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KAEANLECE (600ml ), RBEAL - (+) ANEBRESKLKRLE
( 600ml ) a3, feoki b 4 e, KERK, ZSHFRRENS
E@mis & B —Frstue Az A, FRAOERARERACHRTE (155 -
16 #, EFEBELR) , BARFAFRLEY, HaEHRBR.
FE8l16g (41 %) .

%% (LB), @>589nm=+449°; @ 365nm=+173.73°, mp 118-119 C.
&2
(3S) -2- (-3 -%) LML

0.__CHjy
0
N
H

HEHE | PHESLERAT, FHZEMKRY (1003g) . &
R A AR B A AR B 47 ( 52g,0.377mol ) A=k ( 250ml ) FR T, AT
B (5 x 150ml ) FR, AF &Ik, ALKARETR WEE
A, BEZERA (4025g) . ZEERKLBAD - (-) Ak
8 ( 36g ) #5 LB & ( 650mol ) B A A, ERHHILK. ek
B KR LERLE (SR A 1274 L1 4H) B4, FRRFGFA”
M., hatikgd., T 487g (249 %) .

# %(ZB), @ 589nm =-43.14°; @ 365nm =-164.31°, mp 115.5-117 C.
FHSMFT &

A EmirAsk (0.15g%E T 10ml &) 5 03g AHBERE, RE
WL E LRSI (3 x Sml) . & FRE, AKRBETR RE
EEEA. BGHWAEANTE (10ml) FES - (-) - o~ wRFERF
fEEs (0.12ml ) AE. 25/ BE, RARAHA IN &g ( 2ml)
W, Pl LEE, AR RAEK, R EAKERFERE
$oksk. HIERLKABRATIER REEN REGHETH OJ™ Z 2k
ARG EAE (46 x 250mm ) L5 &, A5 % LB TR R R, R
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A 25ml/y. Bk ER Gl - (+) BB, RKEINGASA
d- (-) AhBkd., ZRLNE KM%y HPLC 447 £ 8 # A7 2T B 544
KPS CHEYRGEHRES % AT,

#& 3
(3R) -2-(N- (BRTEFEXL) %T-3-X) LRLENHE

“\\\\\ O\/ CH 3
O™
N
Boc

H& 1 PEFG (IR) -2 - (k-3 -3) TErRLE ( 109g,
34mmol ) & T 50ml 12 % B AAKER T, FB 695 A R FR.
HEFCR TR, AXEN. REpEFTRy, B AKX FHH
W (536g ), wKET LE ( S0ml ) FHmE XM —RTE (79g)
¢ B (10ml ) B A E, RIFIAE, BREKRS TS, FiFHmE
FokpAEE KR (25ml ) K, KERACLEMER., &F4AMNE KL,
Vade B B AR kAt ke, RAKRBAE TR, BREXFEN,
BB\ A AR A, Ak Bk, NMR 5 46947 1S4 ¢ 2 4748
.

& 4

(3S) -2-(N- (RTEZEL) g-3 -K) LBRLE
O.__CHs
@]
N
Boc

H &2 PR (3S) - 2 - (k- 3 -X) LERLE ( 48.6g,
150mmol ) M & 47 ( 30g, 0.217mol ) & ( 220ml ) FALE, T34
EmAEAER (3 x 100ml ) . FEBGRA A KRBE TR, KREEAEX
EH., G5 L (200ml ) b, EBE—-EEFEK, KLU,
BEAEE R (25, BeH 257g) . HEGWE T LR (200ml) £
kit dr b dp, AR TIEEH mek X8 — R T A ( 31.8g, 0.146mol ) #
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ZE (25ml) Bk, BFEKG, REREHBH LR, 0 B R S
hdp, 41 B ib A A B AR R (100ml ) . AALE A Fe R B,
bo Aok B BANE R L, AR Bk, RAKRBA TR BEXRLEAM,
BB SR ATE M, HEERA (38.68,>99 % ). NMR 5Hfein
HAL ot 8 L5 M AR A

#& S
3o (-3 -A) E- 2 - RERUEGHE
0
) Ve ?
| P

Bk T8 LB (98.6g, 0.44mol ) 5 Ak Erxh (1200ml) O Pr
% 60 % SAk4d ( 17.5g, 0.44mol ) 432, RAMERBHH 2 DH, A
EAEOC, xR bhdim3 - wZ& ( 389g, 0.36mol ), B i a
mEE 1 - 20 W, ANAEER. AEEEEENALTE.

FE R RA M E Ak ( 1000ml ) . AMER LB TEFR (3 X
1000ml ) . AAME, ARz (2 x 1000ml ), fafg &k (1
« 1000ml ) , A EARES TR, KREEZEMN, £2625g (97%)
bR O o Wk

#& 6
(RS) -3 - (wgvz-3-4A) RBLEOHE

O
[5]MNV)K“ATm
N
H

3 - (weez- 3 -4) &- 2 - HELLE ( 60g, 0.34mol ) #5 L5
( 600ml ) & A 5 %4 Efcsesr ( 17.2g) & @, RA4HT 60 CHE
( 558/ F7ET) HASTEMAS I, BLEBAA, SERE, B
4@t CELITE™ iiE., &G4 mA ik, Bkoks, ARAE
B 6,38 24k, 13 39.6g ( 63 % ) BfFeAaMLE4. IR, NMR 554
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W AT AL B4 6 LE M AR AT
#& 7

———e.

(3S) -3 - (kez-3-4) ABRLE MBS

0]

Shtn
B
45 BRER

(RS) - 3 - (okwz- 3 -4) AMLE ( 52.0g,281mmol ) 5 #
2B 7B ( 300ml ) e mEl#A (R ) - mdEEg (427,
281mmol ) F. RESWTIE, B ERFRAELLA. MK & P e
%ﬁ’i)&é‘]é@%’sﬁa'kﬁo ¥z REH R LB TE ( 300ml ) P, 1&4&
éiﬁ,ﬁﬁﬁﬁﬁ,ﬁﬁﬁﬁﬁia&,Wﬁﬁﬁ&iﬁﬁoﬁ%%
%%%%%,ﬁ%ﬂg(m%)oNMK%RE%%%%%F%%%%
k. A X HEAATFHTCHBE,

&8
(3R) - 3 - (92—~ 3 -A) ABRLEANBREGH &

0]

W\
O .“ O/\ CH 3

H
45 DR BE
&L@ﬁ%7*%ﬁ%ﬁ%ﬁ%ﬁ%%%%,ﬂiﬁEmS-(+)
EM&KﬁR-(—)%%&JNMK%mﬁﬁﬁ%ﬁﬁf%ﬁﬁo
/ F&9

(3S) -3 - (- 3 - %) ARLEANE

O
Ayt
N
H
3]



(3S)-3 - - 3 - AIRBMTEAHhem L ( 33.1g 98mmol )
58 B (500ml ) 64 &R 30 % BB KERAE, BEANE
XiERE. ¥rL M MmMAN S > B A W E R LB UBEFER (3 x
300ml ). & HF A AE, K (2 x 300ml ), A Az (1 x 300ml),
s RKREATHR ARERIEN F36 & b AR 7 0l A58 100 %
NMR #o IR 5 38 # 64 47 88 /= 4h S AR AT
# & 10
(3R) -3 - (-3 -4A) ARTEAHE

0
) Eﬁjﬁ\/km/\ah

N
H

b @ E A 9 R H ML, REZXER (3R) -3 -
15 E%%f3—%Jﬁ&L%%M&ﬁﬁ%(TS%3—[%%—3—%]
TR LB AR 3.
NMR #= IR 5 30 4 04 #7488 7= 4 45 AR AT
& 11
(3%)—3—[1—(ﬁTiﬁ%)%%—3—£]ﬁ&&%%ﬂ%

20 '8)
SRt
Y
C
25 (3S) -3- (%keg-3-%) AKTHE (125, 67.5mmol ) 5

W Sekwh 0 K (21, 335:168ml )ik AT ( 14g, 101mmol )

#&&&ﬁ;ﬁT%(rmngM)ﬁﬁo&ﬁﬁé%iﬁk#5¢

wo%5%&%%%ﬂx(m%ﬂ)¢oﬁﬂ%ma&aﬁ$a(3x

200ml ) . AFAME, Ak (2 x 200ml ), seAegdka (1 x
30 N%ﬂ),%Eﬂﬁ*m&%?ﬁo&E%%%ﬂ,ﬁﬁfﬁﬁmmﬂ

Gk, % 19.1g (1992 %) .

NMR #v IR 5 304 64 #7804 €9 AR A
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H & 12
(3R) -3-(1- (BRTAZRA) %z -3 -4 ARLEHHE

O 0" cHs

BREGAE S 11 AEHEFAEY, RRXEZAFER (3IR)
S 3 - (1- (RTEAZA) % -3 -4) A TEAKE (3S) -3
-1 - (RTEBL) ®%E-3-K) AR LE.
#& 13

(3S) -3-01- (RTERERA) %T-3-%) A%

Won

N
I

BoC

(3'S)-3- (1 -~ (RTEZERA w -3 - KRI)AskTE (171g,
60mol ) 5 FK B 8 ( 600ml ) $9ERAZE0C, HRAGHTEY
mEAAEH £ ( 2.5 65mmol ) ., R4 T 0 CH#AFLIRARELR,
Fub 2 NBE. 4218 sk ( 200ml ) Ao 15 % RAAMAAKE R ( S0ml) £
LR . AAER LB (3 x 300ml ) ¥EER, AFANE AKX (2~
200ml ) HAbFA A (1 x 200ml ), FAREABRATR BRERE
A, 45132g (90 %) AW,

NMR #= IR 5 85 45 69 47 8 /= 4 64 S5 M AR 4T
, & 14
(3R) -3 - (1- (RTREL) ®E- 3 -4) AFGHS

\\\
Q | \/\OH
!

BoC
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@L@ﬁélaﬁﬁﬁﬁ%ﬁ%ﬁﬂﬁﬁ,ﬁ%ﬁzm%ﬁﬁ
(3S)-3 - (1 -(RTARBEEWRE -3 - RIRHRTERE (3R)
3 - (1- (RTEZL) % -3 - %) ARTHE.

w & 15
(3S) -3 - C1- (RTARZEA) %E-3 - %) AKR

Ej,\/\Br

N
1

BoC
&&é(OC)%3$£%(HW%J@mM)%ﬁ%;%W%
(H%ﬂ)%%&?ﬁm&,Eé%ﬁi&ﬁéoﬁﬁé%?mﬁﬁi
X%%%%,&ﬁ@ﬁéoﬁﬁ&%%¢m(TS)—3—El—(ﬁ
TEEE) ke - 3 - &) ®EE( 13.2¢g, 54.4mmol ) . w& ( 8.0g,
76mmol ) Fo XK=& FH ( 110ml ) Witk B RAVBH S N B
B B AR 2 ER.
m%«zmM)%i&ﬂaﬁmém;%wﬁﬁﬁ(zxzmm)o
%%ﬁm%,mm%<2xﬂmm),m%@ﬁx%(lxlmM),
ﬁﬁ%&%%%oﬁﬁﬁiﬁﬂ,ﬁﬂ%%ﬁ@ﬂﬁ&ﬁ%ﬂKé%%
e, 2 11.6g (70 % ) A GFRAE .
NMR #= IR 5 #3445 6 4780 7= 4h o LM AR AT
#& 16
(3R>—3—tl—(ﬁfiﬁ%)%%—3—%lﬁ£&%%%

[;jﬂ\/Aﬁr

i
BoC

@%Lﬁﬂéwﬁﬁﬂ%ﬁﬁﬁ%,ﬂ%ﬁiim(TR)—3—
El—(ﬁfiﬁéjﬁﬁ—3—£Jﬁ%ﬁ§(38)-3—tl—(ﬁ
TE&ZEL) ke - 3 - &) A,
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#&1-Fh-2-#£F%- 1H- 7%

Q’% Qy

Hs

[THF]

CH3

A E A& T 4 950ml v Skl b B 4442 (18.40g, 0. 49mol ).
R GRS MAERS L FHRE] - W Rk - 2 - HEk (84.92g,
O%MMLf?MMﬂﬁﬁwa%%?‘*B%RWQWM%Q&A%?

i B 45 40 — 45 4.

%%@&%ﬁﬁ@éﬁdﬁ, ey, 875> q’jfﬂzmﬂ(% rj)i/l/m

Bp iRt E 2B 60 - 90 4P, Bt AZ A & E e .

YL

— 9 B TS %h&ﬂﬁ%ﬁﬂ%wi.ﬁﬁﬁdwﬂ%%f
N R 7 A %éM&ﬂE#%MlSNW%%%@&JM@W@M
7 ﬁm;mcmnﬂMfﬁ,ﬁEM£$m&%%% B R B A A

AH, 135 a6 Bk

&kF“H’éJ @@%»ﬁ-i‘]‘?zﬁ»‘?i]ﬂm@mu

RAMAEER,

REHRE

ExpTER. KERGELH, FAR (i, REELZY T TR

7 63.65g ((81.4%) .

FDMS 161,
7173%?’7]\’]‘)? Ci1oH;1NO:

Mi{E:  C,74.51;H,6.88 N, 8.69.
o5 ) A C,74.73; H, 6.90; N, 8.76.

| -®Ek-2- (4-KKXAFEA) - 1H - |k 6 ) &

|
CHs

35
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1 e B RBEAL T A R A EAN EALH (9288, 60 % AL H
Mk, 0232mol ) A2 N, N - — WA Paus ( 211iml ) . BZRE
Mgl - A -2 - £F& - 1H - =% ( 34.0g,0.211mol )5
100ml N, N - — %% FEcr g5k, ity Bk, B R it a~ 1
FRBIHY 3

AE@GEERAW TR - £ - 4 - A% ( 30.29g,0.232mmol ),
B RAM ARG MK E 80 T, FRELEBELR. HALBRAEE
b6 ER IS, BB B RAMAI, B ERAMABHEANKRLY 1 KT, B
Bl ohe, EBEEAK, AR

BHEHERARELSR, AEhREEAN.

IR. NMR #v UV 5 f1# o9 478 = A4
FDMS 271 (M + ) .

. E 45 CieH14CINO

{8 C,70.72;H,5.19; N, 5.15.

s{4: C,70.98H, 518 N,537.

|- WA -2- (4-FERFHE)-3- (4-FHhRrr-1-K)F
% - 1H - 7= ( 46 14) o948 &

CHj3

<:>;§/\U/E:Tm ) o/[:TCI
| %

|
H
CHj; %4& CH;

Y

AEEERY TH 4 - FaAvker ( 0.109ml, 0.09g, 0.92mmol ) EA
210ml 8 LE T, KEMmEEKBMRY, & ERERANKSE, WA
e (0084ml ), B ARASMA L AS, HEELREH T T E
( 0.304g, 1.0lmmol ) . Z&&#% ( 0.113g, 1.38mmol ), F=1 - ¥ - 2
_ (4 -GEBTE) - 1H - 5= ( 0250, 0.92mmol ) . {FEREH
®EmkE AR, Rt R % EEERIT.
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BEREEN., BRENZKFTRTY. RERKXEMN. BEG 5D
RLBUEEL L. BAGZHER G %L,
NMR 5 i & 8 47 4L 64 64 M AR AT,
FDMS 382

LFE 5 # C3Hy7CIN,O -
®#AE: ¢, 72.14;H, 7.11; N, 7.31.
sm44: C,72.33;H,7.22; N, 7.47.
% % B

1 -Fh-2- (4-RFXEFH)-3-02-(4-(%E-1-%K)
e - 1 - &) - 1,2 - A - 1H - %=k (( E£3E4) 106 ) 6541 &

Q
@Q Q—&O/@

FABRyPTH 1 -FH- 2 - (4 -FFXAFHE) - IH -7%
( 0.30g, 1.10mmol ) & F 2.0ml w Sk F EANBREMY. EZER
B gL (0.294g 2.32mmol ) . RAM TR KY 45 54F. BRE
REEN, BEZEHRD.

Bz e R MAEN 2.0ml LKW Ak F MmN 4 - (K- 1 -
#£) vz ( 1.07g, 6.38mmol ) 5% 10ml LKW R kBEER, KR
S EIRBI KLY 30 54, R AR EEEERIZ,

EEEK, BRAEKKXEN. REHWEAZRKTFTRT, A
BEMERL, KSR INABERI3 K.

B E@BERGKESAFER IN LABMABAL, REA ZKFIRE
B3k, AMERAKRBRA TR, REREEAN. REGFAT0A
SR X N
NMR #= IR 5 T A8 65 A7 AL 540 S5 M AR 4
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FDMS (M+) 493

TLFE 49 CsH3,CIN3O;5:
A C,68.07;H,653;N,851
sml4a: C,67.97;H,6.66;N,827.

1 -®h-2- (4-FFEEFL)-3- (4-(FEHE)%RE-1-%)
WA - 1H - 5= ( £54 20 ) 654 &

@Q QQ@

CH3 —*—

ERAKRY T, EREBEMETHERE%RE ( 0.149g 0.920mmol ) &%
A20ml —RTE. RAEEEHAAKS T, mAKRLH ( 0.084ml,
1.0lmmol ), REZRHEAKS. REMA SR FE ( 0304g,
1.01mmol )#» Z 844 ( 0.113g,0.920mmol ), 3£ m 1 - ¥ - 2 - ( 4
- REATHE) - 1H - <% ( 0.250g, 0.920mmol ) . A EREMARG
mEEARLY 6 . REEREERSZRAE, RERGHAEZREHK
%3 x,

BAERFEN, REGWETHR LB 10 % HBIFERZI A SE. A
WER Kk, 3EEA LON Hsgsk. BAKRER 10 % HERFERBL. H
A AR it TR AR B4 T R, BIER LB,

BAEGEMRALBLEELS S, NMR 5 i&dizna4hEM4R
5.

FDMS 445(M+)
LFE 5 Cy7HsCINGO ¢

#R{E: 7271 H, 6.33; N, 9.42.
LM 4E: C,73.00;H,641; N, 951
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1 -FE-2-(4-FFEE8FH)-3-(2-8-1,2-2—_8) -
1H - 3|k 54 &

| o 0
Cl
o Oy
wo N
] BhAL CHs

CH;

ERABPTERABRMATHE1 - FL-2 - (4 - AEXALFL)
- 1H - %= ( 1.00g, 3.68mmol ) AT 7.0ml Z&. FiZER P mER
# (0981g,7.73mmol ) . R EiRASHERIH 60 4. RuitA2R %
EEiERIE, MEERN, SMRAATER S K SFEMNKRERER K
KBPAKI R, KELER, EAEY P TR HF1.15g (863 %) M
Heg i 4,
] - FE-2- (4 -FFXARFHL) -3 -02- (4 -9k 1
- &) - 1,2 - Z=BA) - 1H -39 (F5E4 102) 64 &

CHj
7
o O
0
0 al \ Cl
e LT Y
Noo© =
CH, I AL 3

ARARY THEABRANAS T, RZBEATH 4 - FRhRE
( 0.490ml, 0.411g, 4.14mmol ) iEA 3.0ml £ K &k, HZR R IRA
Mpml -FER-2- (4-KFEAEFH) -3-(2-&-1,2-C
—&E) - 1H - =% ( 0.500g, 1.39mmol ) , /35| ¢9%4% £ R
B, B Ei#tA2 /& & & #E %R,

BERXEN, BEWAE_RKFHA LON LENAZ [ 5B, AN
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E A 10N BBk, 25 AmfLEKk, AIERLKRBRA TR K
FEEEER. BIEFSHFATHAR LB UBEE4 45,
NMR #= [R 5 Fi# 64 47 B AL A4 69 S M AR AT
FDMS 425(M+)
757? A1 C24HasCIN,Os
HEi{E: C,67.84; H,5.93; N, 6.59.
4t C,68.04; H, 5.85; N, 6.74.
¥ & C2
2 - E(4—%X§1£)‘?%J - 1-9¥x4x-3- (1 -E-1-[4
- (- 1 - A vk - 1 - AJEAIFR] - IH - vk (KEH 77 )

@ﬁﬂ @9399

Cl Cl

ERABRP THERRERTEAN 1 -~ Fh- 2 - (4 - AFAT
£) -3-02-04- (k- 1-%) -kg-1-%) -1,2-
&) - 1H - %)=& ( 0.1414g, 0.282mmol ) #= 2.8ml T T8, 4
SR A b S ( 0.1064g, 1.69mmol ) . ¥ B R4 EiRH
IR, RERAEEEEEN,

EEEHN, RGWE_RTRAKZF SR, KEAZAFTRRL 2
k. AFAFIE, Rl ik, RKAKRM TR BREAZEN.
B F e AR T 4 R ki — AL,

NMR & T8 6 4742 = 4 & M AR AT
FDMS 495(M+)
LFE 5 CagH34CIN3O;
E#AE: C,67.80; H, 6.91; N, 8.47.
LM {4: C,67.86;H,6.90; N, 8.45.
# % D

Flok - 2 - KRBT ENHE



10

15

20

25

3

)

wlwk - 2 - #%8 ( 47.0g, 292mmol ) & M4 200ml FE . iz
oA hm oml KRB, RAW MK EIA, FREDAY 16 D, L ERE
WA EER, EEEK, KERA 200ml Pk BLEHELE T TR,
13395z (77 %) BEFHRATH, HaEiRER. FRGHITHE

5 AR 69 AR AL G4 6 LS M AR AT

1-(2- (1 -=Z=%Fxfpve-4-R)THEIB%E-2-KRTF

Bg o ] &

BAEEARP T - 2 - KB FE (1.50g, 8.56mmol )iE £ 8.6ml
N, N -—FxPEmET. BErHAANKE, mALsH ( 0377,
9.42mmol ) 1§38 ¢5RAMmAEKDS LM 20 54, REWRITEEER. K
RSB E IR 90 45-4F K B AN KIS

BH& 1S #F0HmK 2 - (1 -ZXFE%RR- 4 - %K) LK

( 4.53g, 9.42mmol ) EA 15ml

N, N-—FAFERES mE L@t R

FiRAd i, FAEKSPIRIEKRY 3 X, RERASWMEAT, THEIK
EEK, BREAZLATR, LKRARBETR KREXEZEM, 1F498
(>99 %) Bkeiint =4, HEQbais, SHES TG LM

KK

AT

41



1 - (3- (1 -=Z%F&oa-3-R2)RAI%G%R-2-ART
Bt 09 ) &

0
0
<:1?X)kmm <:2f§)&
N 3 . OCHj

H 4 " N

N-Tr

B AR FHwI% - 2 - £#M FE (1.00g,5.7Immol JZEA 5.7ml
NN - =9 Fabl P, %k ks 44 mads ( 0251g 60%
Wik, 6.28mmol ) . RAMAKS TR 20 54, REHREEE.
BLE A R IR 60 54, REBEREARESTAEF.

a3 - (1 - ZFFhkr- 3 - 2)&K (3.11g 6.28mmol )
aa8ml N, N-—FAPEES KemILavREReMNT, £
AP HAT R, RERAHMEA T, LRKERK HEEREN=
£9 P, ARk, Al ik RARBRATR R B,
ﬁ&%g«>%%)%%%aﬁﬁ%o%%&ﬁ%ﬁ%%ﬁﬁm%%%
LM ARAT. |

opwmEA -1 - (2 (1 -Z(FhRr-4-%) TE) -
1H - 3|k eg 4 &

0
<::1t;ﬁy/m\OCH3 _ <::DE;XV/N\OH

Tr Tr
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B AR T &44243 ( 0.325g, 8.56mmol )iz A 8.6ml FAK v £
kol EREASTAN, AEMm] - (2 - (1 - ZRFHRAKR- 4
S H) A k- 2 - B THE ( 4.68g 8.52mmol ) 5 R% 10ml £
A Skt Rk, RAMERBEFLR.

