, M " H = 362.

A FHEH] 245
3-FRE-4-[[(2-XAFR) RPRAIAAXTHRE
hEABE EART, H171g3 - FRE-4-[[ (2 -%%K

PEAIETFHA|RA)ETRE 2.0ml ERAAKATHRAS I 1 10,
AT, KEFHGAAFEL TR FHLTIgAELRERT D,
m.p.130 - 135C, A FEM + - 376.
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FF TP 246
- (ZRAFE) -1, I'"BEXE]-2-KR®BRI
EEABE. EAAT, #Hsogld- (ZAFH) -1, I'-KR¥
£]- 2 - A%E SOml ERBERTHRES W 1D, WATK,
KEFH G BAFHL TR B3I MELEHRTH, HHTE
M = 280. R
A& L4 247
2-&-4-[([¢- (ZAFRI[1, I'BREAFHIAFTR
¥ &5
¥3.3g[d - (ZAFA) -[1, U-B¥FHE]- 2 - REAH 25m
—EVEEAMME 1.84g4 - RAE TR TEA 143N, N- =54
A Soml —RATROGKSERTY, TRTRAERLRSGH 18 /I
ﬁ,m$,&#Nmah$£&%%iﬁﬁ%%,%%ﬁﬁmé
(Nmﬂh),&ﬁﬂﬁﬁﬁéﬁéﬁﬁﬁ.ﬁ%%T,MAaﬁ,ﬁ
5 336g FELSLEAATSH, mplés - 165T, M= 39.
A& k4 248
3-FRLA-4-[([4-ZRFE)[1, U-BFEH-2-KE)
AEKXTHRA
EEASE. SART, #2033 - FRA-4-[([4-=ZAF
2o, U-BEA]- 2 - FHAAFTEE 20m ERERTHRS
Wik 1 E, RADE, KEFINGBEKRFFL TR A3 1.92¢ A7
EXSEAEH, mp.136 - 1387T,
A& LHA 249
3-FHRE-4-[([#-ZAFE) 1, U-BEE]-2-FEE
AEETR
EEABE, #3.78¢3 - FREA-4-[(W-=ZRAFH[1, TI-
BEA]- 2 - ZHRA|ETFTRTEE 75ml LK T HH 2.20ml10N &

AT H RS M3 N, BkeHFHGERT, FAAZAT

BRI, BLBEAKE, KERHGEKALE ST, AR PRAT
2, B339 FELSHEAKRZH, mp213 - 215T.
HE E k4 250
3-FRA-4-[([4-ZRFE)
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M, I'-BEEX]-2-FHEAXFRTE
#356g[4' - (ZRAFE) -1, U-BEXE]- 2 - B 25ml
—EPEERFEME 181g4 - EA - 3 -FTEEXTRTES