4R R iRA s e 0.35ml K, 3 Am 0.35ml 5.0N SR
Kk, ®EH 10ml K, ExEE, ERAERE REEMN. AE
MENZRT R, A& Ehe T RERRAKRBRETR BE
EEEABIT3.96g ( 92.4 % ) A ABAAFAA T,

123 69 AT R 5 B a9 A AR AL S AR AT

) - BWE-1- 03 - (1 -ZEFAR%E- 3 - %) &%) -
1H - 73|k &) 4 &

0
<:::Z;}&/k\OCH3 N <:::t;§>/A\0H

N N
\Tr S Tr

Eﬂ%%#T%l—E3-(1-3$W£%%—3—£)ﬁ£1
ek - 2 - B TE (3.38g, 6.23mmol ) & T 3.1ml KoK vI £k T
% BB BANKS, MmARALEL (0236g, 6.23mmol ) . B
A EAS P REKY 10 04, REETRREFTIR. RBdAn%
B &% SRIR.

4 BB A ¥ A 0.24ml &, &4 0.24ml 05N SAALHA, B
0.72ml K. HBHWEARTR., 4M&FHEG R TFIRERLKRR
%+%,&E%%ﬁﬂ,ﬁzwg(%i%)ﬁﬂ%#ﬁﬂﬁﬁoﬁﬁ
84 4 M 03B 5 TR e AR ARAL B4 6 A AR AT

P (4-REEE)FRA) - 1-(2- (1 - ZXFERR-
4 -f) i) - I1H -54a8E
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ERARPTH2 -2FER-1- 02 (1 - ZFFER%- 4
~A) LAY - 1H - %% ( 391g, 7.81mmol ) E £ K% 10ml N, N -
—PAFEET. ARGEREAS T, mAMKHA ( 0468g,
11.71mmol ) , &AM FRHEH KL 30 54r. BERLREH Tl - &
~ 4 - % (0915ml, 1.12g, 8.59mmol ) , 32| ¢4k EM £ iR B A
K4 K.

B mAmmA KK, SEKERK KEkZE, BRELZY
TR MO SHR LR ES L, MALBRUER FEAH 262
(549 %) . 133|490 M 3B L M ATAIL S o) AR,

) - ((4-FEBL)PHE) - 1-(3- (1 - ZFXFERRE-
3-4) AE) - 1H - 3484 &

N. R
Tr N Tr

EEABRPTH?2 -BFA-1-03- (1 -=ZFKFHERR-3
~A) ®AY - 1H - %< ( 2.89g, S.6lmmol ) FEA K 112ml N, N
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- WA TR P, ARMBERREKE KRS T, mAH ( 0.247g, £
Ty d 60 % 64 &%k, 6.18mmol ), R4 TIRIEIH 60 54F. K
BRRbHeml - f- 4 - fE ( 0.658ml, 0.807g, 6.18mmol ) , &4
WEBRHTR, RERSHmikZE 80 C, RiRY 8B, RERAY
AETR, ATFERBEHTA BMRAZI 12 B FEAA, RERE
WETFEEREER BRABII25T] -£- 4 - KX RERA
Hmik % 80 C,

BE B RAEMBMAKKFT, REE KT ikfoiefe g K05
B, KERZ—RKFRFER 2 K. AHANE Riafgiikik, ALKR
Bih TR, BN EHAR GEEA, 1310g (29 %) 44 =4, 133
6 5 I 5 TR 69 AR LA A4 04 L5 M AR A

2-C(4-FX8H)FAI -1 - 02 (%E-4-3) TR
- 1H - #j=k ( 5364 137 ) 441 &

N

Y

BLER A7

N
Tr g

EEARPTA?2 - L (4 -8F8H) FA) -1 - 02 - (1
- ZREWHARTT - 4 - A) THA) - 1H - REANTOml —KFIK. &
BB AS T HFmPEE (03383g ). RERASWmAKSFTHRHEKRLY S DE.
Bt A2 B &34 3R 3%,
&ﬁﬁ%%&;g%%ﬁumgﬁm%zm%m,%ém;aw%
I 2k, AFANE, RAEAKAES TR RERALEMN, FEER
Y. Bk EH AR &k, 730.1864g ( 687 %) FH#.,
NMR 5 i #5649 4= AR AL &40 6 L& AR 4F.
FDMS 368(M+)
7 E 45 M CyaHysCIN,O
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FwAA: C,171.63; H,6.83; N, 7.59.
sal{4: C,71.66;H, 6.86; N, 7.87.

2 - (4-FxEEA)FHEI-1-(3-(%E-3-%)AK)
- 1H - w|= (34 139 ) 894 &

10

N'Tr NH
BEAHE2 - (4 -KEEE) FA) -1 - 02 - (k=4
15 -A) &) - 1H -3 he 7 kHEiaaLesh, ARXELEAFER
) - [ (4 -HXERE) FA) - 1-03- (1 -ZXFHARI-3
“A) @A) - IH-BRRE2 - C (4 - RERBFAI - 1- (2
- (1 -=%9Rwez - 4 -%) A - 1H -9,
NMR 5 Hi e 4 MRS ey s AR AF. BT kiE R WA RUAE
20 #ME IS,
3-38-2-C((4-FEEAFAI-1-03- (1-=%X7¥
ke - 3 - A) AA) - 1H - 3| Re4 &

25 (::::Z;;Xy//\\ozzl:::]/Cl \Br O//[:::]/Cl

= AL

30
Tr “Tr
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AEARPTERARBRTE2 - ( (4 - KEEX) 1) - 1
- (3-(1-=Z%9#wmez-3-4) ®L) - 1H - =< ( 0992g,
1.59mmol ) & F 4.0ml A R@ A% TP, LEZBHAAKRSE T, ZIEin
AN -BERT B TR ( 0.282g 1.587mmol, #HEL LK) 5 4.0ml W&
ke E R, R RAW T RS T HH K 3 D,

B iR mRANAS 2.5g BRI KT, KER R FREFR2 K.
HSHAIE, RAKKEHTHE. REAXEN, £026g (23 %) #
Mo, REFRPHEN, REMWALRLEFIKESESR X
155 0.65g (58 % ) Bty . REASEEL RGN EH
6 LM AR AT

(RS) -2-C(4-gKk8 X)) PRI -1-03-(1-=%
WHhokew - 3 - A) BEAY -3 -[[4 - (k- 1 -3K) %w- 1 - K]
EeA]- 1H - 9 5ei 4 &

(D

\Br O /@Cl : \0:, :{?@Cl
N

P
o

H3C,

6]
N
HyCO’ _‘I\NDND
N Tr N. Tr
EEARYT, ERAEHETHEI -£-2- ( (4 -RFAHK)
FAI-1-03- (1 -=Z%KFH%e-3-%) AKX - IH-"=%
( 0.225g, 0.319mmol ) FE ML XK S kb P, ¥R EEZHE TR/
REAS . AR PEMRT A4 (0.64mmol ) Fk. RERSYME
F o/ FEA S P I 35 54T,
HER RSP M BEEA 2.0ml WA k% P ey Weinreb Bifk N
-WHE-N-WEE- (4- (keg-1-2)%%-1-%) Lk

47



( 0.0903g, 0.335mmol ), f&£F K/ FHESFAN. REREDHFKE 2
B, REBMAARR RALEKERT. KERZRTRER 2 K, 45
HIE, AAKREBM TR REAXAZEN. PHEGIRATHEREE,
S E L RE AR AL G M AR,
5 (RS) - 2-C (4-8¥kEHX) FA) -1- 03 - (%2~ 3
) A -3 -[[4- (k- 1 -R) k- 1 - RJTEtA]- 1H
- vk (AP 70 ) #H &

” ®
.\ O al Q N Cl
\
Qe NG o8
N .
15 AR 4
NH
Tr
20 EEAEYPTH (RS)-2-C(4-FFKAA)FHR)-1- (3

- (1 -Z%Fhwmer- 3 -£2) @A) -3 -[[4- (&E-1-3%)
e - 1 - A]2BA]- 1H - %)% ( 0.0162g,0.0194mmol ) & A 0.2ml
—R9RY. REAREAKRGY, R MEATFTH ( 0.073ml,
0.194mmol ) . A ERAMAEARS EHIEXRY 1 bot. RE#BAEE
25 BERIE. RERAMAREFTEKHE2 N, REAMSOLETTE,
TR
B igAmE 1LON LA AR R FRZ A48, KERAZRTHR
RE 2k, SRAAN, RAKRBRATHR RAREEMN. |
NMR 5 #6414 &4 6 £ M AR 5.
30 FHa#HiEM+1) for C3sHygCINGO; :
Bi#{E: 591.3476
Sl{E:  591.3476
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2 - (4 -FERL) FRE) -1 -WHE-3- (1 -8£-2
- (ke - 1 - %) ) - 1H - 3|<keg4) & (53447 )

o O
Y

\

ho!
\ )
CHjs \©\ Cl CHs Cl

EEARPTERERMTHE2 - ( (4 - fFXAE) 7RI - 1
WA -3 - 01 - (g -1-%&)-1,2-2Z=8&) - 1H - 7%
( 34 100 ) ( 0.203g, 0.493mmol ) (EA 2.0ml LK & x5, WA
SAt424s ( 3.0ml, 1.OM 5w Skhisia) . RERAW ALY 4/
. RE#AEREEEHERIR,

B RAmAEER, mA 0ml 1:1wakH @ FEER HEX
44 ¥ m Sml 4852 Rochelle's #iE#k. B /&KX EA.

5% 8 W 4 = 5.7 B A4e e Rochelle's 3% & 2 17 4 8. A HLE R KAe
fate A Kk, AHER L KREBEA TR, REXLEN.

Mk EHER EESL, 120.1112g ( 569 %) .

NMR 5 FHA 64 A7 B AL A4 0 S5 M AR AT
FDMS 398(M+)

LE 2 H Cp3HarCIN O,

4 C,69.25; H,6.82; N, 7.02
wa44: C,69.51; H, 6.86; N, 6.81.

%G
2-((4-KZ8L)FHA) -1 -FE-3-(1-£K-2- (4
- Waegez - 1 - &) ZA) - 1H -9 (£#EF48) 2 - 0 (4
S REERA)FE) -1 -PHE-3-(2- (4-FHRKER-1-%)
LAY - 1H - 5% ( &4 33 ) ¢4 &
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HO
\ )
~ Ao
CH3 Cl
Qg N x
0 LR —>- + CHs
\ 0

ERABYPTH2 - ( (4 -KFER) PR -1 -FH-3 -
(1 - (s - 1-%4)- 1,2 -2=8%) - 1H - "< ( £54 100 )
(10.305g, 0.824mmol ) EABERBA Y. HRELMAME - 0 £k
%44 ( 4.12ml  1.0M #kied THF &3k, 4.12mmol ) , RA#WHIEX
430 04, REEEERZERE., RERSHEEEH 1), REA
AR A K,

BREREHFTMLE, BRERFRNLL, REMRARALIR,
B EHRamE 10 % KBM — R FTRZA 58, KEAZKFRER?2
KAk, AFAUENE, AAKEREBHATER BRERELEAN. HHFH~
MERBEEEEL, 382 - 0 (4-REEL) FA) -1 -74
-3 - 02- (4-Ffkmez-1-A)ZHEI- 1H - 5=, 433 ),
NMR 5 FUAA 4 47 AR /= 4 64 45 M) 48 4F.

FDMS 396(M+)

30 ¢ 7'[,7%57\7}5' C,4H,9CIN,O :

HRAE ¢, 72.62; H, 7.36; N, 7.06.
FM{a: C,72.40;H, 7.35; N, 7.25.
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- (4-RERAE)FA) -1 -FA-3-C01-£%5-2-04

_ e - 1 - &) LAY - 1H - ik (REH48)

NMR 5 43 69 4 M AL A4 o S A A 4

FDMS 412(M+)

7t & 45 #1 CaaHaeCIN, Oz

M#{E: C,69.80;H,7.08; N, 6.78.

5 M 4R : C, 70.02; H, 7.13; N, 7.00.
2—[(;4—:%3@%)@&1—1—Wg43-(1—%%—

2—EN—W£—N-(1—?%%%~4—£)££JC£J—HI

—m%(iﬁws4)kz—t(14—;%£i£)w£1—1—@g

—3~E2—EN—W§—N'(1—W§%ﬁf4—ijﬁ£]a%]

- 1H - %= ( 5E364] 38 )

HsC
e
N—CHs
HiC
Cl
— SR
|
N—CHs CHj y
0 % A C
° a - ¥
| Ay
Hj
{
CH al HO, _CNCH3
cl
Y o
!
CHs cl

Ei%ﬁ#?%z—t(14—;i£i£)wgl—1—@%—3
—tz—EN~@£—N—(1—?%%%—4—§)igj—hz—
LL%%J—1H—M%(QB@gO&Mmd)ﬁAﬂ&%ﬁ,%B%
ﬁ@&%ﬁﬁk%%?J%%WA%%—wiﬁ%%%%(4HMJOM
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ey Svkvhisk, 4.11lmmol ), BEkis, REEEERIZR B
2. RERAHMBEHRY 1D, £EMA033Iml 1:1wWR*%kH : F
Bk, mEBAM ( 1.74ml SONER) , RbMmk el Al A,
KERWE X HER2 RAL, SFANE, RAtaff K2 K,
AR TR, REEXEAN. PAGEHRREGEELL. 55
2-((2,4-—8F84A) FH) -1 -FX-3-(0(2-(N-VF
E-N- (1 -Fheger- 4 -%) £3K) 2X) - 1H - 932 ( 3

5} 38 ) .
NMR ( CDCl; ) b Fi#5 &4 47 AL 54 64 4 #3 48 4F.
FDMS 459(M+)

TLE 4 CsHy ChN;O
B#{E: C 6521 H,6.79;N,9.13.
Sa{4: C,65.07;H,6.85 N,9.06.
22 -0 (2,4 -—REEA)FA) -1 -FH-3-(1-%%k-2
- IN-WHE-N- (1 -Fh%E-4-%) &£ 2X) - IH-
ek ((EsEH] 54 )
NMR ( CDCl; ) 5 TR a5 472164 69 LS AR 45
FDMS 475(M+)
TLFE 4 #r CasH3 i CLhN3 Oy
H#1E: C,63.02; H, 655 N, 882
S l{4: C,63.43;H, 688 N,892

2- [ (4-FFXEX)FHE) -1 -FH-3-(2-0(3-=
WERAAHL) BA) A - H -7k (F#430) A2 - 0 (4-
FEEL) FAY -1 -FHA-3-(003- (ZFRRL) AEAL)]
#EY WA - 1H -3 (£kEH76) 94 &

52



10

15

20

25

30

N(CHs)o

H
N
0
\ 0
N(CH3) \Q
!
H CH
N 3 Cl
0 L)z N +
I
CHs Cl Iﬁf

\

AP
]

Eﬁ%%#?&ﬂ&%ﬁ%z—E(4—%$i£)?£3—1—
wg—3—[2—t3-<;Wﬁ£)ﬁigl—hz—a;ﬁgj—
1H - %% ( 0.529g, 1.24mmol ) % m#ix - v f&ok#h ( 7.42ml, 1.0M
THF 5%, 7.42mmol ) . A B %AW EEHEH KLY 1 I H. M EEE
WIR GAL, Al WAk o FERERAERN.

%%ﬁﬂ,ﬁ%%%%lﬂ%(%ﬂ)\&&%(26%J4nmmﬂ)
#ﬁ%%(l%gﬁ&Mmﬂ)%%%%¢o&ﬂ%%%ﬁﬂ@ﬁ,%
REFEEARELIR,

&ﬁﬁ@%éL%?ﬁﬁﬂO%mﬁiﬁﬁﬁzm%meﬁém;%
WakER 2 K. AFANE, EAKREA TR, RERXEN. H
el o B R &k s,

ﬁZ—E(4—%Xi£)W£J—1—W%—3—E2—E(3
_—waARA) £A) L&) - IH - (K& 30 ), NMR
( CDCly ) 5 FH 6947 A-4 o4 M ARA .

FDMS 399(M+)
7% 441 Ca3H30CIN;O

#RAE: C,69.07;H,756;N,10.51.
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sa4: C, 6923 H, 7.79; N, 10.52. |
2-((4-R¥EEXA)FR) -1 -FE-3-0003- (=¥

SR ELAAIE A IFAI- 1H - 3=k E£4#4 76 ), NMR ( CDCl; )

5 AR e AR AR AL A4 G L5 M AR AF.

FDMS-413(M+)

TLE M Cp3HpsCIN3 O,

B#AL: ¢ 66.74; H, 6.82; N, 10.15.

S M4 C,66.89; H, 6.96; N, 10.11.

3-38-2-C(4-KEXEA) FA) -1 - Fh- IH-35Re%5&

5 1L N Br
< z 0 j \ O\Q
OCI éH3 Cl

!
CHs3

EEARPTARARMTE?2 - ( (4 - FFKEK) 74 - 1
- @4 - 1H - "< ( 5.0g, 18.40mmol ) & T 46ml w3 Kok wh. FEILIER
N - 84K T 8L (3.28g 184mmol, #HEL L) 5 46ml W&
ok b o)k, B RAMAEARDS LR KL 35 D, REWRLREH
MY 500ml A A 5.0g BLBk4h 6 K P,

KERZRFIRER2 K, SHAWE, £ABPEERIMNERL,
E Rt dkik., AWERLKABRA TR, BEKEEAN.

AR LB ELES. 5 536g (1831 %) . 1734
M R 5 TR 6 AR AR St 6 4 R AR AT

2-((4-FEERA)FRA) -1 -FH-3-[2- (1-=XV¥
FEoreg - 4 - %) THRIEA]- IH -3k 4 &

Br
o, ARG

CHj

Y
—
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EEARYT, ARAREMTHS - -2 - 0 (4 - RFREL)
W) - 1 - F4- 1H - %< ( 0.500g, 1.426mmol ) % T 3.0ml v 5,
k. RAEBAAETFA/GRSY, EiZEEaTmRTRE ( 1.68m]
2.85mmol )#= Weinreb Bt#:, N - ¥4 - N-F&&L-(2- (1-=
xwmakokez - 4 - A) LA TEA ( 0.631g 1.426mmol ) #95i&.
5 6) A AT A/ RS LR XY 30 24, REETE/FALEHR
B30 504, AEEEERITR MEAL.

BB AR B A R AR Y. KERZRAFTRER 2 L L
KA TR, REAFEN. REGFRAZWAERA ¢igsiL, RE T
B LB E LR, 1RGO RIELFR RS H Y AR,

Y- (4 -FEFL) FHRY -1 -FH-3-[[2- (k-4
-4 ZABA]- 1H - ke H & (b 67)

o) N-Tr 0 NH

\ - \

OO AR 3P 0@
CHs Cl CHs ~a1

EEARPT, H2 - (4 -fKEEL) FA) -1 -F5-3
S[2 - (1- =% kot - 4 - £OTKIEA] - TH - w%k (02723,
0.417mmol A A 2. Iml —f FrP. 2k FmFER ( 0.079ml, 0.096g,
2.084mmol ), RAME BRI K 2.5 0K, A EHERNEEEFRIKR.

B R RS R T A 1.ON AL Z 8 o B, KER=R TR
EBOR, SFANE, RAKREM TR BEREEAN, FRHLEOT
A= |
NMR 5 48 o A AL A4 6 S5 M AR AT
FDMS 411(M+)

L E 5 M CasHyrCIN, O, !

##AE: ¢ 70.15: H, 6.62; N, 6.82.
LM {E: C,69.87;H,6.54;N,6.79.
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# %l

0
Br OH
il Rans!
t
(I3H3 \©\Cl CHs Cl

EEARPTH2 - ( (4-8fEER) FA) -1 -F%-3 -
# A - 1H - %< ( 0.500g, 1.426mmol ) % F 14.3ml £ K w & rk%h F.
REABZBETFAKAHEASF., s PEMRTEAE (1.72ml, 1.7M &
BILE®R, 2.92mmol ), FR RS T F A/ ARG ERFERY 155
B, ERERSWPEKEY 10 s4F R iL8, R ERSHHHRF 10 o
¥, RESBHETE/ T ALY, BEREREGHTERY 10 4=
A AL,

B EMRbmitintE TR, KEME 100ml T K% 50g F k& 1.0N
HEd. BHGRAOMBEIEKRY 30 540, iTRKERIKR, BEGEHA
Z R FRAT R,

F¥: 037g (82 %)

LE 454 C17H14CINO; :

A C,64.67;H,447, N, 4.44.

sm{g: C,64.84;H,4.60; N, 4.54.