1.62gN, N-—FAETENS0ml —AFROKRSERT, TERTH
BREERSYH 18 18, AKX, ff NaHCO; KERRZER L REY,

FFRAMWE ( NaSO,) , BAMERLSKEREIR, EHET,
mACK, £ 39z MELSHAK S, mpl112 - 113 T,
5 L4 251
2-fK-4-[(¢-=ZRAFX)
[1, I-BEEA]-2-ZRHEA|XTEHRA
AERABE, ¥139g2 -&-4-[(¢-=Z8FHX) 1, I'-BK
$X]- 2 -BREAETRE 2.0ml ERAKRATFORSH I 1)
b, ATXTREEARSHERY, BRI HEAREP, ., KEFE
6 BRI TR, FE 139 AT E S,
A E #4252
2-R-4-[([4-ZAF%)
(1, I-BEE-2-BHARAXETR
EEABL, #3832 -RK-4-[(¢-ZAFHE)[, I'-EKE
£)1-2 - ZME R ETHTEE 75ml LK ZEFH 2.20ml10N &AL
AP RShmd 3 i, BARIAFIGERY, FARA_KFTRF
B, Assgitkin, KEFIGEAAFIAE S C. A PHELTHE,
R33N MELKHEKRTH, m.p.187 - 189 TC.
£ E EHH 253
2-R-4-[([4-=ZRARFX)
(1, U-BEA]-2-ZEXARA|XTRTE
#356g[4 - (ZAFA)-[1, U-BEFEE]- 2 - ALK 10ml
ZRPREAHMD 1.86g2 - H- 4 - REAXTHETEM 1.6gN, N
- R AL LEY S0ml —RPRGAAERY, ERETEHRAERS
18 e, AK. 48 NaHCO; KERZ AR L REY, FTFHRAM
E ( Na,SO;) , AMERTLRERE (3X), AFET, #I
RmpEgd, FH40gMELLBAAKESH, m.p.130 - 132 T,
£ & L4 254
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4-[([4-ZRFH) 1, U-BREXZHEAFTR
AEABLE, #3.0g4 -[([¢-ZRKFH)[1, 1-BEE]-2
- EA)EA A TR TEE 75ml LK LEF 2.0ml10N RRAHA TR
A 38, FARNIFHGERT, H[EA—_AFRFER, AL
& A fkds, KEFIGHAFESIT, AEFHEL TR, 73 2.93¢
eSS EAEY, mp243 - 245T, M~ - 385.
£ & LHA 255
6-[[3- (2-Fimrh) FHRARE-3 - BRTE
#6.4g2 - FHARTEA - 3 - HEEAHH 25ml =R FIRE R o 2]
BEE43g6 - EARTE -3 -BRTFHEAMmIN, N-=—FAEL
Bty 100ml — R FPEERT, TRTRIRLERSS 2 o, AARA,
AAEEEIWE, HHLTFHE(NaS0O,) . $B. AETEKXET,
MLBREAE, KESNGEK, FHATALFR FI 68z A%
4, M= 390.
R E FEHAH 256
6 -[[3- (2-FPA®RR) ZBHALRE -3 - BR
3% 20ml 5N NaOH 3] 6.5¢6 - [[3 - ( 2 - FhA#=RE) EH)K
Ao - 3 - AR TEE 100ml 1: 1 wEAwh: FHOZRT, #
ARt E, ATTALEF BABEMEKRT, ALBEFATH,
MBS EWEK, FRALTATR FHIgHE S, M - 257.
K Lk 257
6-[([1, I'"BEE]-2-BRRAMMKE -3 -BERTE
FTETF, ¥#3mIN, N-—FAATHEME 1556 - KA - =
-3 -BETEMN 100ml —RTFTREER Y, H2.5g 1, V-BEEK]- 2
- BEREEREEMIABEREARERSH T, ERTEERERSY
408, BARA, AKEREANE, ALK MgSO, kAT TR,
ik, AT TRAZRHAS, AosmEHsis, SEFTR 73
3.0g FTE =4, M ™= 332.
R LA 258
6 -[([1, V-BEEE]-2-&EE)RE%E -3 - BER
3% 10ml SNNaOH mE| 53 &9 2.5g6 — [ ([1, 1-BeFEHE]- 2
-ZA)EAPRR - 3 -ABRTEAESONIL: 1WARH: THOER
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b FRETHEARSGHEFH 160, ATZTRAGREREGHERRE,
BERAEREARY, ALERLATH, TBSFHLEEK, HFLE
FETF%, FE20eEF H, M - 318. |
L #HH 1
N - [4-[(4,5-= &.nbod 5 [3,4-d]E =% [3,2-b]"Y &K H =
6 (1H) - B)ERAIXE]2-8 - 4 - AEXTEAE
# 417p] Z T E B kSA 6 296mg 6 - (4 - REAXFEE)
-1, 4, 5, 6 - wgnstdif[3,4-d]"EH[3,2-b]*Y EE & 3.5ml =
EFRERSMY, B2, mA483mg2 - #.- 4 - REFERAY 1.5ml
—EFRER AAAT.E2THREAERSY 18 I8, FieA 40ml
—H P, #Z HAieA20ml K, JA 20ml 2N FHEK., 1M NaHCO;
Fo KB EAME, FFRAME ( NaSO,) , AN ERE S K
AR, AT TARARR, BAE ALRLE: TREMEAARE,
23] 520mg @ & B4k, ¥ 1.2ml IN NaOH %] 340mg # F&H &
smlFETHESR Y, ERTRELES 11, AZTERARAER
L4 EHA, A100ml TR IESFLRITRE, A 30ml K. EK%
AR, FHABATFR ( Na,SO,) , AMEBTSKEREIN,
ATTHRARAREARDS, ALBLUE: LREBEHEAZE, 4«?5'1 255mg
ae2HE&K, mp.258 - 266 C.
L34 2
N - [4-[(4,5-= &A.nt.ok H [3,4-d]E %5 [3,2-b]°Y & B -
6 (1H) - 2)BE|XE]S5-£ -2 - FEAXVEE
¥ 417ul ZLEMB KBS 29Tmeg 6 - (4 - REAXFTEHL)
-1, 4, 5, 6 -vw&nbedif[3,4-d]"E%#([3,2-b]"Y £E 4 3.5ml —
FFRERASHP, vk 432mg2 - FHE- 5 - AFXEFTHEAS 1.5ml =R
PRER, LAAT. FRETHEREELERSY 18 &, FiA 50ml
ZR VK, X FHeA20ml Kk, A 20ml 2N F#EE. 1M NaHCO;
Fo KA AWE, FTFRAME ( NaSO4) , AMEET KA
B4, AT TALER, 53 570mg & K&k &%, % 2.0ml IN NaOH
i3] 564mg W ENHAHE 4ml FEHF dml W EAHNEFRT, TR
THRHAEREH 2 K, A2ml INHCISEERSHHTHEE, AET
AEBBERASWERE, ZAELE S0ml TR LEH 20ml KT 55,
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KEEEWMBK, RALBRIEREFAARTTR 72 305mg 9 &
# 8 >4, m.p310 - 312 T,
L3
N - [4-[(4,5-= &t 5 [3,4-d] 55 [3,2-b]°T K B -
6 (1H) -~ B)BR]|3-8%5L]-5-A-2-FTEAEXTRE
¥ 417pl = TR ) kS AHpe 345mg6 - (2 - & - 4 - REX
wgt) -1, 4, 5, 6- vy Gtk 5 [3,4-d]E % H[3,2-b]"V RE &
3.5ml — S FRERSH T, HihmE 432mg2 - FiA-5 - AXTHRA
8 1.5ml —&FRERT, ALATF. TRTEHAERSH 18 18,
Fdme 40ml —§ TR, HZ FA20ml K, & 20ml 2N A7H K,
IM NaHCO, & AR EAME, FTFRAME ( NaSO, ) , AR
Eifiit Akt A5 TALER, FRRKRAE, /¥ 2.7ml IN
NaOH 5| 800mg 41 &4¢4-H & 4ml F 8 A dml @ ERMER T, %
B FTRELEY 1506, AINHCL FRAEREY, AZTEHEIR
SRS EAE, A Soml R FRAKSEEAAE KELE, £60
CFikENBE, £3275mg KGEBHAKFY, mp310 - 312 C.
L4 4
N - [4-[(4,5-= &t o 5 [3,4-d] %% 5 [3,2-b]Y R B -
6 (1H) - B)ZA|3-RERX)|-5-A-2-RETEEK
SA5F, #4170 Z LB mE kS A28 345mg6 - (2 - 5 -
4 -BAZEFSE) -1, 4, 5, 6 - w@EREHF[34-d]EH(3,2-
b]*Y Bt 3.5ml =R FRREW T, HiA 482mg2 - £-5-8RX%
WEL AN 1.5ml —RTRER, ALART. ERTHERHEALEREGS 18
JoBb, BHiwA 40ml — R FE, ZZFA 20ml K, &M 20ml 2N 47
B, 1M NaHCO; A % KA AME, FFRAME ( NaSO4) ,
BAWERIAKERESTE, AFTRAER F3 650mg FIEE
tsk & =%, % 1.51 ml IN NaOH Mm% 500mg # &t&6-4 £ 4ml F 5
Fodml WERHERY, TRTHEHELES 1818, A IN HCl 74
BRRLY, AETEARLERSWERSE, ASoml —AFTRFEHFZ
Eib, FAK. HAkzkEk, FFBR(NaSO,) , RAMERITEKE
M, AXTAXEREARY, RLALBNHLRILELEGEAE, T
BKEGRE, T3 25mg HELAGEEHAKTY, m.p282 - 288 °T.
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£ 5
N - [4-[(4,5-=—& — 2 - F Hnabet I [3,4-d]E% 5 [3,2-b]"V £ & -
6 (2H) -H)EA X2, 4 -—KXTH8EKE
A7 F, ¥ 186pl = LEMB| AEAHEH 290mg2, 4, 5, 6
~wWE- 2 -FE-6- (4 -RKEXFERL) w2 3,4-dE%w i
[3,2-b]"Y £ B # 4.0ml = £ F I f 2.0ml —FER R 44 F, HwA 156ml
2, 4 -—FEXFERE, LAY TETHRARERESY 18 1 H,
AR TERARERAGYHERL, BFAZEMESIMI —RK TR F, 5 20ml
K. INNaHCO;. 2N #H#%. FfiKskik, FFHE (NaSO,) . &
BRANE, ATTREERFHORKAE, ALRLEER[ERE,
fHBmg AEFGELEREBERFY, m.p265 - 267T.
x| 6
N - [4-[[4,5-= 5 - 2 - F ot~ 5 (3,4-d]E % H[3,2-b]
M RB- 6 (2H) - EIEA|EEAFR AR
FA4F, Hi168ul =L mB| kiEA 465 260meg2, 4, 6 -
£-2-Fh-6- (4-BEAFTHAE) wbekif[3,4-d]E%H(3,2-b]
o EEH 4.0ml — P 2.0ml ZBER RSB T, HeA 134l 3R
REnf, LA/T. TRTREHERERSGHI181H, ATTEAK
BRAOMERSE, KAEME 60ml —RFXRF, &M 20ml K. IN
NaHCO;. 2N ##&. S kA, #FF#% ( NaSOs) . SEA W
E, #AMER TS RESER, AETELBREARSE, HLELE
EREAE, FHI18SmgEOELEMEAKRSY, m.p.240 - 242 TC.
LG T
N - {4-[[4,5-= & nt~ 5 [3,4-d]E % 5 [3,2-b]
TEE-6 (2H) - AR FADR - PEAXT&RE
AT, ¥ 65mg £4L4( T 60 % 5 4 ik F ) E] 400mgl, 4,
5, 6 - v EEH[3,4-d]EDH[3,2-b]"Y EEE 12.0ml —ERRER
dOREISSHE, AA176u] 4 - FEBREA, HAXTP. &=
BHEERSY 18 N, AETEAERREWERE, HRAEME
40ml —HFEF, &M 20ml Rf=HRzkEk, TR ( NaSO,) . i
BAWE, EFTREERFIAE, L1: 1 L8LE: TRARK
A, Rk EWsibizAiE, 3 100mg N - 4-[[4,5-—5-2 - (2
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- wAETHL) wbedH[4,3-d]EDH[3,2-bTEB - 6 ( 2H) - K]
BRAIEA2 - PAXTSESEBKRY, & 200mg & EEKK>
e .
LHH 8
N - [4-[[4,5-= &t 5 [3,4-d] " 3 [3,2-b]
wEBH-6 (1H) - ABA ¥R -S-A-2-FEAEXTRE
ok 2 Bk, £ 2mmol 6 - (4 - REAXFHRE) -1, 4,
5. 6 - v &bk FB34-d]RTH[B3,2-b]T KBS 2.2mmol 5 - A - 2
-FREFEAAE, FHEKR"D.
10 o 8 A&, HETHLEY.
L34 9
N - [4-] ( 4,5-= &tk 5 (3,4-d[H7E H[3,2-b]
sYEE-6 (1H) - &) BEAIEA)-2- K- 5 -RETHE
%) 10
N - [4-] ( 4,5-= Horth=d 5 [3,4-d]HZ 5 [3,2-b]"T KB - 6
(1H) - &) BRA|2R]-3-REL-5-R-2-TAETEREK
E A 11
N - [4-[ ( 4,5-= &bt i [3,4-d]HEH[3,2-b]T RE - 6
(1H) - &) BA|¥EEA]-2-f®=R-3 - T8HE
LR 12
N - [5-[ ( 4,5-= frbod 3 [3,4-d| %I [3,2-b]"T BB - 6
(1H) -£) ZBA]-2-wogh]|-5-R-2 - FREEXTHE
#42mmol 6 - [(5 - f- 2 - FPAEXFERA) RN = - 3 - &8
S mH 2mmol 1, 4, 5, 6 — v3 Kb if(3,4-d]HRH[3,2-b]"T & H
F2 10mmol = TG 25ml —RFRER T, EHALGHZE, Jo 5K 3
M1 FELEERSY, EHEF 1R, A INNaOH # FELER