2- (L (4-FX8HE) FA) -1 -FHL-3-[[N,N-R(3-=
FTRARE) AAIEA]- H - 3R & (K8 58)

N(CH3)2
0
OH N~ N(CHa,
‘ RP!
N CHs; -
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ERAHEPTH2 - C(4-KFEEKE) PR -1 -FH-3 -
#A - 1H - %= ( 0.100g, 0.317mmol ) /&£ 32ml N, N - —F X
BT, EZERPMN N -R (3 -Z—FRERL) & ( 0.074m],
0.0623g,0.332mmol ), 1 - (3 - —FEEAAEL) - 3 - LAHE -2k
#a3 (0.091g, 0475mmol ) Fe B X F 5+ == ( 0.0642g, 0.475mmol ) .
B3 6 Rbhmik 6 BF, RETBRBEFIR. REBRNEEEEK
ho

B REHE_RTIRAKZE 5B, KEAZKFTRFER 2 K,
SFANE, ARBEBATER. REXRXEN. PHYHBAAEQE
i diAl,

NMR 5 T 69 A7 R AL 640 64 LS HIAR A

FDMS 483(M-1)

FABMS 485(M+1)

7LE 5 Hr Ca7H37CINO,

E A8 ¢ 66.86; H,7.69; N, 11.55.

EMAE: C,66.91; H, 7.54; N, 11.69.

2- ((4-FF84A) FH) - 1-FA-3-[2-[1-3-(C1-
ZEFRRE - 3 - &) RAPRRE - 4 - K[JTEIEE]- 1H - 7%y
# & (L34 69B )

ERAKPTH2 -0 (4 - FEERLOFEI- 1 -FA-3 -[[(%
-4 -34) TA)BA]- 1H - %= ( 0.091g,0.222mmol ) . A&,
3-(1-=Z%%H%kee-3-4) &k (0110g,0.2224mmol ) , #HKE
4% ( 0.0450g, 0.3255mmol ) & l.ml £AK N, N - —F X FEAEEA 10ml
BRI T, BSmBEHLA, REMAKKP, TR EBKFAR
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PR

Kk, BEREAZRFTRT, ALKRABRA TR KREAEEMN. H
Mo B R EEmiL, F5: 0.1166g ( 673 %) .

FDMS 779(M+2) |

7 E 5 Cs1Hs6CIN;O,

##{E: C,78.69; H,7.25 N, 540.

stml{E: C,78.92;H,741;N,5.27.

2- C(4-FFEL) PR -1 -FA-3-[2-[1-[3- (%%
-3 -4) BAPRE - 4 - AN TRIBEA] - 1H - glRe R & (KRS
69C ) '

\/\/C_) 9)
\

BLAR 3P
Cl CH3

EEARYPT, ERABMFEF2 - C (4 - FEAK) TR - 1
WA -3 -[2-01 -3 - (1 -=Z(FR%kE- 3 - &) AERR
-4 - AT AEA]- IH - 7=k ( 0.1006g, 0.1292mmol ) & & 0.6ml
—R PRy, AinEA T mPE (0.0244ml, 0.0297g, 0.646mmol ) . #F
RS T RB AR, ALK EEERIE.

B iR R P 1LON S atmz i oic. KEA AT
IR 2k, SHANE, BAAKRBRMA TR, KREALEN. BFOAF
4 B R 26 &k AL,

NMR ( CDCls ) L5 FRHA 69 4740 = #6425 M AR AT
FDMS 536(M+1)
AE S CHanCIN3O;,:
E#AE: ¢, 71.69;H,7.90; N, 7.84.
LMAE: C,71.45;H,7.85 N, 761
# &K
2- 0 (4-REEE) FA) -1 -FX- 3 -FsA- 1H - 5%y
# & ( FEep) 236 )
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CH;

LEREARYPT, ¥ 063ml £A N, N - —F K FBLEEAN B KRR
bR BAEEKE - 20 CagshinP, KE D wHmE AR (0.187m],
0.310g, 2.02mmol ) . K E &AM AEKE EHH KL 20 54, KEM
2-L(4-E&XEH)FHI-1-94- 1H - %= ( 0.50g, 1.84mmol )
E34ml N, N - — PR FEBEGER. FHORSHEZREFKRY 0
Skt R RAMERSERKESS CHEZBETRERY 1 D,
BR R RAMAETHR, REMBKRT. MAAAH ( 10ml, 5.0N E&)
Fh# A, RERAWA, TEKE K.

NMR ( CDCl; ) bR # 6945281 A-4 o 4 My AR 4.

FDMS 299(M+)

7,4 2 C17H14CINO; :

B4E:  C,68.12;H,4.71; N, 4.67.

Lm4g: C,67.90; H, 4.66; N, 4.76.

2- 0 (2, 4-—fEEE) FHA) -1 -wH-3-01-54%&-2
- (WEHZEL) TR - 1H -3k H & ( £EH]55)

O, 5 _CHj3
0 HO,
H . \
\ 0] O\@
1
I
CHj \©\ c1 CH; cl

LEEAFEY TH 6.7ml LKW E kv EAN R RBEM. EHMF m=FF
BB ( 0.196ml, 0.1417¢g, 1.401mmol ) , BB & B#HNKE, HiLRAEH
bl mET A4 (088ml, 1.6M T &R, 1.40lmmol ), AA
RAOMERBTRIERY 1S 54, RERGHETFA/ARET, o
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ANTEFE, FEFAARSFHRE S 24, FERARETEE 7.0ml
wEEwm T, FHGERMIREMT, RLREWET A/ ARG LA
B, KEREKRSERIEKRY 0 54, AR REWMANRME
% ( 32g 5 100ml kEAR) F. KEAZKFTRER, SHANE,
AAFEES TR, RERAEERN., REGREZHERZEEELL.
NMR ( CDCls ) b #8649 472810440 ¢4 45 My AR AT
IR 5 FA 6h AR ML A4l 09 L2 M AR A .
FDMS 373(M+)
70 5 M CaoHaoCINOy :
H#{E: C,64.26; H, 5.39N,3.75
g"‘.m\]@_; C, 64.55; H, 5.23; N, 3.79.
3-02-C(4-KEAEL) A -1 -FA- 1H-%-3-%)}
A-2 - HBROH &
0
HO, ) O/CH3 _ /¢
\ i \

RO RD!
) {
CHj l CHj; Cl

ERABRPTH?2 - (2,4 - —fFKXEHA)FAI -1 -F%-3
01 -fA- 2 - (PAREA) LAY - IH - EReGHE (FkY
55 ) ( 0.149g, 0.398mmol ) #= 6.11ml &K v9 £ =k v 2] B KL T .
iEEk T 1.22ml 20N £ A% R, FRNRSHERIEH KRS
2. BEREEN, REHE_RKTRAKZESER. KERAZRT
WER 2 R, AAANE, REAKKBATR KREREEN. R
FREA M R LB AR R,

SRR 5 TR AL S M g LA AR AT

2 - C(4-F¥&%E) P4 -1 -Fxk-3-(02-[4- (=

WEL) ke - 1 - £) BAITHA]- H - #lRa4 & (5LHEH 44)
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Q Q
OH N<:3>—Nﬂﬂhb
\ \

Ro! !
CHj; Cl CHj Cl

ARAREP THE_FEARTEAN 3.0ml —KPRP. FZERT
Mm3-2-C(4-KFRA) PRI -1 -FX- IH-%%-3 -
)Y/ - 2 - %8 ( 0.050g 0.146mmol ) A= 1 - (3 - ZFRARL)
-3 - ZAB-TrEEEE ( 0.0356g 0278mmol ) . RAW TR
iR,

BB RSMEIEREMERF ZRATIRERZE 458, REA
10N S8 fLsmit, AR FRER2 K. SFANE A LONEH
, KERAMRARKE AKREBRHTR REAZEMN. BENE
# B R 1R A 6k AL,

NMR ( CDCl; ) 5 i e 478 1 o-4h &9 L5 AR 45
5149t i # for CosH30CIN3Oy

Mib{E: 452.2105

Sm4E: 452.2099

Fi&k L
2-((4-EXBA)FHAY)-1-WE-3-(2- (FAEK) L
A) - 1H - 3% ay4 &

\ &R \

0 0
e '
CHj Cl CHj3 Cl

W RS T A 10 % Fhde/a (1 0.150g ). 20ml N,N - =F
AWEBpEA2 - ( (4-KEEL)FRA) -1 -FH-3-02- (¥
FEA) LHA) - 1H - 3% ( 1.44g, 422mmol ) . AAEBELK
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THE 2 WG, RARsHi@id CELITE™E, KBEKPZR T

Z o, KERZKFRER 2 K. AFANE,

Kk, afgih

Kk, RKARBRMATFR. REERLEN. BE0GFHRRE£LL.

3o 0 (4- SERE) TR - 1 - FA
XA aH &

\ i \

0
N T:j\ .
CH 3 C] CH

- 1H - %%~ 3 -

OH

T
3 Cl

ARARYPT, EERREMAPH2 - ( (4 - FELL) TR - 1
WA 3 -2 - (FAZEE) A - 1H -#8% (0275,
0.771mmol ) ZEA 8ml K S kv . FZER T 40ml 20N KA
WAEE R, RERSH TR TR. Rt EEEERKT,

BEAFERN, REWE_RK TP S wFRBRZE R, KEA

SETREER 2 K. AKAME, RAARREKE,
BERFEN, BMEGREES. FF 02984
2 - 0 (4-RERL) FHA) -1 -F4-3

F K BB AN TR
(>99 % ) ,
- (2-[4- (=

WEA) kR - 1 - A BAITHA]- IH - B HlE (EEH 43)

\

CH3 CH3

c>
CH3

ERABRPTHII-2- 0 (4-KEEA) FHI - 1 - F&-
1H - wgjwe - 3 - A VA& ( 0.286g, 0.832mmol ) E 4 6ml XK vI Sk
d iR m ], 1 - Eookek ( 0.141g,0.874mmol ) , RAMER

BAKY 2 . RERAMIAER K EEEIRIE,
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65°C, FAE65 CHRIRIS AT AEER BRAM P m_FREA%RE (0.11g,
0.874mmol ) 5 K %4 3.6ml w S kheyiak. HREHWHEH TR,

B R RAMmik £ 60 C, H4£ 60 CHBLL 004, REAXE
H, REHE_RFTRAKZ /R, KERFA-—KFRER, &4F
ME, A% 2 k., safef Kk, RKABRMATR. REZZEAN.
A M R &k /Sl
NMR ( CDCl; ) 5 T3 64 AL G- o My AR 4F
IR 5 48 &9 4 BRAL B4 69 S M1 AR AF .

FDMS 453(M+)

TLE 4 CaeH32CIN3O;

48 C,68.78 H,7.10; N, 9.26.

sl {4: C,68.74; H, 7.04; N, 9.38.

*= M
2-((4-8%X8A) ¥H) -1 -¥4-3-03-04- (NN
- —waA) k- 1 -£) ®A) - IH - wRegFlE ( Lk 41)

CH3 ' ,CH3
C> O
CH3 CH;
\

O
CHs Cl

ERABRYPT, ¥2 - 0 (4-RFKEX) 7X) -1 -FH- 3
-2 -4 - (=FHL) %w- 1 - K ZKX]TE]- IH -¥4%
( 0.194g,0.428mmol ) EAE EBEM. RREKEST, WMATF MK -
Srkwgss A (1.71ml, 1.0M #4 THF &£3%, 1.71mmol ) . R EREW
Bhoks, TEBEKXY 0 4. RutfRRAEEEERIE, ml 1
m%%%-Wﬁﬁﬁ(#omm),&%mzwﬂSUNiim%o

B RS EALR., REEAN, REHWEKP_AFTRINS
B, ﬁﬂb}z}ﬁl%#ﬁ‘ﬁﬁwﬁ, RAKRBAA TR, BREKELER.
NMR ( CDCls3) 5 #6947ty LM AR 4T,
IR 5 T8 &4 A7 AL A4 o4 5 My AR 4T
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FDMS 440(M+1)
7,4 4 # CaH3CIN;O :
##A4: C,70.97:H,17.79; N, 9.55.
L@ {a: C,70.73;H, 7.65; N, 9.44.
FiE N
2 - (4-FEEA)FAI-1-FH-3-03-(RE-3-%K)
BRI - 1H -wk (£h642) F1,2 - =FHK-3- 03 - (%%
-3 -f) ®AY - 1H - 5|k (E£3k4]237) 4 &

N
H
\ RO
]
CH3 Cl
N
H P
L . :
CHs Cl \
CHs
1
CH3s

ERAEPT, 2 - (4 -FKEH) FA) -1 - F&-3
S (3 -(wker- 3 - £)®ELI- 1H - 7% ( 0.0737g,0.1793mmol )
EA 18ml —EAKP, mAFMK - —FHEL S ( 0.108ml,
1.07mmol ) . RAWTEBHIR. REHABAEEEERIR. M1
v Sookwd o ARRASEAM ( 03ml ) & 15ml S.ON SAAMM. KRS
My £ 85 CH 85 CHREBIR, REHiRIAE25T,

BEEFEAN, REWE—LTRA 1LON LRLAZE 5B, A
ERtafef ik, RKABH TR REZZEM. B AE G A7
BAGEs, BRGIMRESRMAGRELESHY Stk (LB
&4 L] 42 F2 237 ) .
24 - 8- 1 -THRAEXRAHE
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Cl

ERAKRYP T, £ S00ml B ABEKFH 2,4 - —&#%X ( 3ml,
22 1mmol ). = ZBe ( 6.16ml, 44 2mmol )f=( = F i sk )T ( 3.21ml,
22.1mmol ) 5 Z A ( 6.16ml, 44 2mmol ) &4, £R4H Pl 10 54 K
A, RS EmEAR (ZEAM) 42 (1) ( 775mg, 1.10mmol )
Fos L B & ( 105mg, 0.552mmol ) , RAMEA 4 1. Ru#ER#
E&#ERIE, RERAGMAEFFERE, AKX FEEK~Y.
HEGWAENTE ( S0ml ) F=vg Sk ( 150ml ), A E KA ER AP
( 30.54g, 0.221mol ) . BAWARBEB AR 19 8. RE#tRR %
Btz BRERbmh M EBFPLBRLEZESE. KERAL
BRLESRER 2 K, AFANE, REKRRBRA TR, BEKKZEM,
13 2.6g BAiF e AR AL =,
NMR L5 FR48 64 A7 AR AL A4 6 46 M AR A
2,4 -Z&-1- (2-322%-1-X) X941 &

Br

/

Cl

Cl

EEAEY T, £ 100ml B AR T HFMEE Exhgsem (( IM
49 Sk sk, 4.8ml 4.82mmol ) A £ 0C. HELEHTEM2 -
WEH- 2 - % ( 1.02ml, 9.65mmol ) , BAWERAREFKRE,
HEFEBETHE 1 I, RERAMASFTASBK ( Sml ) . @
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Skl ( Sml ) . £4L4R ( 2.15g, 9.65mmol ) A= ZE4R ( 3.85g,
19.3mmol ) ##, 3£k ( 86ul,4.82mol ) . FE| ehiREM THRE
BRI 6 K. ASBEAEEEHERE LERAYAEAE BN
B, RALEMER2K, SAENE ARKARA TR KREELEMN.
%G ERRME L., FE: 426mg.

NMR 5 48 &4 45 AL A4 0 25 #) AR 4%

4 -5k -N-FARAEATERAOHE

/\/\/N CHs
CH;

44 - A THE ( 2.0mg 22.4mmol )5 110ml = K LIy &R F m
HE ( 3.3ml 44.8mmol ). L& ( 5 %¥) P LBALMEAH ( 119,
56.09mmol ) . EIE kM RAMAEIERE THIEKRLY 18 8. At
BB SRR B, mEAEAH ( IM) A pH X% 10. KEA
rREACRTR (1:3) RoMER, SFRIE RARBMT
BB iR, k4. A KR sk B R LA, BB Lag AR,
BiE, M3 19X TEBERKE, TAEKFH.

N- (BRTEEZEL) -4-%5- N-FaATEAHE

IISOC

/\/\/N CH3
HO Y
CHj3

4- %Kk -N-FAETHK (3.0g228mmol )5 =& <3% : K& IN
S84 ( 91ml: 28ml:28ml ) &AM B A ERS = (RT AKX
A) 2B ( 498g 22.8mmol ) F . &k e R AW S AN -8
REAMA A TRER, ATk LR RE. REGRETS
B & RGRAR G AL, 1226g (49 %) REBRA.

2 -f- 5 - RETEGHE
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Cl

AE—F &K ( 5.79ml, 41.3mmol ) 5 Sml w Sokvh FiRAH &5t
BHELLE, BRAmAE-18C, AETAELEHRFREELTLEL
d 64 C., BiEmPtI 45 5405, ARG Ak ( 70ml ), KB
4 - S5% (40ml37.6mmol ). 45 94bE, HMNN - —Fi
WL, RO AR 10 54, XEACLE (6ml) KiERE, &
Ak (100ml ) . HARAWIESE SRRBF T, ARKTREFR2 K,
SHHHE, RAREATR TE. REREEN. REHRAS
AR 63k AL, 1%4.00g G EEK, mpdl - 43T,
2-RA-5 - FAFRASHE

OH

CHs

2 -F -5 - FAETE (1.80g 123mmol )5 3: 1 wHa*%H : ¥
B (4t 82ml ) #9:5% T 0 CHEMEAMS ( 0.93g, 24.6mmol ) KR, A
BRAMEEAERERE, HEAY 3 I, AKLLRE, #AS
B, A_RPRER, AAERALKRBE TR TR RERS.
EBWERSRERMEEEL, F13g (76 %) FEGERTH,
2-f- 5 - AFHaHE |
F

OH

Cl
67



BEBREGHE2 -f- 5 - FTAFTHATEHMEFE K XL
REBR2-F-5 - REFTEBARE2 - A -5 - PEAETE,
FE: 2.16g (86 %), HEFFTdwKRY.
2-f -5 -REFTHHE

F

Br

Cl

2 - f- 5 - £AF (1.282,797mmol ) 5 & ( 26ml ) #5i5%5
Z % &M ( 272g, 1036mmol ) K &, 4 &g ( 344g,
10.36mmol ) . 25|69 &5k 3.5 b, SR, BB, BRRE,
Bit AR A R ASRE. RGWARMEELL, F20g4574
b, Hikedd,
4- (2 -RFEHL) - N- (RTEEL) - N - (FaAX) TEY
] &

BoC
F

|
@MY
CH,

N - (®RTA&HER) - 4 ~£X- N -FREATHE ( 539mg,
2.33mmol ) 5w & skwh ( 11ml ) #%& T - 40 CARTES ( IM#
WSk sk, 2.54ml 2.54mmol ) . 40 p4FE, BiFRAE- 18T,
A2 - f8F ( 400mg,. 2.12mmol ) 5wy kv ( 4ml ) &5 A,
BRI E2EiE, BEKY S M. RERSHA KT H
%, B IM BBk, RAeftEKk. AHERLKRBRA TR i
. REE. AR R RAR G E AL, 13 555mg (77 % ) ARA T R,
K F .
4-(2-f-5-&F&AL) - N- (RTAFEAL) - N- (GFAX)
T Rt H1 &
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BoC

CH,

Cl

BRWEHNE4 - (2 - RFRAL) - N- (RTEREL) - N -
(FRt) THROF EHNEFATER REXEEANFER2 -A- 5
- FOBFARE2 - REF.

F2: 237mg (35 %) .
4 - (2-RAFEL) -N- (FaRL) TRAHE

F H
/\/\/N CH
0 \|/ 3
CH,

4 - (2-RFEHL) -N- (RTEAEX) - N- (FAX) T
B R AR AR ABARY, HERFGTRK 4 - (2 - AFEE)
-N- (RTAZERA) - N- (FAL) TERE-ATFTRPP=ZRTEY
4.1 RAMRA, REHRAENHEEERIE,
4 - (5-R-2-RAF&E&X) - N- (FaAX) TEOH&

O/\/\/NYCHg
CH,4

Cl

BEBEGHE4 - (2 -RFEL) -N- (RTAHKE) - N -
(FEAL) THEAFTEHNEREGPRR RZXZEAEFERL - (5
-R-2-RAFEL) -N- (RTEAEAE) - N - (A2 TEK
B4- (2-RFER) -N- (®RTEEX) - N- (FAL) Tk
Fg: 138mg (98 % ) .
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3-(5-8-2-RFAHL) -1-01- (®TEERL) 7T~ 2
- X)) ARAGH &

Br

3- 01 -(RTEBEL)%R"® - 2 - %) KA ( 800mg, 3.29mmol )
EAWEkwh ( 17ml ), A F- 40°C, ARTE4SA ( IMhEAxkH
%k, 3.62ml, 3.62mmol ) &, FH ARG T - 40 CHRHEKY 35
Sk, KEAE- T8 C., REAZRSW PR S - £- 2 - fEF
( 881mg, 3.29mmol ) 5w &k ( Sml ) #Ek. FEGFER LR
AMERBABREOC, AREXY 4D, BLERAYAZRKTRHE,
A IM %8 EaERE RAiafg Kk, AILERRKERERM TR,
ik, RERYSE. bk A FHokiaE g, 535 707mg ( 50 %)
AR, AFTEKRY.

7 4 # CaoHpoBrFNO; :
H#{A: C,55.82:H,6.79; N, 3.25.
s44: C,55.54; H,6.88; N,3.34.

3-(5-2-2-fF8L)-1-(%ee-2-%)AKNHE

H
N
O/\/ﬂ’\1/\j

B3-(5-8-2-AF8L) -1-01- (RTAEE) %
-2 - %) &K (590mg, 1.37mmol ) EF—KFK ( 1lml ) , X
0C, A3m ZRAZELE., RERAHT 0 CHIE2 54, REftE
FIEBE, BRI, RARAWA—RKRTREHE, Ao ER
SAERAEK., A IN RE/AAPH 2X4 10, KEAZRKTREFE
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B, &FAIE, RAKREBRATHR L& RE. FF 420mg ( 93
%) . FEIE TR R 24 TRRA.
2-RA- S5 - BRETHHE

Br

Br

2 -f-5-82%8 (200g 97.5mmol ) 5 & ( 325ml ) &%
B=Z%AB ( 333g 127mmol ) &8, EFmwigisk ( 42.1g,
127mmol ) , BRAMAFREBETRFEKRY 4 o, BRERE, AL
H, WA B R A& (150 °C, SmmHg ( A/&E) ) 4k,
F2 2436g (193 %), AdEAKEEEK,

4 - (2-R-5-BFEA) T-2 - KhBEaH&

O/\/\/ OH

Br

2 - F.- 5 -88F (156g 58.1mmol ) 5 N, N - —F R PELAE
(290ml ) % 1,4 - —£% - 2 - TH ( 20.0g, 232mmol ) F= AL
( 15.6g,60 % #4%5 %, S8.1mmol ) F, Mmut 35 54r. FRGREME
BB ERFE A4S I, B EA 100ml 1:1:14afegfK @ K IMEK
BATRAERAEKR., KEAZ_KFTREFR (3 x 300ml ) . BHFaicA
EBERE g, 13890g (56 %) .

4- (2-R-5-E&F8RX) TEHAOHE
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Br

1,4 - —£ATE ( 40ml, 45.13mmol ) 5 N, N - —F 1 P&
( 62ml ) #9404 ( 1.98g, 60 % #95%, 49.63mmol ) 422,
FAERERERIE KLY S0 24, FHAREGMWAZE0C, FA2 - K-
5 - 388 (3.0g 11.28mmol ) &%, RERSWERKBETRH 4
D, RERAKREK., KEAZRKFREFR, &FAMNE RAKRBM
T, BREALER. MAEGFETRARRGRAME LWL T T
182 ( 58 %), AFZehHRMY,
Amax = 271nm .
TE 4 C1HuBrFO,:
FwAE: C,47.67;H,5.09; Br, 28.83.
5| 44 : C, 47.37; H, 5.15; Br, 28.55.
N- (RTEEL) - 4- (2-R-5-2F8%) - 3,3 9K
TR H &

F
N
H3C /CH 3
Br

WMEHET4- (RTABEAERE) - 2,2 -—FAT-1-8 (15g,
6.90mmol ) 5w Sk ( 49ml ) 95k E - 45 CTARTEY ( IM
#yv Sk whaEk, 7.59ml, 7.59mmol ) &, AR A B FAE - 45 CHt
HI094, REAZ - 78C, A2 - & -5 - :£:£¥F (185 6.90mmol )
W Bkl a IR, BN EERAOWERITBERERE, REX
418 i, ERHRERAMA—RKFTRAHE, REA IMERFER
. AHERRKABRATFR TE KRERLEN. ZEGHAEANE
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B HRBARAE LA, 5 1.45g (52 %) AR T EMR, AR EHKRY.
N- (RTEZBHE) -4- (2-H-5-2¥F8%) -2,2-=
TR T R &

HsC Hs

F Cq &
0 ~BoC

Br

BRET, 4 - (RTAZAEL)- 3,3 -—FAT- 1 -8 ( 1.0g,
4.60mmol ) 5w &kwh (33ml ) ¥ER T - 45SCHARTESN ( IM&
WA khiE&, 5.06ml 5.06mmol ) & ®, HFHH R ET T - 45 Ci
Pk 30 o4, REAE- T8 CHA2 -A- 5 -8:8F ( 1.23g,
4.60mmol ) ¥ Rk HEARLE, FANEERGWEREIFRE O T,
RIFEXLG 40, EROR LRSS A K FHK ( 100ml ) ##%, A IM
KBTI, AALER A KB TIR, S8 KREAXEMN. KEHA
H AR SRR G, 151382 (74 %) AP EK, AR EHK
.

2- ((BRTEAZA) ER) -5- (2-F-5-8F8%) -2
- PRI E

Br

BET, 4 - (RTABAER)-44-—9F1£T-1-8 (11l1g,
5.11mmol ) #4w & skvh ( 49ml ) ERTF - 4SCTARTES (IM&
A rkwhiER, 5.62ml, 5.62mmol ) & F, FHMHETF L - 45 CHHF
30 404, KEAZE-T78C, A2 -F -5 -8 ( 1.23g, 4.60mmol )
M AR RERLE. FHARERGHERARE 0C, HHKRY 4
B, RERAW A &%k ( 100ml ) #H£, A IM #8849 ( 20ml )
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He AMERAKARBRMATR, 28, KRERXLERN. BEDAAHE
R HrokARE gk, F1.53g (74 %) 4P IR, ALEHKY.
BRX-4- (RTEAEEZEERL) rTBIHE

N

ERAX - 4 - &AxTE ( 500g 33.0mmol ) 5 — & 5~
( 132ml ) . &K ( 41ml ) A= IN &AM ( 41ml ) B9 R F R TEH
AF ( t-butoxgcarbouyl anhydride ) ( 14.4g, 66mmol ) . &k &5 &k
HIR, REREGHAARREAAERBRILEPH30., FHGRGHA
FAFRER 2 kK, &FANE, RAAKRKRERA TR RER%E. BHEY
FATERFTI/ TR LB EL S, 565z (92 %) 4 FREj4K,
MS 216.24
L E 4 # C1HyNO;
18 (¢, 61.37;H,9.83; N, 6.50.
LM {4: C,61.16; H,9.54; N, 6.39.
BRX-{4- (TEABAEL) -1 - (2-F-5-F&84]) K

& &
F H
N\
W BoC
O Q

Br

B -{4- (TREARNL) )3T 8 ( 550mg, 2.32mmol ) 5 LK
Ak (16.6ml ) $9EEA Z - 40 C, AR TEA4 ( IM WAk
A%, 2.55ml, 2.55mmol ) 432, EReEER FRAMBIEKY 30y
A, AZ-T78C, A2 -F -5 -%E¥F ( 622mg, 2.32mmol ) &,
FEHREREGMETHREOC, REXY 2 I 6. RERSHAZ
AP RHE, RAlePEREAZRE. ANLERAKABRA TR RE
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%%%ﬂoﬁ%%m%ﬁﬁﬁ@%%wVﬁﬁmg(@%)ﬁ%%ﬁ&
da ik, A& & Rk,
7,4 ¥ CsHysBrFNO;:
Fi#{E:  C,53.74; H,6.26; N, 3.48.
sq44: C,53.87H,6.16; N, 3.11L.
3.3 -—Fh- 1 - (RTAREA) k- 2 - BAHE&

)

H,C
o N—BoC
HaCY

4 F. Scheinmann = A. V. Stachulski, Journal of Chemical Research,
1993 : 414 ( 1993 ) w#pixehF EH&EMFH FRAMK. 3 - wE-1
- (RTEAZA) sk - 2 - & ( 8.63g, 43.3mmol ) & Ak
( 48ml ) ERAZE - 78 C. %% #&M NaN[Si(CHs)l» ( 56.3ml,
56.3mmol ) X5, Bk 50 o4 AmTFi ( 8.1ml 130mmol ) &
K. RERAHERTEERERE, SEHHFKY 1 . B e
MR L8 B ( 100ml ) Fetafef HAKZK ( 40ml ) . AAER LAKRK
%%ﬁ,ﬁﬁ,ﬁ&mﬁo&%mﬁ,ﬁmmi@%%m,ﬁ&wg(%
% ) ARA PR R, A F BEAR. NMR 5 Az M4 A4 o AR AT

4 - (RTEZERL) - 2,2 - —FRATHAOHE

g

2,
Kz

H3C CH3

13—;W£—1-(&Tiﬁ£)%%%—2—m(3%g
157mmol ) 5 AKZEHERERAKRY TAMALH ( 1.7%,
47 Immol ) &3, 35| 6 RAM AR BREHIF KL 24 AN ok
ﬁﬂﬁ%é%&%,&ﬂ%%%&ﬁﬁﬁoﬁ%%ﬁk&&&%,ﬂﬁ
&i%%ﬁ%o%Eﬂc&aﬁ&ﬁﬁ;&oﬁﬂﬁﬂﬁ*»&%%ﬁ,
&&ﬂﬁoﬁ%%ﬁmé%%m,ﬁang(%%)ﬁﬁémw,%%
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Eegwk4s. mp75.5 - 76.57C,
4- (2-F-5-&Fa%) -1 -FAETHA-2-keH&E

F

o~~~ OCH:

Br

4 - (2 -F- 5 -E¥FAEA) -T- 2 - R¥EH (107
3.92mmol )5 w9 &7k ( 26ml ek A4 £ - 40°C, AR TAE4F (431ml,
IM w9 Sk vhisik, 4.31mmol )&, 53| 6hBAR &R B 30 547,
AFE - 78°C, MK ( 0.49ml, 7.84mmol ) &2, REHREOT,
B 15 D, BB IRAE S R T IR Aot fo B B S AN KIS R Z IR 4 BL.
HWER RAKRBEA TR, BEREXEA. A H e AR P AR B & K
e An G, i Ak, 73 790mg ( 70 % ) ARA PR, AFTEKRD,
BX4 - (2 -f-5-BFEE) -T- 2 LkaHE

F

O/\/\/Br

Br

4- (2-f-5-BF8A) - T -2 %8B (89g 32.6mmol )
52,8 ( 109ml ) &k A =% A ( 11.1g, 42.4mmol ) Fovg ;&1L AR
( 14.1g, 42.4mmol ) X, EReGERAFFIBET I K2 14 8.
EERE, BRR%. BAYREFRAARXE#ELL FE 9838
(90 %), HFEZHRY.

7,4 4 # f« NMR 5 B 69 47 24540 6 AR AT

N-Wgk-4- (2-F-5-8F8%) T-2-nEaHHE
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AL (89ml, 2M #yw A kvwhizik, 178mmol ) AmE] e
4- (2-f-5-2F8%)T-2- % (60g, 17.8mmol ) 5w &k
wh ( 89ml ) &9k P, EiRe) BB RAMBIH KL 15 247, HEE
357 B BAH A, BUEREEAN. HBMANZRTRT, A IM &K
&W%nﬁém;i?%ﬁiﬂ2&oé%ﬁﬂ%,ﬁ#%&%%ﬁo
ﬁ&%%ﬁﬂoﬁﬂ%ﬁkﬁmﬂﬂé%%%,ﬁ4%g(%%)ﬁ%
*M%,%%@ﬁﬁﬁaNMRE%%%%%%%%%%%&%O

N-%f-4- (2-F-5-2FaR8) T2 kEas&

F
O/\%\/ II:II\/Q

Br

%% g (0.98ml, 8.93mmol ) HE&RAMERAR 4 - (2-f-5-i&
*&4) T- 2 - # (300mg, 0.893mmol ) L&kl ((45ml) 69%
o E ko BB R A B K #9 20 A EY, B 6,6 £ 90 et B
BEREERN, REWEAKATFTR, A IM HEAF k. KERAZRAT
¥ (2 x 15ml ) RER, SFANE, RAKREM TR BRI F A
125 6k A IR X &g 4, #F 200mg ( 62 % ) ARAL TP 1A} 4R,

N—%%£—4—(2—%—5—&%%&)T—2—&%%%%
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Br

%ﬁﬁ%ﬁ(o%mgmmM)mﬂ&ﬁ4—(2-@—5—&%
f4) T - 2 - % ( 97mg, 0.29mmol ) Evg fkvh ( 1.4ml ) 695 F.
ﬁ&%&ﬁﬁ%%ﬁ#k%wdﬁxﬁﬁé%i%%ﬁﬁﬁ%&J%E
%%ﬁmoﬁ%%ﬁkziﬁﬁ”mIM&&#%oﬁém;%W%(z
xﬁm)aiﬁoé%%ﬁﬂé,ﬁ%%&%%ﬁoﬁﬁaﬁﬂeﬁﬂ
%M%%mmﬁé%ﬁ%m,ﬁ7%g(86%)ﬁ%¢mw,NMR5
TR 64 AR AL S 8 AR A
N-Bk-4- (2-F-5-8FaA) T-2 - REOHE

O/\%\/N\V7

mR & ( 1.10ml, 15.8mmol ) mE| R4 - (2 - -5 -8
+84£) T- 2 - #% ( 530mg, 1.58mmol ) Ew&rkeh ( 8ml ) 695R&
?oﬁ&%&ﬁ%%%ﬁ%k%mﬁﬁy&ﬁ%%%éiOC,%%0
C%4¢ﬁ,ﬁ%é%i%ﬁﬁ&%%ﬁoﬁﬁﬁé%m;%W%
( 50ml ) # £, B IM#&4 ( 10ml ) 3. A E B AR TR,
&E%%%ﬂoﬁﬂ%m%%ﬁmﬁ%ﬁ%ﬁ&ﬁé%%%,ﬁ3@mg
(73 %) WA AR, AFEHBRA.

4.5 -=48-2- (2-f-5-#FE) LhasS

F

Br
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N- (2-82%)-5-8-2- RFRFEE 956mg, 3.65mmol )
w4 = FF B R A RALEA ( 0.35ml, 4.75mmol ) w32, RERAY
RBIE B, B AL R B &k sRkIR, B ] I B, BRAHH K.
B RA A = AT RS, kA IN SEALE K. A AE R AR
BN TR, RERG E B, HEREME 80 % LHAKER ( 25ml )
b pmit F e B ERAT. 133|6hRAtn EIRRIRE T HAFRY 72 AN
HoEA 30 e, fEEa—HE L. A el 4R 2 4 B R AR &k AL,
g4 260mg, FE WK,

NN—;W£—2—ﬁ—S—&$W&&%M%

F O
CHj
I\\T/
CH3

Br

2 - f.- 5 - #ETE ( 680mg, 3.10mmol ) E-—& ¥k ( 20ml )
¢ vk A E &4 ( 0.35ml, 4.04mmol ) AE, K EmaiENN- Z—FE
W&%Oﬁﬂ%%%ﬁﬁﬁ#k%3mﬁoﬁ&%%%ﬂ,ﬁ%%ﬁA
;QW%é,m;w&(4mm&%mM)%ﬁo%ﬁﬁﬁwsmﬁoﬁ
iR A B = R P IRAER, F) 48, Ao 8% B B AR R, F 48, Fe A 3K B
FIER RAREM TR AEREER. AR B RRME
i, F%: 632mg (83 %), A& F ey bR,

1—?%&—4—(2—%—5—&%%&)T%%%%
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4- (2 -F-5-2FAL) TH ( 897mg, 3.24mmol ) 5w &k
%(nm>%£ﬁ¢£—MC,%EmaT%#(3%MJM%m%
kvl ik, 3.56mmol ) A&, ZE M RR BRI 30 54, B E
—78C,mmW%(QMMAAMMM)QEO&ﬁ%ﬁéOC,ﬁ#
15¢ﬁ°&&ﬂ%%ﬁzivﬁﬁﬁﬁﬁﬁiﬁﬁﬁﬁzm%moﬁm
éﬂi#%&%%ﬁ,ﬁ&%%ﬁmoﬂﬁﬁﬁﬁ?mwﬁm%ﬁﬁﬁ
&6 sil, 12 687Tmg ( 73 %) F R ER,

FDMS # 291.99.
B4 - (2 -R-5-EFERE) TRAHNSE

F

/\/\/Br

0

Br

4 - (2 -f-5 -#FEL) TH ( 7.03g, 263mmol ) 5 L8k
( 88ml ) ¥R M = KA ( 8.97g 342mmol ) Awigfusk ( 11.3g,
MMmM)ﬁﬁoﬁ&%&ﬂ%%%&%%ﬁ&?ﬁ#k%3o¢w
%%%%,%&mﬁo%%%ﬁﬂ#ﬂ%ﬁﬁﬂﬂﬂ%wﬁﬁ%moF
%%&wg(%%),%%%%%%%oi?%ﬁ#NMRﬁﬁ%%ﬁ
A A4 04 45 AR AT

NN—;@g—4—(2-%—5—&%%&)T%%%%
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Br

B4 - (2 -F-5-&¥Fa®‘) THE (12g 353mmol ) 5w
Skl ( 18ml ) #9i5& P m= B ( 17.6ml, 35.3mmol ) . fF2| &5k &
AR E THIEKRY 18 /06, RARSMAZATRAES, Rt
B EMERE. KEARTRERRFR, SHAANE LKRR
MFR. BRERLEMN. HAEGRE T KR A & xR AR &g s, &
g 842mg (79 %), ARFEHKM.

N-Zk-4-(2-§-5-£F8K) ThAHNE

F H
N
[:f;:]//A\\O//ﬁ\\~//ﬁ\\~// " CH,CH;,
Br

4- (2-f-5-2¥a%L) THE (500mg, 1.47mmol ) 5 AR
( 73ml ) 84355 F adesh ( 242mg, 1.6mmol ) 32, F3 64 REME
BB ETHRE. 150G, BEELR, BRRS. 5% G 4 A v Ak
wheh LBk ( 11ml, 22.0mmol ) 42, B eRAMETTEETH
HAL 17 0. AR A R R e ERIE. R RE A = AT AR,
A 25mM BEER 4% bk vk, tefe R HKIL. HHE R KRBT IR, A
EREEA. BAGEEY KRR ZOE#ELL, ¥ 33Tmg (75
%) . hEEHKM. NMR 5B sme 2Hma.

N-F@L-4- (2-R-5 - £F8E) TrOHE
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4- (2-f-5-2FaA) THE (12g3.53mmol) &g 9 A7k
wh ( 18ml ) %% A akfesh ( 484mg, 3.2mmol ) K. 125 ey RS ME
siga A TR 15 0EE, BXiks, RRRE. kG A FT K
( 3.01ml, 35.2mmol ) #v9 Rk iE R HE, B R A2 A % B &gk IR.
BE RS ARERETREKY 18 N, KERMI0 EFTFAK
W R . BRRAHA—RFEAE, A 25mM B g R, 4o
Fod Bk, HALER LAKARBEA TR BUEREEEN., BFGIFRT
B h B R AR 6 g A, FE: 517mg (46 %), H¥k & bR,

7., & 4 CiaHyBrFNO
Fib{A: C,52.84; H, 6.65 N, 4.40.
rg’:;@lﬁ; C,52.87;H,6.77; N, 4.64.

N—(ﬁTg)—4—(2—&-5—&%?%)T&%%%

F H
NN N CHs
9)
©/\ H3(3>< CHjs
Br

4- (2 -f-5-2F8a%E) THAE (400mg, 1.18mmol ) g &
kol ( 6ml ) 7k B afsn (242mg, 1.6mmol ) A&, RAYERRIER
B R, 1S EE, RE R, BRRE . KRG I AT ( 1.24ml,
11 Smmol ) &va Sk hEk L ®, R pitfEA HEGERI. FEAR
SRR ETRERY 19 D H. BERA A R T IR AR, A
Fo 2% BR B4R E R . HWE R LKA T IR, BEREEM. BEY
Vi b KA AR kAL, F 8 261mg (66 % ), A& & mRY.
NMR 8 64 47 AL A4 45 M) AR 4T
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- (o2 - 1 -£) - 4- (2-#-5-£F81) TheH&

1 /A\//\\/ii:j

Br

4-(2-F-5-2Fa%) THAE (520mg, 1.53mmol ) 5w K
wxudy ( 8ml ) #4935 Avk e ( 1.5ml, 15.3mmol ) &, B R A
k%24 . BRERAMA AT RAEE, B 48, Fa 5% B B4 K BRI,
HHER RAKREAA TR, BERKTEN. AR F R 26 &k
. =% 399mg ( 76 %) .

|- (B - 4 - %) -4 - (2-F-5-£FAE) TROHSE

4- (2 -fF-5-8FaAL) THEE (550mg, 1.62mol ) 59 £
ok oy ( 8ml ) #9357 A Dok ( 1.4ml, 16.2mmol ) &, B iR A
K25 72 B RS BRI R R TR, AR Ao BB SN 5 R R
Eﬁ%mﬁﬁmﬁﬁ%ﬁ,ﬁ&%%%ﬂoﬁﬁﬁﬁ%¢M%ﬁm&@
5iksi, =% 446mg (79 %), A F T BRS.

1 - (2 -F-5-8F8%)-3- (1 - (RTAEE) K%~
3-4) ARAHE
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Br

£ 10ml BREHR T, REABRYP T, HiEK3 - (1 - (RTEAKK)
ez - 3 - &) &% ( 180mg, 0.588mmol ) E/A£ N, N - = F R FELA
( 1.5ml ) . 2R3:BE T matitsy ( 176mg, 1.18mmol ) , #F2| 695G
Wi 10 24, RaRbdHmA 2 -f- 5 - &£F8 ( 12lmg,
0.588mmol ) &=, #AE&MHE 05ml NN - —FEAFBEF. 12
ERAM b m AL (60 %, 35mg, 0.882mmol ) , FE| 8 REW AR
BE g THE I . AEEG#ERERA R, RERESHE IM K
BMAPERA_RTRZASER. KEA—RTRAFR, &tANE,
AEKRES TR, AEAXERN. BHEGICEFE TN ERRMEE
wiie, F&: 0.115g. MS(M+)430
74 M CaoHpoBIFNO; :
Ew{d: C, 55.82;H,6.79; N, 3.26.
s 44: C,55.70; H, 6.59; N, 3.04.

1 - (2-f-5-8F8K) -3 - (%w-3-4) ARAHE
H
N
)

£ 100ml B R JEAT, $1 - (2-f-5-&F8K) -3 - (1
(BRTEAEZEE R - 3 - A)AK ( 0395g JEBAE R FK ( 42ml)
bOERAE0CE, REEREMZAZHK (08ml ). REMOC
B4 30 54, BAREIBETHE 3054, A% EEERIRA L.
B RRAmE IM B Ekf—fFRZ AR, KEAZRFRE

84
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B, AOFAME, BAEKBEMTER. B AR FEA, A 4% 6 AR AL 18
KERRARGESL, £ 210mg, ARFEBRS.
7@7?51\7})? C.st'lBrFNO .
H#{a: C,54.54;H,641; N, 4.24.
i) {4 C,54.32;H,6.41 N, 4.34.
2 - -5 - EgTHE
F

Br

Br

#£250ml B REMm Y, ERAKRY T, 2 - .- 5 - #F8E (585g,
28 Smmol ) A4 LB ( 125ml ) &, EiEk A=A ( 973,
37 immol ) Fovg:84esk ( 12.30g, 37.1mmol ) . 35| e REWETKE
BETRELY 3 N, ARG ERBALEE, LERESHEIRRE
BT ALY 19 0, RERSWTE, RAACEk. ATERAR &
E G k. ZhRpERBKE KA, B kb. BiFeal
REL AL, 13 5.8z AT K, HELAETEEL .
7% 4 #7 C7HeBroF
Mi#{E: C,31.39;H,1.88.
5 {4 : C, 31.18; H, 1.91.