mEk, FEBKZS.

15

20

25

L34 13
N - [5-[ ( 4,5-= &4 5 3,4-d]E9H[3,2-b]T KH - 6
(1H) - &) ZA)-2-wwh|-5-R-2-FEEXFskE
#42mmol 6 - [(5 - A -2 - PAEFTERLHAR®H - 3 - &&
£m® 2mmol 1, 4, 5, 6 — v Kubrdif[3,4-d1E%5H[3,2-b]"T KE
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#= 10mmol = Z B8 25ml — KT RFRT, BHEIRZE, oEaH
| kA RASY, wE&EH 1 HE, A INNaOH 5 92 5% A B 4K,
#FE B E8.
| L4 14 , |
N - [4-[ ( 4,10-=£. - 5H - Wz [[3,2-b]E % 3 [2,3-¢] " K B
_5-R)BA|-3-AFA]-5-R-2-FRETEK
#2.1mmol 5 - fi- 2 - TAXFAEME 2mmol 5 - (2 - £~
4 -fLAFEPERL)-4, 10-—2-5SH- w5z 5 [3,2-b]E % 5 [2,3-¢]
oY B B A 10mmol = Z A& 25ml —EFEEART,. ERTHERIFLIRE,
A H,0. 1M NaHCO;# 3K stk a4, ¥k FR ( NaSOs)
mEEM, FIEKFH.
x4 15
N - [4-[ ( 6,10-=—% - 5H - oz H[[3,2-b]E % [3,2-¢]"T K B
5 -f) BA]-3-AEA-5-RA-2-FEEXTRE
#%2.1mmol 5 - & - 2 - PAE P& AN 2mmol 5 - (2 - -
4 -BE¥EPHE)-6, 10 - =5 - 5H - 2 3 [3,2-b]E % [3,2-¢]
» B B A 10mmol = LA ) 25ml AR, ERTHRI161H
E. A H,0. 1M NaHCO; K REER, #x%k T ( NaSO, ),
EEH, FREEKTH.
£ &5 16
N - [4-] ( 4,5-= Stk 5F [3,4-d] 7R 5 [2,3-b]°T R E
_6 (1H) - &) BRA|FA]-5-RA-2-FAETE®K
do e 1 PP, M A& 42mmol 5 - A~ 2 - X FER
oG TR 2mmol 4 - (4 - AEXFTHAE)-4, 5- ol A
#[3,4-d]967% 5 [2,3-b]*T & B 4 10mmol ZLEERT, FHEK #
5 1N NaOH 8 ¥ B B H# & Bk, o %kHaH] 1 kiR s, 73
Bk .
L4 17
N - [5- ( 4,5-= S brk H [3,4-d]wL 7R 5 [2,3-b]T R B
6 (1H) -£R) gAj-2-wh])-5-RA-2-FAETERE
o BB 13 P&, &4, 5 - = & ket 5 [3,4-d] % 5 [2,3-b]
WEBLEG6-[5-f-2-FAEFTHRE) KAH= -3 - BBRAR
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10