NN-—F&-3- (2-%-5-#FRE) AKGHS

F

CH
O/\/\I\II/ 3
CHgs

Br

£ 10ml B By, ERABRY T, 2 - £- 5 - #£B2F (245mg,
0.914mmol ) AN, N - —FA FELEE ( 2.0ml ) . ZZER T ok
4MW(BM%09MmmlL»ﬁﬂ%ﬁ%%%%ﬁﬁ&ﬁﬁﬂo%ﬁo
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ESH—A 10ml g+, ERARYP T, #3 - (NN N-—FRE) A
& ( 0.162ml, 1.37mmol ) ZE A N, N - —F X P&chk ( 20ml ) #. EH
BEs ik P mEAALs (60 %, 62mg, 1.55mmol ) . B 30 5405, Ei%
AEHOROM T EF. RLAGER. HA—ERRERES K B
R AoWmAERERETHRE 2 I, AREEHRIFREHE. R
BAME M BBEFKERP_ATREZE SR, KEAZKFTRAF
B, AAANE, AAKRBRATR. REAZEN. HFGFEKE
FlaAnGEsit, 13 182mg ( 69 % ) #RM ¥ H#A&. NMR. IR & MS
5 T 64 A7 A F R ke A AR AT

7.4 4 # C1,HsBrFNO :

1 C,49.67;H,591 N, 4.83.

sm4g: C,49.46, H, 592 N, 4.99.

2 - (2 -f-5-BFEE) -1 -FARAZLKHGHE

F
/\/ O\
o) CH

3

Br

£ 10ml B P, ARARYPT, # 2 - FEATHE ( 0.125ml,
1.60mmol )& N, N - —F R T ( 2ml ) #. mARALH ( 60 %,
72mg, 1.81mmol ) , &AM AERE R A T A K4 30 24, HEZR LR
Adpem2 - f- 5 - #2¥F (285mg, 1.06mmol ) 5 N, N - WA P
Bbi: ( 2ml ) $9i5ik. SRSV AETEBETHRA2 ey, AEE
GERIER B, RERSmE IM BB SARFLERZESE. K
ERLEBRER, SHHWE, RiatfERikT R RKARMTRER
BEREERN. ZAFATRAREEALERER. 52 165mg,

2- (2-f-5-#F8RRL) - (NN-_Fk) TErAHE

86



10

15

20

25

30

nnnnnn

I
N
o >~"""CH

3

Br

£ Soml Ay, ERARYPT, #2- (N N-_FRE) LH
( 1.319g, 4.92mmol ) % A& N, N - —FA P& ( 16ml) F. WA
feh (60 %, 335mg, 8.37mmol ) , RAMAERREET HH KL 20
Neb. JRiEB BRAM T M2 - - 5 - #iF (1.319g, 492mmol )
5NN - —9WAFsE (3ml) 5k, F5RAWERTELTH
e, AEEGERZA LR RERESMAE IM KBRS
LEkz A . KERUBAER, AXANE, RafRHEAKET X,
AARBH TR, BEAEEMN, HETHAKRELEL BBREA, 7
$1.023g (75 %) .

N,N-ZF&-2-R-5-£FKOH&

F

- CHs
l

CHj3
Br

£ Soml B P, ERAEP T, #¥2 - f- 5 - RRF (1264g,
4.72mmol )EAFE ( 10ml ) ¥, mMAZFH ( SMeyKER, 1.77ml,
142mmol ) 598 ( Sml) ¢4:5k, B3 MRGMWAFRBETHFR
W i, REEGERZER LA, RAEXTE, RAEHE IM R
Kikkfe LBEZ B, KERLREER, AFANE RABFLL
Kk 7 k, RARBMHTFR. REAFEN. HATEAKRZLNLLE
# R, F%: 0987g.

2-(2-f-5-8FaEL) - (N-FX) TS
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£ 5oml P, ERABRPT, H2 - (2-£f- 5 - £FEL)
- (N,N - —® %)z ( 317mg, 1.15mmol YEANZR LK ( 3.5ml ).
FERAZO0C, MmACE - Cl ( 0.50ml, 4.59mmol ) . F2|6)ie
i EHIBE, REMMEALY 3 ., RAEEEERIZR B,
BRERAM P MTE, BHGRADTREBETHIHRY I X, A
FRA M E R 30 HAr. BEREEN. REHWEATET, AR
O30 oAb, BEREEMN., HAEPEAREEAELREA. ST
210mg .

N-F4-2-8-5-&FKI%&

F
N/CHg
H

Br

£ 25ml g F, ERARPT, #2 - K- 5 - RRF (755mg,
2 82mmol ) E-FFE ( 10ml ) ¥. mAFHE ( 0.99ml, 14.1mmol ) ,
BAMAETEEETHIEKRY 3 D, REEEHERIRR NI, A&
ik, BEWE M ZBRFRERFZAFTRZE 5. KERZRKYF
MR R, AHAME, AAKRAEH TR REXLZEN. A7 A F 1) AR
BRRMEESA, FF 0435z, NMR 5FMGAFALEH G LEH
AR,

N-Fh-3-0(2-#-5 - £F8K) ARGHE
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Br

£ 15ml 9 F, ERABYP T, N, N-—Fk-3- 02 -
.- 5 -BF¥AEIRMKE ( 35Img, 1.21mmol )EFEFT =R T ( 3.5ml ).
frinE & P ACE - Cl ( 0.78mg, 7.26mmol ) , 73| &5 REHmk =
IS K. RERAOMAZRERE, RAEKZENMN. REGHENTE,
®iA 1S B, i PEERAE IMBERFKEERF ZATRIMSER, K
ER—fFHEER., SFANE, ERABMNTER BEKREEN.
b b )RR kAR 63 44k, NMR L5 #6947 A F 6 1k og A 48
.

# &
NN-—FA-4-(2-K-5-8F8K) ThRY4H&

CHj;

F |
/\/\/N
©(\O \CHa
Br

£ 50ml 9P, ARARY T, #H2 - R - 5 - #iEF (967mg,
3.6Immol ) A F N, N - — ¥ A FELE ( 3.5ml ) . HEZERTFMAM
# (60 %, 245mg, 6.14mmol ) , 7FE| &5 RAWHH 10 547, ERE
Ao dbma - (NN - —9&%L) TE ( 633mg, 5.4lmmol ) , 7|
WRAmBti 6 et A EE SRR R, REREME IM &K
A K R TR 58, KER—ATRAXR. &tANLE XL
KB TR, REREEN, FATNKRARBEZKLL FT:
260mg ( 24 % ) . NMR 5 F #6947 AL E-H 6 e AR AT,

89



10

15

20

25

30

......

N-FHh-4-(2-5-5-82F8&K) ThaHE

E H
N
[::rﬂ\wp\“/\“/\mh
Br

£ 10ml BT, ERABEP T, AN N-—FRh-4- 02 - &
-5 - ¥ &L T ( 215mg, 0.707mmol ) ZE A =Rk ( 2.0ml )
& 42i%E& P m ACE - Cl ( 0.305ml, 2.83mmol ) , 35| &5RE-9m
REA. BARASMEA 4 I, AEEECERERLEE. REWE
B 16 B, MEREFEN, BEWEATEY., ZFRFADR LS
DB, BREEMN., REGHE IM BERFRERFATRIESER. K
ER—RTRAER, SHAMNE AKABRATIR REZZEN.
AP RAE R A E#ESL, % 108mg. NMR 5 a4
S S AR,

&
FRS - (2-f-5-EBFEER) ARAOHE
F
Br

£ Soml P, ERAKRYP T, ¥2 - K- 5 -#F8 (2,139,
10.4mmol ) EAN,N - — WA FEcs ( 25ml ) ¥, AZFERFMAKL
# (60 %, 625mg, 15.6mmol ) , 3| eRAWILI 20 24P, HER
FRAH T ER S - RAK, FEGRSMAETEERN 2 DH.
B%EEERIER A, mABLs (3.127g 20.9mmol ) , KRR
A ERERETHE S I, ARG LEHE, Aefgik
TR, BEREEMN. HMAFRKREARKEL FE: 1.82g (56
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%) . NMR 5069478010 540 &4 S My AR 4.
* &
NN-ZFR-5-(2-5-5-E&F8&K) EHHE

F
y/\/”\/”\yﬂm
CH

Br

E—THoEd, ERAKRPT, FERS - (2 -8-5- %
FAL) XE (0.380g, 1.23mmol ) FAN, N - —FEFEk ( Sml)
B iR R P a4 ( SSmg, 0.368mmol ), FRGREMEE
- 18 CHZREREH T M_Filk (RAELKREH/HTHSE) FHETH
o, RAOMIARESS T, WH N, RAMWAZIRER, BHHH 12
NB, AEERAMTUHENBXE 1S o RAUEREFTIEN =T
B, R RAHmE IM BRBREFKERR R TRZASE, KEAZK
Wi R EE, AHAIE, RKABRATER KREREEAN. AFAFRE
IR B BE A B 4L,

# &
N-Fh-5-(2-f-5-&F84L) k4 é&
F
CH
O/\/\/\ N ~ 3
H
Br

J 25ml ey F, ERARY T, N N-=F&-5- (2~
.- 5 - EFEA)RE ( 696mg, 1.87mmol )& F =& Fk ( 6.0ml ).
fEi%%E % P ACE - Cl ( 0.305ml, 2.83mmol ) , 7§56y R&H M=
A 20 e, MEEEHERER G, RERAHEER 16 DH. K
EEEEN, REHE IM FRFRERF A FTRZIE 2. KEHA
—REREER, AAANE, RKABKMTER. REEREEMN. #FA
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b aRF ARG E A, £ 248mg. NMR 5 FUH 6447 9 ja) 4K
o LA ARH.
745%57\*& C13H19BI'FNO .

##A4: C,51.33; H, 6.30; N, 4.60.
M {E: C,51.06;H,6.12; N, 4.49.

H &
1 - (2-%-5-2F84) era4 &

F
©/\ 0/\/\/\ CHa
Br

£ 100ml #9 i ¥, AR AEYP T, HETE ( 1.44ml, 11.5mmol )
AFN N - —WAPEE ( 35ml ), AiZE&RPMENM (60 %,
521mg, 13.0mmol ) , 23| eqAMit 10 54h. HR B REGH T2
~F.- S5 -EEF (2054, 7.67mmol ), FERSMEZEBEAT
B 6w, AEEEERZERARE. RERGME IM EBRIFKE
Bibafo A (1:1) B2, ANEREREREKRL6 X
AMEREKRBA TR, BEKREEN. AR PREKRERRZRAREE L
fe. #%F: 132g. NMR 5474 ¥ 18] 4k o LA AR AT,

# &

1 - (RTEAEL) -3 -02- (2-8-5-2F8L) ZEI%RK

# % &
O N\
BoC
Br

£ 25ml 89 B RIEHM T, HiEK2 - (1 - (RTAFEE) K& -3
- £) % ( 1.011g, 3.46mmol ) EF N, N - —FEFEK ( 9ml ) .
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peaibd ( 1.037g 6.92mmol ) , 32 69RAM THRRBET HH 105
B okEM2 - f- 5 - #¥E (0.852g,4.15mmol YA &AL48 ( 60 %,
2%mg5@mmﬂh»ﬁﬂ%%%%ﬁ%ﬂﬂﬁ%ﬁﬂo30%@5@&
Ad A B, Am3ml NN - = P& Fesmp A RER, B3I,
m%%@%mﬁ&&ﬁﬁo&ﬂ&%%é%%@ﬁ%#aﬁzm%mo
ﬁﬂ%m%%ﬁﬁ#%6&,m%%%&%%&%o%%%ﬁﬁﬁ%ﬁ
mﬁﬁ@%%m,ﬁﬁzoﬂwormmﬁﬁ%%ﬁ%mé%%%%ﬁ
5.
&

3-(2- (2-f-5-#¥F84) LRI RRAOHE

F /\/:’O
g\o N
H
Br

ERABRYT, £ Im BARMKFH 1 - (RTAKE) -3 - (2
(2 -f- 5 -m¥FAA) THEI R ( 0495z ) BT AT
(4ml) . HRAALZE0C, REHBEM=ATH ( Iml) ., F3HR
%%E%&ﬁ&?%ﬁm%ﬁzm%%@%ﬁﬁ&&ﬁﬁ,&ﬂﬁ%%
élM&&%ﬁ%ﬁ%;iW%zm%mcm&m:i@%&ﬁﬁoé
FHIE, RAKABMTFR BEKLEN. BEGE G EEER.
#%: 240mg. NMR L #i#egir it o4 oy M AR 4.

%l &
1—%?%—2—E2—(2—ﬁ—5—&%iﬁ»W£J%ﬁ%%ﬂ%

F
O/\Q
- /OH
Br
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£ 100ml 4B R, 1,2 - = (£FX) :x&EK ( 398mg,
3.90mmol ) & A N, N - —FRAFEHE ( 15ml ) $. A4 (60 %,
171mg, 4.29mmol ) , #F2/ 6o E 0 CHHF 15 54, REEFRE
BTHRE 1S 94 RAERAE0C, MA2 - f- 5 - i#i#F ( 348mg,
1.30mmol ) ¥y NN - —FA PR ER. FHGREHOCTHEH 1S
DB, EREBETHIEION G, AREEERZRABRRE. RERE
Wi Rk T R, RERAKAEH TR BHAIFASWAER
kARG gL, FF: 0240g (21 % ). NMR 5B HE
LHARA.

#) &
1 -8FRh-2-02- (2-R-5-£F8%) FRIFXARGHE
F
O/\<]
.""l"/Br
Br

A Soml ey isdR P, ERAKRP T, 1 -2FEA-2-02- (2
“F.- 5 - EFAA) FA) ZRAK ( 420mg, 1.45mmol ) F A TE
(10ml) . RERAMA XL ( 495mg, 1.89mmol ) Frug ;21K
( 626mg, 1.89mmol ) 4, FFRBBAETHME 17 6. AGEEESE
R B, RERAHmER 0.19g Z XK EMA 0241g v iR LKL,
LAFBBETERE 4 B, BEAZEHN. REHBERRMELH
WARARA P 4k, Z%: 0389g (76 %), AFTHHRA,

) &
1 - C(N-FELE) FLA) -2 -02- (2-&-5-$#F8H)

PR KA HE
o/\q R

F
ety \CH3

Br
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ERABEPT, £ 100ml AP, H1 -2FE-2-02- (2
-f- 5 -EFEA) TR AR ( 344mg, 0.977mmol ) F T AKm
vk ( Sml ) . RERASHAFTE ( 2M thw A kvdmisi&k, 1.9ml,
39Immol ) 4. FHHREGMWEFREBETHHA | IHEFRT K
(2ml) . BRGRSH BSR4 I, AEEEERIZR B4,
BB RAMAE IM EBFKERF —RFRZASER., KEAZATK
BRER, &FAMNE AKRABRMATFHR. RERZEMN. #AF KA
Rt igsi, =% 0131g (44 %), AFZEEHKH. NMR 5
TRA &9 47 AL P R AR AR A

# &
X4 - (2-R-5S-BFERA) T-2-%-1-8Ba4&

F /\/’/
o F

Br

OH

EREMBEPT, £ 500ml By, # 1,4 -~ —£%-T- 2 - %
( 6.13ml, 74.5mmol ) EA N, N - —F A FELa ( 150ml ) . A AL
M (60 %, 298z 74.5mmol ), FH e RESMAERILBETHH 30 5
A, RERAMAZ0OC, FEim2 - f - £EF (399, 149mmol ) .
REGRAMTBERERE, K40, AEEEERIZR LI,
BE®RAME IM BEBRFKERPZRAFTRZATER., KEAZRKTK
BEI, SHANA, AKABRNTR. BEGHRET K RAEE
sidb, F%: 2.145g (61 %), AxEemks. NMR Ffo MS 55K
H AR AL P R AR A AR A

&

X4 - (2 -R-5S-BFEE) T-2-HAEANE
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Br

EREAESP T, £ 100ml BALZMAY, H4- (2 -5K-5-&F
SH) T-2-%-1 -8 (2145g, 7.80mmol ) & T L&, ZR LR
Sk E A ( 2.66g 10.lmmol ) , EimmigfLa ( 3.36g,
10.1mmol ) . B3 RAOMARLZE TR I, RHRAETHE
G AR, AEEGERZER AR, RE&TE, BREAXLSFH
k4. AR P AR B R R ARG &L, S 2.16g (183 % ).
NMR #Fo MS 5 T8 69 Ar AR AL &4 o) 25 AR 4%

&
AN -FHE-4- (2-F-5-2F8&L) T-2-HhAEO9HE

Br

£250ml AP, H4 - (2-F -5 -£FEA) T-2-H&
2 (1.968g, 5.89mmol ) & F £ KW Ak ( 40ml ) . EIZERT—K
AW g (29.5ml, 5.89mmol ) , 35| 64 RAMAEIRFIBET HH S DH.
ARG ERER B, BREREEN, REHWEAN IM ERFKE
&, A_RfFRER2 K AFHAWE ALKEBRATR REAEL
AR, BAEGARE T RARRERARME#ELL, F8: 11992 (70 %) .
NMR #= MS 5 T 69 47 28 & 18] 4k 6 &2 AR AT

96



10

15

20

25

30

%) &
N- (RTEERA) ~4- (2-F-5-£F8L) TRAHE

O/\/\/ \BOC

Br

REARP T, £ 25ml P, ¥4 - (RTAELERL) THRET
g Sokwh ( 15ml ) . RE|ERAE - 40°C, ERWARTESN ( IM
Wvg Sk vk, 2.14ml 2.14mmol ) . #F 2| #9R44 T - 40 CHLa 30
Sk RER RS TEM2 - A - 5 - £EF ( 521mg, 1.94mmol )
L&kl (3.5ml) #Ek. BENRASHERAREOC, S
0 CHAE2 I, A EEERERBIAR. B R B A e IM B BR 4T K
REAFTEZ AR, KEAZRAFTRAER, &HFAME AKX
RERA TR, BERFEN. BAGFEAERRAEESL FE
335mg ( 46 % ) , AFEHRKM.
% 4 M C1sHsBrFNO;
##{E: C,51.07;H, 6.16; N, 3.72.
sq|{4: C,51.18;H, 6.18; N, 3.80.

&

4- (2-f-5-BF8K) TERAOHE

F
/\/\/NH2
0)
Br

ERAMP T, £250mlEMmT, HN - (RTREKE) -4 - (2
S H- 5 -RTAA) TH (35g) BFAFK (60ml ) F. £
CTHEERTMZATEH ( 15ml) . F3eRsMmE 0 CHRH 305
B AFBERETRIES 54, RaostiERiEeiERE. ARREY
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£ IMBBEFER-ATRZNSE. KEAZRKFTRAFR, &
HIE, RAKREBMTR. BREKEEN. B H ey R AR Rl AR &0
s, =% 1.82g. NMR 5 el & ia) ke L MARS.

H &
4 - @A - IH-%%- 2 - RBRAHE

EEARP T, ¥4 - Fhe% (091g 696mmol ) ET 12ml o
Sookvhy. BE R RETRRERAL L. FEIEBER P DS HMNIET
HtiE ( 1.6M ey TIE %, 4.48ml, 7.17mmol ) , 13 3] & %A B 50
Mab. Tk R EAS ¥ AE 26ml ve S ok P B0 AR 20 SAr —BALEK. &
= BB/ Bk BT AR AMARERT. HERFRAMH PR _F
sk, 1354 RA T A/ RIS B 30 24 B EREMAREE
BB 10 4, Fleb4k 4k = ALK, ik BALE, RERENE
BIAE 90 4P,

BEREEH, BAEZEPMAA, KEA Sm vg Sk AR .
BEEFEAN. RECBRAERARY T T4 CHBARAFLR.

%@ HmE T 12ml 2w &k P, 13 5 84 5 R A T oK/ R ERIS F A2
BuERT O MRTAEER ( LTM X RF#‘R, 422ml
7 17mmol ) . B8 15 44b. 256 Rt AT A/ BERE LEH K2 70
Sk, EF—AEBRP, AR FA/REFBSSE 26ml wEkh B
ALK, %;iumﬁ/mi&%i@i&éﬁﬁ%%médﬁﬂﬁiﬁﬁ#o FIER
BiRAdn BR85S A BALE. RS AT K/ARE EHHF
VB, K G AR BB RA A Pl ) B = ALK, A2 B RA 4 Ae 1ml
XK, R RAERRKFET D,

BR R A AR B de e S AR R P, A CERER 2 Kk, ST AM
B AEBREEMN, AKELS, £017g M FEK. KL S %A
#Ef, TiasHE L. BERK LF 0.48g A 4% 69 47 A & 1) 4.
NMR 5 T8 &4 478 7 8] 4k o LS M AR AT

#l &
4 -\A - H-"3<%-2 - ABRFEIHNE

EESRPT, # 4 -Fh- 1H -#%- 2 - AR ( 064g
3 65mmol ) 75 F 20ml ¥, AR ( 0.5ml ), 13 3\ &4 384 A
AR, AEEEERIEE AR, BEAE—EEN, pis -2 IR
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B EEREANCE, Al BAMERL2 K, A e Fe g H K% ]
k. AAER BB TR AERLEMN. #8: 038 g (551% ).
&

- (4 -REATA) -3 - (2-:28L) - H-45RAGHE

AR RS T4 C8ie ( 1.31ml, 0.015mol ) mERFAK2 - (4
CHEETH) - I1H - %< ( 08lg, 0.003mol ) FemkE4E ( 2.22g,
0.03mol ) & Z.& ( 37.5ml ) &4+, 3RS Hhm#HEB ST, K
R ECERE., AL RAHE LEAEKRAMNERZE 2.
HAER Kk, tafeg KK, K5 R R AKHEA TR, REREZEN.
=% 134g. NMR 58647 ALE-4 2 AR 4F.