B, BRREFY.
L34 18
N - [4-[ ( 4,5-= Stk 5 [3,4-d]HE S [2,3-b]°T KB
_6 (1H) - &) BA ) EAINV-BEE]- 2 - 8K
wEAN 1 &, TRT, #EAQV-ZXE]- 2 - R®AG -
S PHRE AR 2mmol 4 - ( 4 - AAEVERAE)-4, 5- AR
#[3,4-d]"h7% 5 [2,3-b]"T K E A& 10mmol = LEEE 16 I H, %k
4 1 & F INNaOH &9 F 8Lk BE4H & 47 89 B 4K, FRBAKFY.
L4 19
N - [5-[ ( 4,5-= Sk [3,4-d]H I (2,3-b]"T ), 45
_6 (1H) - E)BE]- 2 -wRALI-BEL| - 2 - F&E

ks 13 Frk, ERET, #KA 42mmol 6 - (5 - -2
- wARTHRA)RE|®E - 3 - BBRAH R TRHREARH

15 72.0mmold,5 - = & ko 5 [3,4-d] 5 [2,3-b]Y R B # 10mmol = ;5

20

25

8935k 16 8, FFEIBEKT &,
EHH 20

N-[4-[45 - = &b HF[3,4-d] A [2,3-b]"RE - 6 ( 1H)
SR BA-3-%A)-5-RA-2 - FTEARTARE

JeE ) 2 FRiE, A 42mmols - A 2 - TARTEEAN R TE
%5 2mmold - (2 - 8- 4 - REFTEE)- 45 - = Stk H[3,4-d]HIE
#12,3-b]°T B A= 10mmol = ZEHER—RETREH, F2EK. &E
45 INNaOH £ FE b5, ksl 2 Ak, FEETH.

e EAH 1 FRHE TS (A)

N A
HNT N >

——

NHCO R,
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ELXiRs

25 R

21 cl H H H H B

22 cl H H H H cl
23 cl H cl H B E

24 Ccl H Ccl H 1H Cl
25 Cl H H cl H H

26 cl H H cl H cl
27 13 H H Cl H H

28 F H H cl H cl
29 CH3 H H E H H

30 CH2 H H H H cl
31 CH1 CH? H H E E

32 CH? CHx H E H ci
33 QCH3 H H E H B

34 OCH3 H H E H cl
35 OCF2 H H H H H

36 OCF2 H B E H cl
37 cl H H K cl E

38 cl H H H ¢l cl
39 CH3 H H B CE2 E

40 CH3 H H B CH1 cl
41 S-CH3 H H E H H

42 S-CHn H B B H cl
43 CF3 H H H H K

44 CF3 H H H H cl
45 CF3 H F H H B

46 CF3 H 13 H H cl
47 cl H H | F H B

48 cl H H F H cl
49 NO? H H H H B

50 NO2 H H H H cl
51 NH?2 H H H H H

52 NH? H H E H cl




L5 R) Ry Ry Ry Rs X

53 N(CH3)2 |H B H E
54 N(CH1)2 |K H H Cl

3 55 OCHE3 H H cl H ‘ E
56 OCH3 H H E H Cl

157 cl cl H H E

58 cl cl H H cl

59 CF3 H H E F H

10 60 cCl cl H Ccl H E

61 NHECH? H H E H E

€2 NHCH3 H E E H cl

63 B CE2 H H H g

64 E CE2 B H H cl

o T | EHET LSS (LB)
15

B
X
NH
=0
” R1
- |
R

82
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& %41 5|

65 CH1 H E ¥ E
66 CH3 H H F E E |
67 CH? F CE H E E
68 H CCH3 OCH?3 OCH2 E |7
69 cl H H H E H
70 F E 3 E E
71 Br H H E : H
72 cl H F i H
73 Ph E u B E
74 cl K E Er E ©
75 CH2 H = = Er
76 Cuy E E B cl
77 cl B E cl E ¥
78 CH? CH3 E B ¥
79 Cl H E F K :
80 cl H u CF1 E :
81 cl E u E 2 3
82 cl E K u ¢l =
83 cl i — T E p
84 3 H H E E =
N
85 ﬂ K H B B E
S
86 CH3 H H B CH3 E
87 cl H H 3 E cl
88 cl F H E cl
89 cl cl H H H E
90 cl H E c1 E £
91 | -ocH3 H H H ¥ £
02 OCF3 B B B u =




5
°3 -CF3j E B u H .
94 cl cl H c1l " H
25 -SCH3 H H E H H
95 cl H NO2 B H H
10 07 CE= H - CH3 H H
98 13 B B ci y H
89 cl H H NH - B
100 F CF3 H B H 5
101 [-ocH3| ® " c1 " .
102 cl H H -SCH? H H
15 103 F H ¥ | g CFs ,
104 F H CF2 H H H
105 CF3 B F H H H
106 NO?2 B H 4 o R
107 F H B H q H
108 cl K NH3 - H R
20
Je b 2 A E T HEH (R C)
%C
HN"N,
R, R,
0)\ NHCO R
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LA 5 D Bkt P 3 "
109 cl E H H H o)
110 cl 5 : H ‘g cl
111 cl H Cl H H H
112 cl H Cl E H Cl
113 cl H E cl E H
114 cl H H cl u cl
115 £ H H cl B H
116 3 bt H Ccl H Cl
117 CH2 = H ;] E H
118 CER E E B H cl
119 CHn CBn H o H
120 CH3 CH3 H H H cl
121 QCE?3 E d H 2] H

122 | ocH3 E E H Y cl
123 CCF3 ¥ B H H H
124 | ocrjy E 3 H H cl
125 cl H H H Ccl H
126 Cl H H H Cl Ccl
127 CH3 u H H CH3 Y
128 CE1 B H Y CH3 Cl
129 | S-CH3 H B H H H
130 S5-CH1 H E H H Cl
131 CF2 H H H Y H
132 CF3 H H H H cl
133 CF3 H F H 3 3
134 | cr3 H_ F H o cl
135 | 1 H H £ H H
1356 Cl H H F H Cl

| 137 | wop H B H H B
138 NO?2 H H H y cl
13 | Nmp H H H H y
140 NE? B H H H Ccl

o0
%]




10

5

2 B (8

B 4641
141 |N(cHy)a| 'H H H H E
142 | N(CH3)2 H H E E Ccl
143 OCH3 B H cl H E
144 OCH3 - H H )24 H cl
145 cl cl H H H H
146 cl cl H E H cl
147 CF3 51 H E 13 E
148 Cl cl H Cl B H
149 | NHCH3 H H H H H
150 NHCH?3 = H B = cl
151 E CF3 B H H
152 E CFq B H cl
o EH 2 TEHET F e
&£D
HN N,
S
\ |
N
0 = |
"
A NH
—0
CH,
Ry /I R,
S
R4 Rz
R

A=C N }
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2 L
153 CH3 H H E B C
154 CH3 H H H E N
155 CH3 H H CH3 E c
156 cl H ‘H H H C
157 cl H H H Cl C
158 cl H H E E N
159 Ccl H Cl H C
160 Cl H Cl H E N
161 cl H E = E C
162 -QCH1 E H E E C
163 -0OCH" 3 E = E N
164 -QCH? H E cl E C
163 ~-QCH?R E E -QCE? E C
166 -0CE? E E -OCE3 E N
167 -QC¥? K E Ccl B M
168 CH~ F H B K C
1609 H F E I ] N
170 CH2 -CH? R = E c
71 cl Ccl E H E C
172 cl Ccl H E E N
173 F Ccl H u E C
174 F H Ccl E E M
175 -SCH? H H 2! H C
176 -SCH3 H H H H N
177 F H H cl H C
178 F H H Ccl E N
179 F H H E ¢l o
180 H -CF3 H 2 E C
181 B -CF3 E = N
182 CF3 H o C_
183 -CCF? E ol C
184 CH? E : i3 |3 C
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kA s HEHETFEH (LF)

2 F
0
NH
Rs, 7 R1
X R
Rq 2
Rs
228 CH? B H H H H
230 cHa E 3 H B
231 CH3 E H E H H
232 CE»Ph E E B H cl
233 Ccl H H H H H
234 F H F H H H
235 Br H H H H H
236 cl H F H H " H
237 Ph H H E H H
238 cl H H Br H H
239 CH1 H H H Br
240 CH3 H B F H cl
241 Ccl H H cl H H
242 CE1 CH3 u H H H
243 Ccl H E F H H
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cl
cl
H

b o

19

=
E
E
E

cl

u

H
CF3
E

CF3

cl
CH1

cl
-SCH3

w

K
NO2
o
3

K
CF3

E

-

cl
K
H
cl
E
K
E

Cr3

H

.

Ry
cl

cl
cl

cl1
T3
CH2
cl
cl
cl
-0OCE3
OCT2
-CF3
Cl
-SCHE2
Ccl
CH3
cl
F
-OCH?

cl
CF3

NO?2

244
245
246
247
248

x5

249
252
253
254
235
256
257
258
259
260
261
262
263
264

265
266

267
268
269

270
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H

Ccl NH2

271
272
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R, Ry Ry R, Rs X
288 cl H H CF3 K i
289 cl H H H F E
290 Ccl H B B cl E
201 cl H H F H :
292 g H H H E E

N
293 ﬂ H H H H H

s
294 CH2 E H 1 CH?3 H
295 cl E H : H cl
296 cl E 3 k H cl
267 cl cl H E H H
298 cl B cl B H
209 | -OCH2 H r—: H H H
300 | OCF3 K B H H H
301 -CF2 E K H X H
302 cl cl B cl H H
303 ~-SCH1 H H H H H
304 Cl H NO? K Yy H
305 CH3 H K CH3 H H
306 F H E cl H H
307 cl H H NH? H y
308 F CF3 H H o y
309 | -OCH3 H H cl E H
310 cl H H ~-SCH3 H H
311 F H B B CF3 H
312 F H CF3 z Y H
313 CF3 H H H H
314 NO?2 H : H H H
315 F H H H H
316 cl H NH? H H H




o RS 2 ARG TAHESH (AH)

i H
S
X
Oﬁ
NH
N~ R,
NS
4 RZ
R3
% &4 R1 '“"':'1'!2 Rq 14 Rg x
217 CHE? 1 u H H H
310 CH1 F H H H H
120 CH9Ph E H H H cl
321 cl H H H | H
322 F B F H H H
323 Br H E H H H
224 Cl Y F H B 3
225 Ph H E Y H H
326 Ccl B E BY H H
327 CH3 E H H H Br
328 CH3 . H K F H cl
329 Cl H H Ccl H
220 CH1 CH3 H H B
131 cl H ) H
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11111