&
- (4-RERFA) -3 - (2-04- (k-1 -F) k-1
- £) zEA) - 1H - 3% &

42 - (4 -RKEEFRR) -3 - (2 -#smik) - 1H =%
( 3mmol ) . ##42 ( 0.47g, 6mmol ) B fekwh ( 10ml ) #REK
a4 - (k- 1 - 4) %% ( 1.01g, 6mmol ) . FE|e9iRS
WEER kS 2S5 e, AR EEERIE. REReMA IN
SMER 2K SHANBREICEA LK LEER, ABRAKRABML,
LB LEER2 A, —RPRER2 K. SHANE BREALER.
B LB A G 15 3] 0.46¢ BFG SRS,

NMR . IR #= UV 5 U e 4784 44 69 £ M AR AT

& 4 # FABMS  CyHjsCIN;O;

@i 4802418

Sm4E:  480.2411

FDMS 479(M+)

mp 144 - 145 C

T @t Eah LB TRGB RS EMEMNE. £T @5kl
#. A E AW, NMR st 5 B e 4 o) M AR AT

% 34 1
2 - C(4-FEEL) FA) -1 -FHE-3- (&5 74~ H-
vg] ok oy 4] &
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NMR ( CDCly ) 5 6947 A 44 o M AR AT
FDMS 300 ( M + )
A EHH Ci7H17CIN2O:

Mi#{a: C,67.88;H,5.70; N, 9.31.

5 ] 48 : C, 67.64; H, 5.86; N, 9.24.

%) 2

Y- ((4-8FEFL) A -1 -FA-3-C(NN-ZFAE)

wA) - 1H - %%

NMR ( CDCly ) b5 Fifp 64478154 ¢ A AR 4F .
FDMS 328 ( M + )
745 CioH21CIN20:

M#4{i:  C,69.40;H,6.44; N, 852

o ] 44 : C,69.18; H,6.73; N, 8.54.

%345 3

2o C (4-FE8A) FA) - 1-9F4-3-C(NN-=Z&

wA) - 1H-#wEgdasé
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NMR ( DMSO ) L T 6947 M 1L &4 6 L5 M AR AT
FDMS 356 ( M + )
LE M Co1HasCINOs « HCL:

Hi{E: C,664.12;H,6.66;N,7.12.

L 44 : C, 64.30; H, 6.69; N, 7.18.

3 5) 4

) - ((4-8%284) FA) -1 -F4-3-C(NNN-=ZFK

4A) PRI - 1H - s5Raes

CH;
HBC\ II\]/ CH3

Oy .
T

NMR ( DMSO ) 5 Fi# 947 AL S o) £ A AR 4
FDMS 343 ( M + )
T E M CooHa4CIN2O o It

##{E:  C,51.03;H,5.14; N, 5.95.

£al{a: C,50.80; H, 4.93; N, 6.00.

345 S

[}
1

2 - C(4-FFERAE) FA) - 1 -F4-3 - COFRE) FEI -

1H - 3|k 2 88 3 69 41 &

101



10

15

20

25

30

el

A -

HN

\

------

+HC1

0
Bt
CHs cl

NMR ( DMSO ) 5 T8 644 ML - o L5 AR 4F

FDMS 390 ( M + )

& 45 # CaaHasCIN20  HCL:
{4 C,67.45 H,5.66;N,6.56.

4t: G 67.63; H, 5.70; N, 6.60.

F#4)| 6
) - (4-GXEAL) PRAY -1 -FX-3-0(2-%C

IH - 75| Hag eyl &

+HC1

NMR ( DMSO ) k#6447 M AL &4 o) A AR AT

FDMS 404 ( M + )

TEMN Co5Ho5CIN2O » HCL:
H#{E: C,68.03;H, 594N, 6.35.

% ;)

{4 C,68.27; H,599; N, 6.60.
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£ 7

2-((4-F%84E)FH) -1 -FH-3 - (N-¥X-N-

THAER) 1K)

- 1H - %<k a4l &
F_/—Cih
N\
CH-
O .

NMR ( CD;Cl ) 5 Fif#g e 4R R4 A4 o M AR AT,
IR 5 i 09 A7 AR AL &4 & 45 M AR 4.

FDMS 370 ( M +

)

ESHW  CogHarCIN2O:
I Ah C,71.24; H, 7.34; N, 7.55.
ST C,71.19; H, 7.48; N, 7.39.

2-C((4-8&%
FRAL) PR

NMR . IR # UV
FDMS 404 ( M +

34 8
f4) PA) -1 -F£-3- ((N-FX-N-
- |H -»¢dsda4 &

5 A0 64 dn AL S o S AR AT
)

AN CosHosCIN2O * HCL:

2 Rk
5% 4A:

C,68.03; H, 5.94; N, 6.35.
C, 68.30; H, 5.92; N, 6.45.
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nnnnnn

£ 9
SEAL) FA) -1 -F4-3- CI(N-F%-N-

(3-N, N-—FREEL) £A) FXI - 1H - =498 &

/——//N(CH3)2
N

NMR ( CDCly) 5 8¢t b-H e S MAmat.

FDMS 400 (

M+ 1)

FLEMM  CasHzeCIN3O:

b Rk
S| 4A:

2-C0(04-
[3_(N’7

C, 69.07; H, 7.56; N, 10.51.
C, 69.33; H, 7.34; N, 10.41.
345 10
GEAL) FA) -1 -FH-3 - CIN-F&-N-
N-—@\gE%) - 22 -—FEAHA) ZA) 7R -

1H - "5 84| &

NMR ( CDCls ) 5 48 6447 AL A4 & 45 M A8 4.

FDMS 414 (

LESM
A
52| 44 :

M +1)

Co4H32CIN30:
C, 69.93; H, 7.79; N, 10.15.
C, 69.67, H, 7.78; N, 10.17.
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L] 11
2 - ((4-fEEA) TR -1 -9F3H-3- (k- 1-&)
WHA) - IH-34dRLHHE

NMR ( CDCl; ) 5 T e 47 AL 6-40 ¢ S5 AR A
FDMS 354 ( M + )

AESM  C91H23CIN2O * HCI:

M4 C,64.45;H,6.18; N, 7.16.
5| 44 C, 64.66; H, 6.33; N, 7.03.
%364 12

) - ((4-FREEE)FA) -1 -F£-3-C(R="-1-F%)7F
A) - 1H-#ismiE4 &

NMR . IR A= UV 558694540 &4 69 AR 4
FDMS 368 ( M + )

AELSM  CogHasCIN20 © HCL:

A C,65.19; H, 6.46; N, 6.91.
j:-lﬂ‘j 'f_é_: C, 65.46; H, 652, N, 7.16.
£ 4] 13

2 - (4-KE8A) FAY -1 -F4-3- (3 - FHREKR-
- 4) ¥HR) - 1H - 5| a4 &
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CH;

NMR ( DOMS ) 5 Fi#8 6945801040 o4 M AR 4.
FDMS 382 ( M + )

o T C23H27CIN20:

1A C,72.14;H,7.11; N, 7.32.
£ |44 : C, 72.38: H, 7.22; N, 7.36.
£ 14

2-C(4-RERE) FA) -1 -F%-3- 004 - FHok- |

- &) ¥R - 1H - 4|ké 4 &

NMR ( DMSO ) 5 #5694 AR 1L A4 o9 L M AR 4.
FDMS 382 ( M + )
LEMW  CagHorCINoO:

b2 Rl e C,72.14; H, 7.11; N, 7.32.
';E‘@‘Hé. C, 7233, H, 722, N, 7.47.
3P| 15

2 - ((4-R¥ER) PR -1 -94-3-004- (NN-=

WRAAEL) ke - 1 - &) ¥4) - IH - 34e54 %
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NMR ( DMSO ) 5 48 64 45 A0 AL A4 6 5 4 A 4
FDMS 411 ( M + )
FESM  CogHsoCIN3O:

ﬁi’a{é: C,69.97; H, 7.34; N, 10.20.
5 M 4A: C,69.74; H, 7.38; N, 10.13.
E ) 16

2 - ((4-K%E8HR) PR -1 -FA-3 - 004 - (-1
~E)Y k- 1 - A) FARAY - 1H - 3R R &

NO_NO
:?; : S

FDMS 451 ( M +)
T E,H  CerHzsCIN3O:
{8 C,71.74;H,758; N, 9.30.
AR : C,71.55;H, 7.44; N, 9.14.
FH 17
2-C(4-REEHE) FA) -1 -F%K-3-1 (4 - TEusmh- 4
- Ak -1 - &) PRI - 1H -3 RAHE
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FDMS 501 ( M + )
AETH C30H32CIN309:

B3 o - C,71.77; H, 6.43; N, 8.37.
544 C,71.79; H, 6.61; N, 8.52.

345 18

2-((4-FEBX) FR) -1 -FF£-3-0(4-FFK%%-1

- A) PR - 1H - 3|<kei4 &

NMR ( CDCl; ) 5 A ¢ 4rMALE- oy L2 AR AT

FDMS 383 ( M + )
EMW  CogHgeCIN3O:

1A C, 68.83; H, 6.83; N, 10.95.
= #p] 19

2-((4-fEERA)FHE) -1 -FH-3-004-FAkrk%-

1 -%) F&) - 1H - B4 &
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NMR ( CDCl; ) 5 T 6447 M AL A4 o L5 AR AT
FDMS 411 ( M +)

AESMW  CoyHsoCIN3O:

Ij!i{z}{ﬁ C, 69.97; H, 7.34; N, 10.20.
S ) 44 : C,69.97: H, 7.36; N, 10.02.
% #14] 20

2—[(4—%%%&)@%1—1—W£—3-E(4—$£%é—1
“f) FHEY - 1H - R H &

N N
Q \( 0
CTL
CH cl

NMR 5 Fi 8 64 47 AL A4 ¢ £ M AR AT
FDMS 445 ( M + )
TESM  CogHasCIN3O:

2 h: C,72.71; H, 6.33; N, 9.42.
£ 4] 21

2—t(4—i£i£>?£l—l—?%—3—E(4—%£%%-1
-A) P4 - IH-w4ARiaNE
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NMR ( DMSO ) & FH8 #4 #7 M AL &4 45 2 AR AT
FDMS 459 ( M +)
H4a# K& ( FAB +) C28H31CIN30:

A 460.2155.

i@‘]ﬁ_ 460.2145.

%3] 22

Y- (4-RERE)FE) -1 -FH-3 -0 (4-FRTEKR-
1 - &) P4) - 1H - 94&4&

<:zji:§>—<>

NMR ( DMSO ) 5 T8 64 #r 84L&~ 6 M AR AT
FDMS 451 ( M + )

TESM  Co7H34CIN3O:

b BNk C,71.74; H, 7.58; N, 9.30.
ﬁ'—ﬁ!‘l{ﬁi C,71.48; H, 7.53; N, 9.26.
=3 23

2—[(4—%%%&)?%]—1—@%—3—EE(4—%%~2
A vk - 1 - &) WA) - IH -#RaHE
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NMR ( CD;Cl ) 5 F#8ey47 810540 o9 45 AR A
FDMS 447 ( M + )
LENMH  CasHagCIN5O:

ﬁi’e{é_: C, 67.03; H, 5.85; N, 15.63.
i‘?)ﬂ‘liﬁi C,67.05:H, 593; N, 15.64.
£ 3645 24

2-C(4-FERA) PRI -1 -FX-3- ((BK-4-K) 7

A) - 1H - 5ke94 &

NMR 5 i #8 64 47 M AL 5 &4 & Hy AB 4%
FDMS 370 ( M + )

FLAEGTM  CoyHa3CIN2O::

1A C, 68.01; H, 6.25; N, 7.55.
salfa:  C 6784 H 665N, 7.25.
%34 25

2-((4-FEBEX)FRAY)-1-F4-3 - (tryptolin - 2 - &)

WA - |H - 3|%e)4 &

111



10

15

20

25

30

NMR ( CDiCl ) 5T eg Mo eg AR,
FDMS 455 ( M + )
7’[47%:57\*)? CogHo6CIN30:

244 C,73.75;H,5.75; N, 9.21.
A C,73.99; H, 6.00; N, 9.03.
%34 26

) - (24 -—fEEX)FHEI-1-F%-3- (N- (1-%%
wro 4 - ) - N-WHA) PRI - 1H -l H#E- K AW 64
& &

NMR 5 TR #5369 A7 AL A4 & M AR AT
mp 196 - 197 C

FDMS 446 ( M + )

FELSM  CoqHagClaN30 * 2HCI * HoO:

Iﬁ%{ﬁ_: C, 53.64; H, 6.19; N, 7.82.
'i—‘m‘l{&: C, 53.66; H, 5.92; N, 8.10.
=45 27

) - ((24-—REBL)FA) -1 -FX-3-004- (NN~
—wEA) k- 1 - A) A - IH - 3keiHE
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NMR . IR #2 UV 5 T8 a9 Ar AL A4 ¢ A AR 4.

mp 105 - 106 C

FDMS 445 ( M + )
TESM C94Ho9Cl12N30:

b2 Rk
M 4A:

C, 64.57; H, 6.55; N, 9.41.
C, 64.27; H, 6.48; N, 9.49.

£ 28

2 - ((24-—REEL) PR -1 -FH-3- 004~ (R
1 -f) ez - 1-4) F4) - 1H - 5346941 %&

%NO N/\:>
Aol

NMR . IR #= UV 5 FRH 64 47 AL A4 & 25 AR 4
FDMS 485 ( M + )

mp 106 - 107 C

LA  CarH33ClaN30:

: Rk
% M| 4A:

C, 66.66; H, 6.84; N, 8.64.
C, 66.92; H, 7.04; N, 8.74.

% 34 29

) - ((4-FEEA) FAY -1 -FH-3-(2-£2%) - 1H

- R ey &
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NMR ( CDCls ) 5 Hi 947 A4 o L5 AR AT
FDMS 314 ( M + )
ENH (FAB) C18H2oCIN2O:

Mi{E: 3151264

5] 44 : 315.1246.

%34 30

D - ((4-REEL)FL) - 1-FA-3-(2-0(3-=F%K
AAAL) £A) TR - IH - iredHl&

N(CH;) -

NMR ( CDCl; ) 5 Fifp 694584 o4 L H A8 4.
FDMS 399 ( M + )
7’13%/7]\’})? Co3H30CIN3O:

A C, 69.07; H, 7.56; N, 10.51.
. ,69.23; H, 7.79; N, 10.52.

5 44 C, 69 0.5
%3] 31

D -((4-REEL)FRA) -1 -FHE-3-02-(N-FX-N
(3 -waAAA) £) LAY - H-wk=EmEasE
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N(CHs) 4

s
Q{ .2 HCl

NMR ( DMSO ) 5 HiA ¢4 45 B4 540 6 L& M AR 4.
FDMS 413 ( M + )
G443 FAB - MS (C24H33CIN30:

214 414.2312.

5 A 414.2312.

£ 4] 32

2 - (4-FEFAIFEAI -1 -FH-3-02-(k"w-1-%)
A - 1H - 3|64 &

NMR ( CDCls ) 5 FiA 69478040 &4 0 LM AR 4T,
FDMS 382 (M + )
71;7%5]\*)? Co3Hg7CIN2O:
s C 1214 HTILN, 732
2.40: H, 7.26; N, 7.37.
%R AE: C, 7240

%364 33
) - (4-FEEA)FAI -1 -FH-3-02- (4-FERR
-1 -4) ZE) - 1H - 3|%e4 &

115



10

15

20

25

30

oooooo

NMR ( CDCly ) 5Fegirtibbteg L MAna.
FDMS 396 ( M + )
AESM Co4H29CIN2O:

Ei’z\,{ﬁ: C, 72.62; H, 7.36: N, 7.06.
5| {4 : C, 72.40; H,7.35; N, 7.25.
= 4] 34

2-( (4-FEEA)FHA) -1 -FH-3-02- (4-Fh%R%
-1 -&) ZH)Y - 1H - 3|64 &

NMR ( CDCl3 ) 50 a4 4781054 64 S M AR 4.
FDMS 472 ( M +)
7’5%\_5]\*}? C30H33CIN20:

i AA: C,76.17; H, 7.03; N, 5.92.
F 34 35

2- ((4-fX8%) ¥4) -1 -9wx-3-02-04- (NN
-—PREA) k-1 -A) THE) - 1H - BREGHE

116



10

15

20

25

30

N (CHs) >

NMR ( CDCl; ) 5 FiAp 47144 o L5 AR 4
54 # FAB - MS Cos5H33CIN3O:
BE: 4262312
TR 426.2297.
5% 3 45] 36
2—[(4—%%%%)?%]—1—?%—3—E2—E4—(%%—
-y skee- 1 - &) &) - 1H -3 %R&#H&

FDMS 465 ( M + )
AEDM  CogHssCIN3O:

HE: C, 72.16; H, 7.79; N, 9.02.
S A : C,72.09; H, 7.69; N, 9.09.
% 345 37

2~[(4—i$i£)?%]—1—?£—3—[2—(4—%6%%
%—1—£)L§J—1H—m%%ﬁ%
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NMR ( CDCls ) 5 F 64 A7 MAL A o S AR AT

FDMS 465 ( M + )
71%53\7}& CogH36CIN3O:

s iR
% A

2—[(2,4—:%%%&)?};&]—1—\?;5—3— (2- (N-¥
ON- (1 -9Hger-4-4) TE - 1H - 3%y 4l &

NMR ( CDCl; ) &5 T 64 45 A4 oy S5 A AR A%

C, 72.16;H,7.79; N, 9.02.
C, 72.00; H, 7.88; N, 9.05.

%) 38

FDMS 459 ( M + )
FENM  CasHz1CleN30:

R
MR

C, 65.21; H,6.79; N, 9.13.
C, 65.07;: H, 6.85; N, 9.06.

118

E:3



% 345 39
2—[(14—:%&?&»?&]—1—@5
—;Wgﬁg)%%—l—glcil—1H—m%%ﬁ%

~3-(2-04- (NN

5 N (CH3) :
N
Ccl
& i
v
10 CH: cl
NMR ( CDCl3) Eﬁﬁﬂé‘]ﬁ%ﬁ%é‘%éﬁ%%#ﬂﬁo
& o # Rk - Cos5H32Cl2N30:
AR 460.1922.
15 o 4E 460.1890.

% 34 40
7 - [ (24 - —REEE) wE) -1 -F&%-3- (2- C4- (%
- 1 - %) kw1 = ST D 1H - "8 %l &

20 < >
N

Tl s

25 .
.

mm(cmm)ﬁﬁ%%ﬁﬁ%%%%%%ﬁﬁo

&aa # )ﬁ-i% CogH3gClaN30:

30 AR 500.2235.
A 500.2215.
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% 6] 41
V- [ (4-&FxEE) FHR) -1 -FE
—:W%ﬁ%)%%—l—g)%gj—1H-m%%%%

-3 -(3-04-(CNN

10
NMR ( CDCly ) 5 #iH e Ax AL A4 6 S5 AR AT

m%ﬁ%%ﬁ%m%%%%%ﬁﬁo
FDMS 440 ( M +)
TENM  CogHz4CIN3O:

2 A C,70.97;H,7.79; N, 9.55.

5 44 C,70.73; H, 7.65; N, 9.44.

564 42

(RS)—2—E(4-iXi£)?£J—1—?%-3—[3—(%
ﬁ—3—£)%£J—1H—m%%ﬁ%

15

20

25

TWR(Cmm)ﬁﬁ%%ﬁﬁ%%%%%%ﬂﬁo
S PR#E  CaaH30CIN2O:
b 4h: 397.2047.
30 S 44 397.2055.
% 345 43
2—[(4—%%?%>?£]—1—W£—3—E2—EE4—(;W
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EaAE) k- 1 - A R ZHA) - 1H - 3|, 454 &

NMR ( CDCl; ) 5947164 &) &M A8 4T,
IR 56447 1L ey LM ARK,

FDMS 453 ( M + )

FAESH  CoeHa2CIN3O2:

IE AR C, 68.78; H, 7.10; N, 8.26.
9’-?}1‘] ’fﬁ. C, 6874, H, 7.04; N, 9.38.
56451 44

2-[((4-REERE)FA) -1 -FHE-3-02-004-(=2¥9
EERE)Ryr - 1 -A) BE) ZHERE) - 1H - 3|ei$ &

0
N N(CH:) -
\ C
L

— -

NMR ( CDCly) 5 Fi#8eg A7 AL 54 & L5 M) 4B 47
& 4-# FAB - MS Ca6H31CIN302:
A 4522105
ToM4d:  452.2099,
34 46
2-((4-REEA )FHEI-1-FH-3-(1-££&-2-0(3
- LBRAR) wked k- 1 - K) TR - 1H - BReH &



NMR ( CDCl; ) 5 Fi#p o4 4584064 o LA AR AT,
10 FDMS442 (M + )
4 # FAB - MS  (M+1) C24H29CIN3O03:
F{E: 4421897
Sop{E: 4421878
L34 47
15 2-((4-8XEEL)FA)-1-FA-3-01-%%k-2-(%
wr- 1 -£) zA) - 1H - 9%&5 &

25 NMR ( CDCly ) 54 6435 AL 447 ¢ L M AR 4T
FDMS 398 ( M + )
71'?5’.7\7'% Co3H27CIN2O2:

48 C.69.25: H.6.82: N. 7.02.
30 %4615 48

Y- ((4-FFEELE) FRA) -1 -F£-3-1(1-8FK-2- (4
- WHEgkrr - 1 - &) TE) - 1H - 3ReH &
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NMR ( CDCls ) 5T e 21064 64 M A8 47,
FDMS 412 ( M + )
FLESH  CosHogCIN2Os:

FA4E: C, 69.80; H, 7.08; N, 6.78.
5 44 C,70.02; H, 7.13; N, 7.00.
3645 49

it

2—[(4-%%?%)?%3—1—?%—3—El—%£—2—(4
- Az - 1 - %) &) - 1H - BRAFE

NMR ( CDCl; ) 5 FR4 694 AL &40 ¢ &5 4 48 4.
FDMS 488 ( M + )

A ENH  Cz0H33CIN20x2:
FE A C.73.67.:H,6.80: N, 5.73.
3 " 73.52: H. 6.87: N, 5.58.
{4 C.73.52: H.6.8 . 5.58

=345 50
Do (4-KEBRA)FRY-3-(1-84-2-(4-ZF&K
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ke - 1 - A) X)) - 1H - 3B d4 &

N(CHz):

>0 L

NMR ( CDCl; ) 5 Fi# 9 s b ey AR,
IR 5 FRHp g AR AL &40 05 S M AR FF.
FDMS 442 ( M + )
FLE S M CasH3oCIN3Oo:

EH4E: C,67.94;H, 7.30: N, 9.51.