£ 341 361
N - [4-[ ( 4,5-=& - 2 - FEob=t ) [3,4-d]E% 5 [3,2-b]
wWEB-6 (2H) - &) BR\XA]-2 - FAETE®RE
R SHE, #£2, 4, 5, 6-wWE-2-FE-6- (4
- EBAZTERLA) wbed B 4-dPESHF(B2-bTABE 2 - FAXTE
fEF, BHAALES*H (ALKTE) mp257 - 260 T.
%34 362
N - [4-[ ( 4,5-= &bk 5F[3,4-d]E %51 [3,2-b]
WEE-6 (1H) - &) BAIEL|NV-BREL]- 2 - 8K
WRAH 2HE, B2, 6- (4 -REFFHL)-1, 4, 5,
6 - v Gtodk H#[3,4-d]E9F(3,2-b]°T £ B ( 297mg ) & 0.542g([L,1'-
BEL]- 2 - HRARE, 73 0.70g RELTH, £RT, HE
M F 13ml 9 & %% - P58 ( 9: 4 ) 2.3ml INNaOH P& RASY 18
Joi, 4 2.3ml IN HCI w3244 F, A 50ml CHCl; 54 RS,
EAR CH,CLhfv Kk BAK, 7% 027g kaéESaH, mp280 -
284 C.
x5 4] 363
N - [4-[ ( 4,5-=§.- 6H - R 0% ek 5 [5,4-d] K =3 [3,2-b]
oEE-6-&) BAEL|-5-R-2-FTEXTRE
Jo FHH 1 FTE, ELLRF, & 2mmol5, 6- K- 6~ (4
“RAZEFEA) - 4H - FHE S [54-d]E % HF[3,2-b]°T R E
Smmol = LREEE®ES 2.2mmol 5 - £ - 2 - PAX FARLN 10ml =K
WAL 16 1K, FHEKTH.
ARSI EHEERE.

R ZH V1 2HhRGLEEHEXE
14 Lesko ¥ ( 1973 ) i Wik @ BB ERSE, HALE
ThEEVISAERGRKEN@REESE. $RERELST
A 02%%F f % &% G(BSA)F 0.1lm M ¥ & 7 L 5% R (PMSF)
4 50.0m M Tris.HCl £ #% ( PH7.4 ) ¥4 - 70 C T 44 A2
AFFaEGEsEE. A20EB T, R TEHAME 96 - LB
FRLFMASLEY: 24 10.0m M MgCl. 0.2%%# £ EHE
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BSA #+% G &7 H M9 24 %: leupeptin, 1.0mg % ; kS,
1.0mg %; 1,10-phenanthroline, 2.0mg%; MR GSErH M,
10.0mg%#= 0.1mM PMSF # 100ul 100.0mM Tris.HCI Bk, T
0.8nM & 20.0pl[£BEBE - 3, 4, 5, HIREASA
45.1Ci/mmol), WitmALH 20ug ALE G S0pl ARRERE
Fi. ERTHEEALETLHSHE 120 54 A8 14, F4F
B A 0.1pM AFLHERMNFLR ik e EEAETHRHAT
S8, AR 20.0u1, REFFERSA 200ul. HA TG, R
M Brandel, cell Harvester(Gaithersburg, MD)it & &-3L 6% A 9.
Bt AR ESHEHERERGHLELRAT, 4 Packard LS
iHiﬁLiﬁﬁti&&ﬂﬁﬁﬁﬂtﬁiﬂ#,ﬁué‘J&ﬁiy‘b 65%, il
LUNDON - 2 & $BESH ICso 3¢ 3% ( LUNDON SOFTWARE,
OH) .

k EEH V2 SRS RE

S ERKERAR AN HESA 1.0mM EDTA ¢
0.154mM S iLAXRTRR,AHRBELETH 2 T ABERF
KA A fk. %A Potter-Elvehjem 3 2ERARERRESAH
L.0mM EDTA # 0.lmM PMSF & 0.25M E#Z & FiHean. @&
K EM ERFLELGE. KA % 5 #1438 it dounce I R EF
MLk, 451500 x g B RGSH Y XRS5 05, A& s 6 o
A 40,000 x g & EFER 3054, BRI AERENES,
Fakire s s, EHuéstids 25 TS E 50.0mM Tris.HC
52 %k (PH7.4)%. it Lowry # % (Lowry et al., J. Biol.Chem.,
19532 X E @ RRE. KEFREAL-T0TEAH 02%F &1 BSA
#4574 10.0mg & & fi/ml & % #& %5 1.0ml 0.1mM PMSF & 50.0mM
Tris. HCl 24 % ¥, AHATEHHLESRE.

sHF AR, WF A bR A TARRG S R 96 1L
B E A LT A4 02 % %R E46H BSA. 10.0m MMgCl,
FEOSHHNGRSY: RERETOESWHMN ( leupeptin )
1.0mg %; #¥AkZ§, 1.0mg %; 1,10-phenanthreline, 2.0mg%; %
EG&%wHAN, 10.0mg%F 0.1m M PMSF, 4 0.8nM ¥ £
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20.0ul PH#A £ & ®, #e & & ( S.A.75.0Ci/mmole )& 100.0ul 100.0m
MTris. HCI £ 3, @it w A 80.0pul AR ( 200.0pg AR E S &)
EHES. HEBAEFCHAHE 120 540k 2 T4, & 1.0uM
iR NRASETRTERFRES, mAERY 2000, ¥
EBAAHE T 50%=F EADMS0) ¥, A 20.0u thFrik 3]
BEEAHBE A& 200u. &A% R JE, £ A Brandel, cell
Harvester(Gaithersburg, MD)i{ # & 3L &5 A Ay, Bt ERAKR-ZTHRE
Sk AR ARG EETRAT, # Packard LS # # & L i i & &
B Sk AT R, R EE A 65%, @it LUNDON - 2 % 5B
4.4 1Cs 33 ( LUNDON SOFTWARE, OH) .

A AE AR RAESAE

d2 4% : Hudson Valley Blood Services,

Wastchester Medical Center,Valhalla,NY .

) & oo o AR BE

A %2 T, 44 8 T Hudson Valley Blood Services #J T 4 fo )
KeskAp% (PRP) 4, £4CTF, T16, 000> g ¥4A
PRP 8K 5 5.5 10 44, F & BFR. H o i d 444 120mM
NaCl # 20.0mM EDTA % PH7.5 50.0mM Tris.HCl ¥ & ., #
wkF R —Ak, FExkk, RELD s AESA 5.0mM
EDTA # PH7.5 &% F & & 5.0mM Tris. HCl & & ¥ 3 X 4L, T
39, 000 x g ¥ RB B 1054, BENG L BEFESH
120mMNaCl 5.0mMHCI & PH7.4 50.0mM & Tris HCLE X & T,
%35 1.0-2.0mg & &/ ml £F&.

aABARNEEREE VI $AEEE

BRAEA02% BSAREGEHAHN (HEGHK, RIRES
& A ( leupeptin ) FF) & 100.0pl 50.0mMTris.HCI £
B 96 LM EH MG AT, RE, A 20pl[PH] B4k
( Manning 3, Arg* wAE¥) , FHRLKEREA 0.01-10.00M .
@it e 80.0pl kol A & (K% 100.0pg G R) BEHEER
5. B EREAY, HHARMELRAILK, £ 1.0uM RAFR
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& Be4k ( Manning & Arg® &%) HATHMEZEHFRES, &
A oMAETZTHIE 4, AGHBAZHAESRELERT
%, @itk REH, KA Brandel ®Harvester , & L#|
A MER, JFiatR A IR BT

s+ B cDNA £ ZA V,mEEShiEEGPARTRERR
(LV - 2) B E4S

JB2 69 ) &

Wit AR 175ml BA P 9 FAR, ERMSAERER
Adiimp, B2 x SmiwBaERF &KL (PBS) ERASA
&3 m e e A, FRERMEAREK, KB, WA Sml Py %2 1)
Hank's B ##& ( Specialty Media,Inc.,Lafayette,NJ ) , I ¥ B LA
2 540, BREFAAATHMAS TS, £300 x gF, ki
B, % AL 15 547, 3%°& Hank's £283%, M Polytron, #6 Hiime
10 #5740, L& EAS A 025M B 1.0mMEDTA 4 10.0mM
Tris.HC1 2% %% ( PH7.4 ) Titfre9, #& 1500 x g T &gt
10 54, AL, £100, 000 % g T, & Eikik 60 4
W, S AEORAR. TRE, BEALFESTIHAEFAS 50.0mM
Tris.HCl £ %% ( PH7.4 ), #if Lowly 7 xMEZXOREE, e
FEREESTAA 0.1mM £ 4 F RSB R ( PMSF) o
02 %A@tk a%a ( BSA) 8 50.0mM Tris. HCl £ 77 &

( PH7.4 ) , %3 2.5mg £#%h%Ea R/ml &FR&R.

SRS RS

A F 4R, W TH Al ARG H R 96 LEER M
&L AH 0.2 % # K EHLBSA. 10.0mMMgCl;. Fok %
wH NGRS RFREGESHHA ( leupeptin ) 1.0mg % ;
# k&%, 1.0mg %; 1,10-phenanthreline, 2.0mg%; & & ¥
# 10.0mg%; # 0.1lmM PMSF 2L & £ 0.80M ¥ # 20.0p1[PH]# &
%8 mEF ( S.A.75.0Ci/mmole ) & 100.0pu1 85 100.0mMTris.HCI
52 ok sk i@ it e 80.0pl ALK ( 200.0ug AR EFER) BHBH.
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BEREFLTFBE 120 2 A FH, £ 1.0uM RiFiL6 R
WAEETRATESFRES, wAksA 2000, HRBELSH
% F 50%=F EHDMSO) T, FFIA-20.0ul RREE &G %A
#hfr200pl . &4 T ARG, AR Brandel, cell
Harvester(Gaithersburg, MD)i{ £ & L8 A5 #1. R W
Sk RERGAEELEA Y, £ Packard LS H &S L@t &k
A i ik R4, R EH 65%, it LUNDON - 2 X $H
4 5% ICso 3% 3% ( LUNDON SOFTWARE, OH) .

A 4o % Hydrated K AR e9mEF V2 BEMNEFH

BFEHR G H L EH o5 Hydrated XX, 2/R 0.1mg-
100mg/kg KA H (F8) . AHERLSHLELL - 4 AKRK, 1
JIHE, REFRHASTHHASEMEF ( AVP, antidiuretic
hormone,ADH ) A 0.d4p/kg 4 FHBEAER. EHARET, AH
R G RLTFHERMEE, I AL T HEACRL ) A KSR,
20 5405, @BiLEHELEAKK ORER 30mlkg 894 & T K,
AERATLEESATEMNEARIHANERMET, vA K 2k
Fok 4 b . AFEEESF KM Fiske —/+# BT ( Fiske
Asscc.,Norwood,MA,USA ) S # 5 EREE. A EF-H#ALRE
Beckman E3(& )2 # 53 Rk T 698, Fh &

ATFFHEEY, 5 AVP - A G KRERE Y SRR
Bikd EEH. AXARARGSHEZREO LRI TR P,

Aotk ZAANNEE VI BEMN TR
4 k3% Conscious X ABHAWEeg LY, EL2 %
MEEER (02ml) AThE, RAFTERAFKS KALY
BASBEEDK, % PEI0A 20 EHANET (M- &) HRT
Wik, BELSHE, HEA (1000iu/cc) , FHHFA1IR2
4 Dexon 4-0 2 4~, sT#H &S, 5 A6 5 X B R E
E.FRGEE KGR S TH, do B E BT B IS B REE (2
% L& FHRAEFH) .
EHBALIHESFETEHARAL Y, HETH3 Statcam
P2IDb EARERE, Li#Hdhr, AXAETHEY (KEH) L
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e EREEAENEX 001702 H BE#4x ( 1L.U.) ( 350LU.

- Img) FANKBENHE R, L5, »fg 2k & o R RS

# 0.1-100mg/kg ( 10ce/kg ) R ¥ bkE A 0.1-30 mg/kg ( lce/kg ).
£30, 60, 90, 120. 180, 2407 300 G4, EH AN ME
. 25, ERHEmEEMEMNLEAES 100 % it Fibo-H e 3k
RAER &8 4.
x1

stk S V1 S f K L F 8 V2 24 A X B KRB AR R
D V] SRER &S, Forest A cDNA AEALEV, SRR
SR RmPE (LV - 2) ke

|
N—"N
s. M 4
N/
N
0 7 N NHCOQAr
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33

361 | cH3 | = _Q CH 2.01 0.024
*1.74 *v 22
cH,
5 CHi | H Cl cH 2.1 0.038
-y, *20.15
_@__CI 4.1 5
6 CH3 | ® .@ cy 4.7 Q.22
7 K H CH 2.1 0.12
0.24 0. 13
CH,
1 5 B C;‘ cx 2.0 0.31
F
2 B B CH, cx 1.7 0.0€S
‘Q *+0.071
F
3 E | c1 CH, cE | 4% ac 0.0062
o |
F
4 g | c1 F cu | 8% at 0.036
o |7
Cl
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%2
A 4o % Hydrated K L AEWEE V2 HERAFH