55'@‘]{_&: - C,67.73; H.7.52; N, 9.75.

L] 51

2D - [ (4-§XEHE)FRA) -1 -FX-3-(1-%-2-0(04
(- 1 -A) k- 1 -A)TRA) - H-BR_SREGHE

NMR ( DMSO ) L Fif ¢y 4781 6-9 ¢ &M AR AT
FDMS 481 (M + 1)
LE G CogH35CIN3gO2 ¢ 2 HCI

1A C,60.71: H, 6.73: N, 7.59; Cl, 19.20.
o 4H C. 60.86: H. 6.90: N, 7.53: Cl, 19.19.
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£ 3] 52
2-((4-8FX8HE) FHA) - 1-FHX-3-(1-%-2-(4
-3 A%kE- 1 -X) TH) - 1H - 3| =he54 &

()

'NMR ( CDCls ) 5 FH0 69 47 B AL 64 &) A AR AT
FDMS 482 ( M + 1)

15 TLESW CogH36CIN3gO9:

TR C,69.76; H, 7.53; N, 8.72.
| 4E : C,70.06; H, 7.61; N, 8.46.
£ 53

2-((4-8FAA)FHE) -1 -FA-3-(1-84L-3- (%
20 -4 -XK) ARX) - 1H-3|¢e544

NMR ( CDCl; ) &5 FH0 a9 472 L 647 ¢4 45 M 48 4.
FDMS 412 ( M + )
REWEFT FIEEZE—EMERFLEE.

30 AESHMH  CoyHogCIN2Oo:

1A C,69.80; H, 7.08; N, 6.78.
M 48 : C,68.18; H, 7.87: N, 6.58.
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L34 54

2 - [ (24-—REER) FA) -1 -FHE-3-01-£%K-2
(1

(N-®%X-N -

& ) %) &

-waAger - 4 -%) #E) THEI - 1H -

NMR ( CDCl; ) L FApeg4nAi &) S MARA.

(M+)

TESH Co5H31Cl12N309:

FDMS 475
2R
R 48

2-0(4

C, 63.02; H, 6.55; N, 8.82.
C, 63.43; H, 6.88; N, 8.92.

£ 3B 55

- REEE) FAY -1 -FE-

§3%) 2R - 1H - 3R 4&

3-C01-8%k-2-(¥

NMR ( CDCl; ) 5 FuApeh4r 2R AL 5% 0 45 9 48 4.
IR 55 6947 1L -4 65 S M) A8 41

FDMS 373
LF G

L
4

(M +)

CooH2oCINOy4:
C.64.26: H,5.39: N, 3.75.
C.64.55: H. 5.23: N. 3.79.
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2 - (4-8%X

%

P

%= 34 56

f4) FHE) -1 -FHE- 3 -#HK- IH - %5

NMR ( DMSO ) 55 es iz Mot g S MARF.
FDMS 315 (M + )

AE S C17H14CINO3;:
EHAL:

=

o 4E:

C,64.67; H,4.47; N, 4.44.
C,64.84: H,4.60; N, 4.54.

£ 34 57

- (4-FEHLE)FRA) -1 -FH-3-003-ZFERE-
23 - —FARALLE) BA) - 1H - 3ReIHE

NMR ( CDCl:) X8 6545810 &-4% 64 A AR AT
FAB 426 ( M - 1)
LE ST

H A
=M A

‘\ ]

¥

h)!tf'\

(4
235

C24H30CIN3O2:
C,67.36: H.7.07; N, 9.82.
C.867.58; H.6.79; N, 9.64.

A

e 20

FEA)

) BAD

A
BE

ke 58
] -1 -9¥%-3-CINN-®R(3-
] - 1H - ke # &
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NMR ( CDCls ) 5T &9 an AL &4 89 S AR A
FDMS 483 (M - 1)
FABMS 485 (M + 1)

FESM  CorHz7CIN4Oq:

A C, 66.86; H, 7.69; N, 11.55.
;m\]ﬁ C, 66.91; H, 7.54', N, 11.69.
%34 59

2—[(4—%%%&)?%3-1—?%-3-t[N—@g—N—

(1-Fawker- 4 -2) HA) EE) - 1H ~ V3| 04 4 &

CH:

NMR ( CDClL: ) 5 TR e indiiLsa oy S a4,
FDMS 427 ( M + 2) .
LEST C24H2gCIN3O0:

1A C.67.67:H.6.63: N, 9.86.
Sl 4A: C.67.38: H.6.90: N.9.94.

56, 45) 60

2—[(4-%%%%)‘?%]-1~‘?£E-3—[[4—(‘f&"fi-l

) eE - 1 - A) ZEA) - 1H - #B%RaHE
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NMR ( CDCl; ) & g o444 o) &5 AR AT,
FDMS 465 ( M +)
LEMM  Co7H3z2CIN3Oo:

2 AE: C, 69.59; H, 6.92; N, 9.02.
?‘;@‘Hﬁt C, 69.47; H, 7.00; N, 9.22.
£ 34 61

e

(RS) -2-C (4-KERE) FA) - 1-F4-3- 0 RR-
3-£) ZEA) - 1H - 3 he4l&

NMR ( CDCl; ) 5 #8657 AL A9 &) & M AR AT
FDMS 396 ( M +)
71?/7.1\#& C23H25C1N2021

R C.69.60: H.6.35: N, 7.06.
] {4 : C.69.71: H. 6.28: N. 7.20.
5 5645 62

S (4-BERA)FE) -1 -FE-3- (1 - ZFFARE

-4 -%) LEEE) - 1H - 3Re4HE&
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NMR ( CDCl;) 5 Ffessrdiiahey EMins.
FDMS 638 ( M +)
71%5']\’})? C42H39CIN20O9:

2 4E: C, 78.92; H, 6.15; N, 4.38.
5 {4 C,78.73; H, 6.15; N, 4.25.
34 63

— ——eee e

Do ((4-8XEEL)FRA) - 1-F£-3-((RR-4-%K)C

BeE) - 1H - 3| <gkeh 4 &

NMR ( CDCli) 58 ey 4n A &9 ey M AR
FDMS 397 ( M + 1)

TLEHHM  Co3HasCIN2Oo:
T HAE: C.69.60: H. 6.35: N. 7.06.
cplg:  C693uH 643 N.686

% 364 64

D - [ (4 -FFFL) FRY -1 -FHE-3- 004~ (K-
“R) - 1 - A) TEA) - 1H -#Rk_HdaEas S
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. «2HC1
\ 0
N
|
CH:

NMR ( DMSO ) 5 T8 o4 4R SR AL &~ 4% &4 L5 A AR 4%
FDMS 479 ( M +)
T E 45 M CogHz4CIN3Oo 2HCL:

¥ A C, 60.82; H, 6.56; N, 7.60.
sqlg O 606TH BTN 738
L 4] 65

2 - ((4-8FX8%) F1X) -1 - Wk -
- B LAY EE) - IH - uRaRE

NMR ( CDCly) L5548 a9 #5204 6489 £ ) 48 J1
FDMS 411 ( M + 1)
7,4 44 Ca4Ha7CIN2O2:

zg«c {5: C.70.15:H.6.67; N, 6.82.

g C70.38:H.6.39:N.7.02
% 345 66

Y- ((4-AxE L) FR) -1 -FE-3- 002~
Loper - 4 - £) LAY ZE) - IH - gRaIEE

i

AL

(L2 - (%%~ 3
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12
(V]

)
o

TWR(Cmm)Eﬁ%%ﬁ%%%%%%ﬁﬁﬁc
C4:Hy CIN,O, FDMS 652 ( M)
tEE S A HREYE -,

% 34 67
2—[(4—%%@%)@%3—1—@%—3—[[2—(%%—4
A LAY ZE) - IH -3RaHEE

NMR ( CDCl: ) 5 78 69 47 2k &-4h ¢4 45 # A8 47
FDMS 411 ( M + 1)
71&‘%%\7}5’1 C:4H:7C1N:O:
Eib{a: C.70.15: H.6.62: N. 682
sopl{a: C.69.87: H.6354: N. 679
F 3515 68

2—[(4—gzig>ng—1—@g—3—:[2—[1—[3
-E<1—££W£%%-4—%>%£3%%—4—%]3ngﬁ
£ - 1H - #l=RagH &



© N\/\/CNTr
\ o
AP
CH: c1
FDMS 779 ( M + 2)

LE 4 M C51Hs6CIN3O:
0 ®{a:  C, 78.69;H, 7.25 N.5.40.
j:iﬂllﬁ-: C, 78.90; H, 7.34: N, 5.60.

= 36 45) 69A

2—E<4—%Xi£)W£J—I-WE—
—(%%—4—%)%%]%%-4-%]]6%

15 &5

3-(C2-01-0C3
Y A) - 1H - #H%

NMR ( CDCl: ) 5 70 # #r AL AL 44 & 25 A0 AR AT

FDMS 5336 ( M +)
#: FAB (M-"l) C32H43C1N3OQ:

25 o P
P {A: 336.3044 .
CSm4A: 5363044
% #6145 69B
:-[(4—&%%%)@53—1—@%—3—[[2—[1—[3
0 - (1 -zZE®Eger- - A AKIRRE -4 21 A &E]

|
Do
T

n
&
s
m-
o
A
g



FDMS 779 ( M + 2)

7% 4 M C51H56CIN302:
C, 78.69; H, 7.25; N, 5.40.

10 A
A C, 78.92; H, 7.41; N, 5.27.
%= 645 69C
2—[(4—%%3@}3)?5@—1—@%—3—[[2—[1—[3
_ (-3 -A) ARAIRE - 4 - £) A XY - 1H - v3] ok 47
15 H&
N\/\@
N
H
20
NMR ( CDCl; ) 5 3R o AR R AL A4k o S5 A AR AT
FDMS 536 ( M - 2)
23 7T, 4 #7 C30H12CIN3O2:
A C.71.69: H.7.90: N, 7.84.
. > 7145 H.7.85.N,7.61
4 i) 48 C.7145:H.7.85
= 545 70



NMR ( CDCls) b TR 04 A7 AL A0 89 S A AR AT

) Z4-# FAB - MS (M+) C35H4gCIN4O2:
¥ {E: 591.3466.
?:?ﬂ‘]{éi 591.3476.
%345 T0A
15 <S>—2-E(4-%Ki£)@£1—1—c3—<%%—3—g>

HAE) -3- (04~ (-1 S E) ke - 1 - &) &A1 - 1H

- v3| o 8 ] &

. NQND
us8 L

— -

25 ;
NMR ( CDCls) 5 TR a4 AR AR AL A 4h 8 A AR AT
FABMS 391.3476 ( M +)

7, E M CasHa7CIN4Oo:
30 b3 o I C.71.10; H. 8.01: N, 9.48.

= 3p 4R C.70.82: H, 8.14: N, 9.23.
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15

£ 745 70B
iR)-2—E(4—%Xi£)W£J—1—E3—(%%—3—%)
HEY -3- 004 - (wrz - 1 - ) kg - ] -3y z®mA) - 1H
- w5\ ko ) &

NMR ( CDCl: ) 5 i a4 A AL AL &4 o 25 4 AR 45
% o3 Fiig CisHagCINGOo:

P4 591.3466

spl4E:  591.3458

% 34 71

2—[(4—%%%&)@%3—1—[3—(%%—4—%)@%34
3o (4- (gez-1-A)kE-1-%)] ZELE) - 1H - 3%y
) &

NMR ( CDCls ) 574 a5 AR L4044 oY 25 AR A7 .



i0

)
o}

(RS)-2—[(4—§L$~§L£)‘?£§]—1—[3-(")’&‘%-3-

HEY -3- (3 - (%=~ 3 - %) ®meLA) - 1H ~ 3| ko ) &

5

(U5 I O

7o %‘- éJ\ *ﬁ' C35H48C1N402;

PR 591.3466.
o ] 4R 591.3464.

I 3648 72

N
2!

NMR ( CDCl: ) 554 8 #7444 4 25 Ha AR A

- (4-8FEE)
- (3 - (%%~ 3 -

ki
&

Z o8 itk C3HaCIN3Oa:
sibqn:  522.2887
Eag PR

= 48 73

)

;J—I—ES-(%%—4—%)ﬁ£]-

) ABL

£ - 1H - 35k &
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15

lllll

NMR ( CDCl: ) & 54 64 #7 84 &4 0 5 49 A8 45
% 4 SRiE  Ca1H4CINZOg (M+1):

E A 522.2887.
ST 44 522.2910.

%3] 74

2—[(4—%iig)ng~1—[3-(%%—3—%)%%3—

3-03- (w%w-4-%) &ABLE) - 1H

C

0
T
c

N
H

NH

- 3| B &

IR % NMR ( CDCl ) 534 804 B AL -4 ¢ 55 #4075
FABMS 522 ( M+ 1)
LESW  C31HaoCIN3O2:

L)y B

b3 I C,71.31;H, 7.72; N, 8.05.
= ) R C,71.04; H, 7.89; N, 7.78.
%345 75

—[(4—%%@%)?%3—1—c3—<%%—4—£)@£3—
(3 - (wkrE- 4 -£) ABEE) - 1H -uHReHE&

N
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15

20

NMR ( CDCls ) b i e4 #r R840 440 o) L5 M 48 45 .
FDMS 522 (M + 1)
AFE G C31H40oCIN3O2:

H4a: C,71.31;H,7.72;: N, 8.05.
ST AE: C, 71.10; H, 7.66: N, 7.97.
5= 345 76

Y- ((4-SXEBRE)FRE) -1 -"HA-3-0003- (ZFER
£2) mAALE) BA) FE) - IH - 94e4 &

N -
N N{CH:):
\ C
AR
!
CH: -

e -

NMR ( CDCl: ) & T o4 4 AA40 &40 09 L5 M AB 4T
FDMS 413 ( M + )
7@%&7\7}# C23HogCIN3Oq:

I 4E: C, 66.74; H, 6.82; N, 10.15.
" , .89: H, 6.96; N, 10.11.
Py C. 66.89; H, 6.96

=615 77
D -((4-E%8 2 )FHAI-1-FE£-3-(1-#K-1-004
(k- 1 - R keE- 1 - A) ZE) PRI - IH - #AeHE

N CQ

— -

NMR ( CDCl: ) L5 Fifleyiri2 L6408 L6448 45,
FDMS 495 ( M + )
71"%5’,}\7}/? C:gH_uClN;O;Z
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48 C,67.80:H,6.91: N, 847
H#r4s: C,67.86:H,6.90; N, 8.45.

% 3645 78

2 - El—‘?}}\—Q—E(4-%%?%)‘?%]"3]%-3—2&] LEEB

o %) &

NMR ( DMSO ) 55548 e 4 4L 440 8 2 AR 4T
FDMS 343 ( M + )
FEMM  CigH14CINOy:

C, 62.89; H, 4.11; N, 4.07.
C, 63.15; H, 4.37; N, 3.92.

52 {E:
A

2 - (1 -wxX-2-0(4-

¥ B o) 5 &

—
*
2

.13
o

.

| 79
f.4) FERIGR- 3 - %K) LER

NMR ( CDCl; ) #= IR E?ﬁ%éﬁﬁi%ﬁhé‘%éﬁ%%*ﬂﬁc
( M + 1 )Ci19H17CINOg4:

% 4 # FAB
R
AT AR

358.0846.
358.0818.
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% 315 80
2o (1 -WA-2 -0 (4-RFERL) FAIGE-3 -K) LBH
B4 &

NMR ( CDCl: ) 5 TR0 64 An 204k 64 ¢ 4 My 4B 45
FDMS 419 ( M + )
TLESW  CouHsCINO4:

LA C, 68.66; H, 4.32; N, 3.34.
MR C,68.90; H, 4.49; N, 3.33.
%] 81

) - ((4-AFAA)FHR) -1 -FHA-3-(2-&LK-12-C
—EE) - 1H - weReH &

NMR ( DMSO ) 5 FH ¢4 #x 210 -A-4h ¢4 45 #4948 4.
FDMS 342 ( M +)

LESW C 18H15CIN203:

A C,63.07:H,441; N, 8.17.
524 C, 63.36; H, 4.50; N, 8.18.
5 #6145 82

) - ((4-FX&EH) FAY -1 -F£ -3 - (2-Fak-12-
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L=®A) - 1H - Bl e54] &

NHCH-

NMR ( CDCl: ) L Fin o4 #r 2 AL &40 o9 L5 A AR A7
FDMS 357 ( M + 1)
LESH  C19H17CIN2O3:

A4 C, 63.96: H, 4.80: N, 7.85.

2 A C,63.97;H, 483 N, 7.82.

% 314 83

2 - (1 -Wh-2-0(4-RFK8H RIS 3 -K) LER
3 - —WRAAK A FH &

s
\ o©

§ o

0

Cl

NMR ( CDCl; ) 5 a9 472164 8 L M AR 4.
C,3HysCIN,Oy: FAB429 (M + ),
it s ki P P Rh GRAENE L.
%715 84
) oL (4-FERA)FTHA) -1 -FHE-3-02-02- (=F&
A) LARRL) - 12 - =ik - IH-#HREBmEaHE
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*HCl

NMR ( CDCly ) 15340 44 47 B AL 54 8 5 M AR 4T
IR & #0049 47 240 &40 6 25 4 48 4.
FDMS 413 ( M +)
AEMM  CogHasCIN3O03 * HCL:

LA C, 58.67; H, 5.59; N, 9.33.

sopa:  C 0838 H 582N, 9.48

% #4585

- (4 -FBEFRE)FA) -1 -FH-3-(2-03-(=F&
A) BAAA) - 12 - 28R - IH - IR H &

NMR ( CDCls ) 5 FRHA &4 47 B AL &4 69 L5 M AR AT
H4#HFAB - MS (M + 1 ) Co3Hg7CIN303:
S A{E: 4281741
5= 44 428.1738.
% 3.1 86
2—((4—%%%%)?%3—1~wg—3—[2—[3—@%@%
A& - 12 - =AY - IH -5 5Re4 &

143



10

15

20

25

30

IR. NMR #= UV 5 T 69 47821 &40 &9 45 M AR A
FDMS 399 ( M +)
LE MM C21H22CIN303:

TP AE C, 63.08; H, 5.55; N, 10.51.

5 44 (., 69.53; H, 6.18; N, 11.70.
Gk RIEE, L SHAH RREGE LS.

% 3615 87

Do (4-AEEL)FRA) -1 -FHE-3-02-03-(RTA
gAAE) AAAL) - 12 - =B - IH - #ReH &

H
_ N\/\/ NHBoC
\ o
I?T O
She

[R. NMR #= UV 5 #6447 A& o 2 M AR 4T
FDMS 499 ( M + )
mp 175 - 176 C
T E M C26H30CIN3Os:

9S8 C, 62.46; H, 6.05; N, 8.40.

o M| 4A: C,62.19; H, 6.08; N, 8.27.

% 36 1) 88

oL (4-FEBAE) PR -1 -FHE-3-(2-(22-=FK
_ 3 - (—WARA) AAFE) - 12 - Lo#AD - IH - R
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|
CH-

. CH;
N\/{\/N(cm) 5
\ O CH;
N o
0

——

CL

NMR ( CDCly ) 5 #4064 AR AL &4 6 25 A A48 4T
FDMS 455 ( M + )
o CosH30CIN303:

C, 65.85;H,6.63; N, 9.22.
C,65.62;H,6.76; N, 9.12.

oA
g2 AL

2 -0 (4-4AX
24) TEER)

5 5%.45] 89
SA)WHE) -1 -FHE-3-(2-(6- (=F&
- 12 - &%) - IH - 3R HE

NMR ( CDCl; ) 5 Hi#a 64472464 0 4 AR AT
IR 5 0 ey AR AR AL A4 &) 25 A A8 4%
Z#4 FAB - MS (M + 1) CHiCIN;O5:
i 4702210
s4a: 470.2196

% #.45] 90

2—[(4—%Xi£)ﬁgl*l—@£*3-E2—[N—W£—2

LAEEA) - 12 - L =@A) - IH - BReOHE
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000000

NMR, UV #Fo IR 5 Fi#A o) AR AR AL A4 6 S5 M AR 4.
FDMS 427 ( M + ) . mp 142-143°C.
FLE 5 M Ca3HaeCIN3O3:

@isfh:  C, 6456 H, 6.12;N,9.82
C, 64.82; H, 6.32; N, 9.89.

=R A
34 91
2-((4-AF%84)F#4) -1 - 94 -3-02- (N-¥%-3
- (ZwWEREARA) AAAAR) - 12 - =AY - IH - %3R4 %
o  GHs
N\/\/N(CHa):
\ o
N )
> 0

Ccl

NMR ( CDCly ) 5 i 64 A7 AR 4L &40 &4 L M AR 45
IR L5 788 64 Ar AR AL &4 F M AR 4F.

SH0#HEFAB - MS (M + 1)  CoqHaoCIN3O3:

A 442.1897

ST AE: 442.1904

% 34 92

2-((4-g#8 ) wHh) - 1 -FHL-3-(2-(N-F&X-3
- (ZPHEEL) RAANL) - 12 - ZoEKE) - 1H -»3hidsgidd
&
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! “HC1
CH-

NMR ( CDCls ) 5 6472840 54 ) AR 4.