2 s

* 78 13.320.3 229+6
. 12,121 49753

4 12.420.8 | 361430
e 76 2.0.2 1226258
1 10 2 152 c3c
2 10 2 17.8 429
7 10 2 20.8 122 |

*hmk - B

wxfuk -~ 2B+ DMSO ( 10 % ) (20 %)

*xx AVP - 2} B,

Bl EELSKRES

(a) BAHE

4k #4200 - 250g 494K Sprague-Dawley ALK 24
( im.) 03mgkg AEW - A TH#HEH ( DES) . AXELIX
BEL18 AMRE, FRKA. 2AETFE, ARBHAEHFAR,
48 S0ml A EAER. £4H 0.5mM K S 1.0m
MEDTA & 50ml 0.01m MTris. HCl ( PH7.4 ) %, XA AH 3 A4
5 10 4 F 6 #6 Polytron, 3L 6 AKX R IR A
wyiemiEt= (2) EM&AF, FE£1000x g T, FIERI
S, BimAe bk, FE165, 000 x g THH 3055,
B RGAEEREELHROILEREFTSA 5.0m M &4t
££69 50.0m M Tris.HC1 ( PH7.4 ) ¥, S8 ES REEH 2.5mg/ml
Bmm ik, AHERTATTEALHETHRSEHEERK
L

(b)) ZHRALE

3, 5-[PHIET# % (PHIOT) 5AZARNESRERKE
#EZA&FRAPHOT, A&#% AT, £44 50.0mM MeCL %
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GBI M 69244, BSAOImg; W EGEK 1.0mg; 1,10-

phenanthreline, 2.0mg ; % % ¢ 5 10.0mg # PMSF0.3mg 43 50mM
Tris. HCl1 & ¥ % ( PH7,4 ) #3588, & 1.0 pM k477269 OT &
ETRZEHFHLS. XA Brandel® @K EE ( Biomedicl
Research and Development laboratories,Inc.,Gaithersburg, MD ) if
iR T 22C 60 5464 LESR L. XA LOnM[’H|OT #
AEBRARRNGRE, EFHEHTHRAESFRE. PHOT £ 14
I 50 % B R MR E ( 1Cs ) it i F AL 8549 LUNDON
- 285 ( LUNDON SOFT WARE INC., Ohio,USA } i 5 #5.

REMERBAEBZREFTHLERIN T L3 F.

X3
ErRFELSRAE
5 10 47
6 10 24 1.7
7 10 65
1 10 o3 2.5
2 10 o1 1.3
3 L 21
4 1 0

AEPLESHTARBFLRAB I TR SHBRIABGENH
AR, ZFoEEIARTSANE L, KA, M, &
Rk, BANKNLLER, ¥8, BHEB, PLEKHBARY L.
Ao o588 RILELA, ¥, SREBARNE, X
ERAWEBERGE., XS HETUE, RAFTEREGHEf
R F69 “HH” BAEH, SUANESHIEAY, STAEK

 AREERBX.

EEEXBRFRAEBEEABTE—FRXEFEFETESHE
KN, HFEN, E46FEH, ABETUAAERN, KE, THHH
A, BAIESAKRLG005% - 5% EFAOESAEBI IR, X
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AAAEHEKB10- 15%BBGBR oM, IASAHA LKLY 20
_ 50 % LENRATREEE ARAEEHERREFEARA TS
HX#4005-5%EFMNAETRGBABANLY. BEHHH
FTAH 4o, K 25-24590 % ERERLS E5EE, FAFHLAY
5%F 60 % EEHFRRS.

FFERGERRS AN TRETHAGEEKLSY, A
HFXUABEREAORERE, 225G, SABMNETY
0.5-% 500mg/kg HHAREXRA AL VNS HH TEFHEGER,
RAASBGMNTHAE?2 - 4k, IAEHEGHA. LK S HH
AHBE, ZHBHNTAS1 - 100mg, kL2 - 80mg REA.
ELBEERGAR PLALEAAIARATHARKRERSNY
0.5-500mg & &Mt oH. THEXEMNEFLF AR TERGHE N
HE. B X TEIANASHMNEAAIBRELTHEAGENE X
B v 0w M X

HEERASHToRAENXBEIBK, WARLTHEEZRE
A. BAESA0ERS, LB BRE-F, RLHEL, ERP
Fht, mAARAGELAHK, R, FFTAGERMNF
ARmRkdl, HAdRZRG, XEETFERRSORRPN
FHRAAAAHIARMELY, AHHESHAEHE P, FROM
MLk 3, Hlde, kM, HEMN, GHEN, FRALHN, Wi
A4 E, ¥ aE, BHT # BHA.

R &RERNESBRERA, REANHHESURAKEAS
M, k2P MR- HEARZK-HAAKE. o REANLES

XEASHETHEIXERAERA. RHEERXTHA LR
XAANERLDOERREFROHNETEKRT 5 X & E A
wEALFHEEE SRS, 2 EMNECESPOEH, BRE R
LoBRhReH P E. ERAFHRATEAARAR, L2470
TAA BN A H B EmG LK.

ELEMAGEDNDOELRAAERRSKAARATALE
EMERISEBROGHANGLERR. EMAGHAT, WA
BHBILIMALEG, B, AFRIAHNALAHEHE. C4LH
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EFEHEEGTLARBEIN, LHABHLEBE Y@ ENFALE
iR, BERTAREMNKSH, #lek, & (iddH, A
BRI _8) LAY RAHSGEGRESY, AREHHN ST
AR

AEXRAHGHERNMEEREMNTATEFAEERANEE
KFGHR, do, LakohED IHAGEFRERDRGRBERK,
Fodn FREE e R R0 FTHE.

AZPAmBEERRMNBEANAR TATFRE SoE, SPER
b FIREFEE, CHEEHFRAH FLFEE HARE. Lh#
SHEE, F4E. BN, KEAKEA, KBE AL,
fe e TR -H o FE ARG

AEREHHEERAMNALLET A TE L preterm 534 -
F, TR RNGREFEAFATERELGRE.
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