IR 5 eg4n 1L 64 F M AR AF,

HHaHEFAB - MS (M + 1) (24H29CIN3O3:

7 A

S| 4A:
2_
wRAEK)

442.1897.
442.1895.

31 93

((4-BFXEA)FH) -1 -FH-3-(2-(RN(3- (=
)

AA) - 12 - Z=8A) - 1H - 3Re55 &

NMR ( CDCl; ) 5 FREpeg A= AL A4 0 5 M AR AT,
FDMS 512 ( M + )
LE MM  CosH37CIN4Os:

2_.

A
Sl 44

C(4-
~FAE

C, 65.55; H, 7.27; N, 10.92.
C, 65.85; H, 7.46; N, 11.04.

% 3645 94
EXREAFHAY) -1 -FHE -3 - (2- [N-F%-3
£) mAEL) - 12 -2 g - 1H-934e54 %
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N\/\/N(CHE)Z
Y\ o
N

0
|
CH,

Cl

NMR, UV #= R 5 FH 69 47 164 69 AR 4T
FDMS 517 ( M +)
LE S C30H3eCIN3Os:

m@ib{s:  C,69.55H,623 N, 811

g O 0982 H, 6.31; N, 8.13.

5= #4595

2 - (4-BEBLE)FRA) -1 -F£-3-02- (N-FH-3
Sl - (RTAZA) ez - 3 -A) AEAAA) - 12 - Z2®A)D
- 1H - |k eg 4] &

CH-
) /
N\/\@
Y o© BoC
N C
i

Cl

NMR ( CDCly ) 518 ¢ #7410 44 84 25 440 4
FDMS 581 ( M + )

T EH5M  CiaHsoCIN3Os:
A E: C, 66.02; H, 6.93: N, 7.22.
.. 91: H.7.14: N, 7.08.
5o 4 C,6591: H, 7.14; N, 7.08

& ] 96
2—[(4—%%?%)?%]—1—@%—3—[2~(1—?%%%
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‘‘‘‘‘‘

-3 -A)&EAY - 12 - @A) - IH - 3néE &

O gy
N _CH-
N
Qathe
N 9]
|

cl

NMR ( CDCly ) 5 T 64 47 ARAL &4 64 45 A AR AT

IR 569 47240 A4 o4 5 M A8 4

FDMS 439 ( M +)
LFESM  CosHoeCIN3O3:

A C, 65.52; H, 5.96; N, 9.55.

5244 C, 65.80; H, 5.96; N, 9.56.

£ 345 97

2 - ( (4 -Z¥X8E) A - 1 -F-3-02- (N-F4%-
(1 - PhAye&E -3 - %) 85) - 12 Z=&K) - IH - 7%y

%) &
o
N _CH:
N
G O
N 0
L. O

Cl

NMR, UV #= IR 5 18 649 A7 A 1L &40 69 L5 M AR 4 .
FDMS 439 ( M +)
AENM  CoqHoeCIN3O3:

i E: C, 65.52; H, 5.96; N, 9.55.

S 44 C, 65.54; H, 6.03; N, 9.69.

% #15] 98
2—[(4—%&%?&},&)‘?%]—1—‘?}3—3—[2*EN—‘?£€—
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»»»»»»

(1 -Fhokez - 3 - %) &%) - 12 - =83K) - 1H - 93sra4

%
I
N ~CHs
N
(¢ U
N O
I

Cl

IR 5 Fi#p &4 AR RRAL &4 & 5 M 4B 4.
FDMS 453 ( M + )
FLELSHM  CosHogCIN3Os:

¥ 1A C, 66.14; H, 6.22; N, 9.26.

sl C 6586 H 61T N,929

% 36 5] 99

2-((4-8X&8L) PHA) 1 -F£-3- (2
- R AA) - 12 - Z=mA) - IH - R &

<I\SO%M@
C:
R

Cl

- C(&T3%-3

NMR, UV #= IR 5 T4 ¢4 47 A AL 640 4 2 A A8 4
FDMS 451 ( M + ). mp 204-205°C.
LE5M  CosHaeCIN3Os3:

A C, 66.44; H, 5.80; N, 9.30.

ﬁ’:?)ﬂ‘liﬁi C, 66.37; H, 5.88; N, 9.37.

= 3645 100

2 - (4-GFEFRE)FHE) -1 -FH-3- 02 - (gE-1-%&)
- 1,2 -Z=BA) - 1H %% 4%&

150



10

15

20

25

30

""""""

NMR ( CDCl; ) 5 fifaeytrib o469 A5,
FDMS 410 ( M + )
TEHM  CogHasCIN2O3:

T2 AE: C,67.22; H,5.64; N, 6.82.

S| 44 C, 67.50;H, 5.81: N, 6.63.

=564 101

2 -((4-&X8AE)FH) -1 -FHA-3-(2-(2- (29X
FAFR) FOARL - 12 -2 @A) - 1H-=hidsdadss

N(CH3)

NMR ( DMSO ) 5 i 64 4= A8 AL 54 0 45 # AR 4%
FDMS 481 ( M + )
T E 5 Ca7H3eCIN3O3 » HCL:

A h: C, 62.55; H, 6.42; N, 8.10.

ENE C, 62.56; H, 6.44; N, 8.06.

3645 102

2-C(4-REEA) FHEY -1 -FH%-3- 02~ (4-FHR=
-1 -2) 1,2 -Z=®#%) - 1H - ka4 &
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NMR ( CDCl; ) 5 HiH0 04 45 M AL 449 64 45 A A0 4
IR 5 FH &4 47 AR AL 54 o) 45 M AR AT

FDMS 424 ( M + )
TEMM  CogHasCIN2O3:

¥ 1A C,67.84; H,593; N, 6.59.

S| A C, 68.04; H, 5.85; N, 6.74.

3] 103

) (4-FEFE)FHAY -1 -FH-3- 02 (4-FERE
-1 -&) - 12 - =A%) - IH - #4458

NMR ( CDCly) 54064 474 1L B4 o L M AR A
IR 5 a4k o4h 6 A AR ST,

FDMS 500 ( M + )
TESM CypHagCINO3:

B4 C,71.92; H, 5.83; N, 5.59.

| 44 C,71.69;H,5.74; N, 5.38.

% 3.4 104

D - ( (4 -BERE)FRAY -1 -FH-3- (2- (4-REEE
ez - 1 - &) - 12 - Z=&A) - 1H - 34 a4 &
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NMR, UV #o IR 5 FH#0 & 47 AL -S40 ¢4 L5 M) A8 4%
FDMS 453 (M + ) #.& 220 - 221 C
TLEDW  CoqHoaCIN3Oy:

1A C, 63.50; H, 5.33; N, 9.26.

| 48 : C, 63.45; H, 5.50; N, 9.18.

3645 105

2-((4-8X8A)FA) -1 -FH-3-02-(4-_FXF
Hogrz - 1 -£) - 12 -zZ=mi) - IH - 3494 &

CH-
|
N
N
0 CH:
\ ©
N 0O
|
RS
cl

NMR ( CDCls ) 5 #6547 A AL 54 oy 25 H AR A
Ha#%E FABMS (M+1) C25H29CIN303:
A 454.1897.
M4 454.1882.
345 106
2-((4-RFEBA)FRE) -1 -FH-3-02- 04~ (%%~
1 -A) ke -1 -4 - 12 - Z=8%&) - IH -3%e%&
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£
- tres

()

(7
o

Cl

NMR ( CDCl; ) #o IR 5 FiH 64 47 2L &40 64 L5 A AR 4%
FDMS 493 ( M +)
LENM  CogHzeCIN3O3:

B AA: C, 6807, H,6.53; N, 8.51.

52 4 C,67.97;H, 6.66; N, 8.27.

%564 107

2-C (4-FERE)FAI -1 -F&H-3 - (2 (3-&EKE
ez - 1 -A) - 12 - 2=#A) - IH - 3Re4 &

H,N

0
0
N
\ o©

N 0

!

=0
cl

IR, NMR #= UV 5 8 694721054 64 L5 A AR 4
FDMS 453 ( M + )
mp 229 - 230 C A A4 CaaH24CIN3O4:
b h: C, 63.50; H, 5.33; N, 9.26.
5 A4 C, 63.53; H, 5.44; N, 9.04.
=645 108
2 -( (4-KEELA)FHAY -1 -FH -3 - (2-(%%-1-&)
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- 12 - Z=BA) - 1H - 9|4 &

NMR ( CDCl; )

NH

e

0

cl

N —2=

5 3548 64 AR B AL B4 o S5 AR AR A

FDMS 411 ( M + )
E: 168 - 169 C
TEMSHMH Co9HooCIN303:

2 AA:
o | AL

2

2-0(4-8X

C, 64.15; H, 5.38; N, 10.20.
C, 63.95; H, 5.36; N, 10.08.

%364 109
B WA -1 - WA -3 - 02 (4-FAKR

k- 1 - &) - 12 -Z=8A) - IH - 3R %&

NMR ( CDCl; )

55 TR 4 AR AR AL A4 0 LA AR A

FDMS 453 ( M + )
TETH Co5HogCIN3O3:

b2 B iR
% R AE:

C, 66.15; H, 6.22; N, 9.26.
C,65.94; H, 6.48; N, 8.97.
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345 110
2—[(4—%%%%)@%1—1—@%—3—[2—(4—(&7@
ﬁi)%%—l—gl—lz—c;&il—1H—W%%ﬁ§

m,NMR#UVEﬁ%%ﬁ%m%%%%%ﬁﬁo

FDMS 511 ( M + )
& 200 - 201 C
7 E 5 H  CerH3eCIN3Os:

sipfs:  C.6334H 591N, 821

A

2 -0 (4-82%x8%)7F

L4 111
EJ—1~W£—3—E2—(4—%6%%

C, 63.10; H, 5.80; N, 7.98.

%-1—%)—L2—6;&£]—1H*W%%%%

NMR ( CDCls ) 5 Fa ef A7 AL A4 & 25 AR 4T
IR 15780 64 A7 10 -4 04 S5 A AR AT

FDMS 493 ( M + )
T E MM CogH3eCIN3O3:
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oooooo

Eib{E: C,68.07;H, 6.53; N, 8.50.
44: C, 67.81;H,6.60;N,8.24.

E A4 112
2—[(4—%%@%)W£3—1—W£f3—E2—[4—(2—;
W%i&ag)%%—l—gJ*Lz-a;%gj—m—m%;g&
HehH &

A~ N(CHz) 2

Cryx

cl *2 HCI

NMR ( CDCly ) 5 i # e A fe -4 o 25 # AR At
IR 5340 64 45 AAL A4 P 5 A0 AR AE
FDMS 482 ( M +)

T ENM  CoeHz1CIN4O3 ¢ 2 HCL:
52 AA: C.56.17: H, 5.98; N, 10.07.
% ) 44 C, 56.47; H, 6.07; N, 10.05.

L) 113
2—[(4—%%?%)@£1~1—wg—3—E2-t3—i£6&
E%%%—l—£l*12—5;&£J—1H—m%%ﬁé

0
0
N
\ ©
y 0
SR
cl

NMR ( CDCl:) 574 4 45 M4k &4 o 2 A AR AT
IR 5 TR AR AL &40 6 L5 A AR AT

157



FDMS 453 ( M +)
FESM  CoqHaaCIN3O4
52 E: C, 63.50; H, 5.33; N, 9.26.
o C, 63.75; H, 5.37; N, 9.21.
5 = e 114
, - E k) Wh) -1 -FA-3-(2- CN-F

2 - [ (2, 4-_FRFKAK)
B-3- (—9hAEL) AEEA) - 12 - = Fe ) - 1H - "ok
) &
CH; HiC
10 i 1‘@ I‘\I
~ N \CH:
\ © ’
~ Cl
I}] )
CH- O
C1l

15
NMR ( CDCl3 ) &5 40 64 #8444 85 25 40 A8 45 .

UV 5 TR indi e o dh o S AR 4

FDMS 475 (M + )

FAESHM  CoaHorClaN303:
20 A C, 60.51; H,5.71; N, 8.82.
) 4 C, 60.69; H, 5.80; N, 8.77.
% 115
2 - [(2,4—:%%?&%)‘?%] -1 -wx-3-02- (N - ¥FxX%
(1 -Whwger- 4 -4) &K - 12 - C=&K) - 1H - wg] ik ) 4

25 &

30
Ccl
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NMR ( CDCl; ) 5 T8 o4 45 8 AL 640 0 45 M AR 4F
C,sH,7CIN;O3: FDMS 487 ( M + )
3k g R E A S A R — L.
L34 116
D[ (24 -—FEEAOFEI- 1 -FER-3-(02- 04~ ( NN
_owAEA) R -1 - &) - 12 - o) - 1H - w3k H &

cHy
N\
0 CH-
N
\ ©
<l
N L
|
cl

NMR ( CDCls ) 548 o4 A7 AR AL &40 o L5 A AR AT
UV 5 F88 64 A7 ML AL A4 o 22 # AR 4%
FDMS 487,489 ( M + )
TEDH  CosHorCleN30s:

A C, 61.48; H,5.57; N, 8.60.

)44 : C, 61.75; H, 5.63; N, 8.59.

%= 3] 117

) - ( (24 -—FRERE)FAY -1 -FE-3- 02~ C(4-7%
wr o ] -RK) e - 1 - &) - 12- @A) - IH ~ 3| Wk &4 ) &
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IR. NMR #o UV 5 A0 64 47 24L& 4 o L5 M AR AT
FDMS 527,529 ( M + )
FLE S M CagHs1CloN30s:

2 AE: C, 63.64; H,5.91; N, 7.95.

4 C, 63.82; H, 6.08; N, 7.85.

] 118

) (2-FMh-4-pEAE)FHR) -1 -FE-3-02-CN
S wa - (3-—WAREAL) BA) - 12 - LA - 1H -l
k6 ) &

[R. NMR = UV 5 T 64 47 AL A 40 0 S AR A5
FDMS 511,513 ( M + )
TLE M CosHarBrN4O3 ¢ 0.5 H20:

5 AE: C, 57.70; H, 5.42; N, 10.75.

S PiE  CysHasBrNLOs:
mibfE: 511.1332,
Sl {E:  511.1345.,
L3 119
D[ (2-FAh-4-E¥ARA)FHE)-1-FE-3-C2-CN
-k - (1 - FRA%KE- 4 gAYy &A) - 12 - =8R) - 1H -
v ok o 4 &
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o C\H}
N‘—CN- CH»
Crix
I\ll o CN
CH;

Br

IR. NMR # UV 5 FR# 9478104 e S ARA
FDMS 522,524 ( M + )
LEMY  CogHorBrN4Os:

A C, 59.66; H, 5.20; N, 10.70.

S C,59.38; H, 5.24; N, 10.49.

5 #6145 120

2—[(2~%£—4—&£i%)?£3—1—@%—3—tz—(4
- —wmaAweE- 1 -4) - 12 - Z=8K) - 1H - v ik 64 4] &

N(CHa) >
5 (CHa) >
N.

CIR. NMR #= UV 5 H8 e AR 8AL A4 o S5 H AR A

FDMS 522,524 ( M + )

FLESW  CogHarBrN4O3 * 0.5 HoO:

{E:  C, 5865 H,5.30; N, 10.52

5| 44 : C,58.61; H, 5.21; N, 10.42.
Sa# it CyHasBrN,Os:

B {a:  523.1345.

Lm4E:  523.1365.

%3t 121

2‘[(2—%£§—4‘9§X§k£\)‘?£] -1 -¥ik-3-(2-C4
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) &

IR . NMR #= UV 5 T e A7 AL A4 &) B M AR 4t
FDMS 563,565 ( M + )
7’5%\_5]\*& CogH31BrN4Os3:

R C,61.81; H, 5.54; N, 9.94.

) A : C, 61.56; H, 5.62; N, 9.91.

%45 122

o (4-BERA)FA) -1 -CTE-3-02-(4-2FER
hogre - 1 - &) - 12 - 2=&A) - 1H - BReH &

N{(CHs) »
o (CH3) 2
N
\ o

N @]

RER®

cl

[R. NMR #= UV 5 F 9 4788444 o LE AR AT
FDMS 467
T ENM CoeHz0CIN3O3:
9 A C, 66.73; H, 6.46; N, 8.98.
gzalfa: ~ C 6688 H 657 N, 8.90.
Z 4] 123
Y- (4 -BERE) FH) -1 -CTH-3-C02- CN-FH-
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&

IR . NMR = UV 5 Fi8 6947 M AL 540 6 L5 A AR AT

FDMS 467

AENM  CyeH3CIN3O3:
A C, 66.73; H, 6.46; N, 8.98.
S A4 C, 66.90: H, 6.70; N, 9.03.

%= 565 124
2—((4—%%%%>?%]—1—%%—3-[2—(4—;W£ﬁ
%%ﬁ—l—%)—12—L;&£J—1H—m%%%é

N(CH3)
O
7
\ o©
CE |

c1

[R. NMR fo UV 5T 4r 10L& 4t L5 AR AT,
FDMS 529
7% 4 M C31H32CIN3Os:

infh:  C,70.24,H,6.08 N, 793

5 {4 C,70.26; H, 6.18; N, 7.73.

%A 125

2 - C(4-REEHL) FHI -1 - (2 -wgee- 1 -%-CTH) -3
(- C(4- (ol - kR 1 -A) - 12 - LIEBED -
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1H - 7|58 % &

i
Oy
Q.
O

NMR ( CDCl; ) b5 FH & 47 2 AL 44 o L5 AR AT
% 5# FAB - MS  C34H44CIN4Os:
HHAE:  591.3102.
=M A : 591.3100.
et 126
D (4 -FBEARE)FHLE) - 1- (3 - (reg-3-%) @A) -
3- (o - 1 - - 73D - 1H - 3I5eH &

)

NMR ( CDCls ) 15 T8 ¢4 47 MAL A4 4 45 A AR 4F
&g F IR A HREGE LS.
LA 127
- ((4-REALE) FA) - 1-03- (1 -FHhokwe-3-5)
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HA) -3 - (- 1 -4 - FA) - IH - HRaHE

.

Cl
CH: .

NMR ( CDCls ) k5 T8 6 4 A 44 o L5 H AR A
6k kiER I E A GRENE L.

£ 4] 128
2—E(4—%Xi£)W%]—1—L£—3—[(4—;?£ﬁg%
wz o 1 - ) ®A) - IH - #RaHE

N (CHa) ;

NMR #= UV 55 340 6 47 MAL 64 69 2 M AR A
FDMS 425 ( M +)
reg: 115 - 116 C

7,5%/7)\*& CosH32CIN3O:
A C, 70.49; H, 7.57; N, 9.86.
5 44 C, 70.70; H, 7.67; N, 9.80.

165



......

I 5648 129
o (4-FEER)FTA) -1 -FA-3-0(4-FERER
s - 1 - &) ¥R - 1H - B=5regHl &

N(CH;3) >

N

g &

NMR #» UV 5 F 8 6 47 AL &4 6 L5 4048 4
FDMS 488 ( M + )
ks 127 - 128 °C

TLESH C30H34CIN3O:
1A C, 73.83; H,7.02; N, 8.61.
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NMR . UV #= IR 5 AR 947 24L& 4 ¢ 2 AR 4T
FDMS 348 ( M + )
FLFE 4 M Co3HgeNoO « HCL:
1A C,71.76; H, 7.59; N, 7.28.

5 {4 C,70.88; H, 7.70; N, 7.32.

G F EIEP IR T A RN E— L.
% 3&45) 183
2- L (3 -FEFRA) FXI -1 - Fi*-

¥

A) - IH-%RABRAHH &

. c CHs
N

-~

S

- C (g - 1 -#)

NMR . UV # IR 5 F# 694721 64 69 LA AR 4.
FDMS 348 ( M + )
TLE DM Co3HogN20 * HCL:

@iE:  C,7TL76H, 759 N7

.28.
29.

S . ol N
;’\_(m.],fﬁ C.72.41; H,7.78: N, 7

bk HIEWIL E WA GRS E— e,
%3

2
¥

] 184

S (2 -BEFEELE) FAY -1 -FH£-3- 0 (%e-1-&)

A) - IH -9 Aeias&
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NMR . UV #0 IR 5 T8 694724064 & 45 H) 48 47
FDMS 348 ( M + )
10 AELSM  CogHegNoO * HCL
24 C,71.76; H, 7.59; N, 7.28.
) 4E : C,71.71;H, 7.54: N, 7.21.
FE 345 185
2-C (4-FREAFBLE)FA) - 1-FA-3-C(R%E-1-2)
15 FHE) - 1H -8B eh4 %

N: > “HCL
< z \;
C
CH: F
: ocE

H:

NMR . UV fo IR 5 T8 64 47 AL A4 &) L A AR 4.
FDMS 364 ( M + )
25 SLESHM Ca3HeeN20Os » HCL:
1A C.68.90: H. 7.29: N. 6.99.
ST A - C.68.68: H, 7.30: N, 7.12.
%745 186
2-((3-FEAXER)FR) -1 -FR-3-0((%m-1-%)
30 W) - 1H - wridag el s &
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CH,

NMR . UV #= IR 5 #6947 AL 640 69 L5 M) 4B 45,
FDMS 364 ( M + )
L& 4t CosHagNoOs  HCL:

@ibqa:  C.68.90; H, 7.29; N, 6.99.

5 R4 C, 69.13; H, 7.38; N, 6.83.

E 345 187

2-((2-9FEAXEX ) FHYI - 1 -FH -3 - (%E-1-%)

WRE) - 1H -3RAE A4 &

ND
\ ‘HCl
C
L0
s H-CO

NMR . UV #= IR 5 FHA 69 AR L 64 05 & H) 48 41 .
FDMS 364 ( M + )
LESH Co3HogNoO9 ¢ HCL:
LR C, 68.90; H, 7.29: N, 6.99.
S| {4 : C, 73.45:H. 7.94: N, 6.92.
BIEF EIEPIZ T A FHLEEHE L.
=315 188

2 - (2-2ATH) -1 -WHE -3 - ((skrg-1-4) 1) -

IH - =l 69 % &
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FLESM CreHooNoO:
¥ #4E: C, 74.38; H, 8.58: N, 10.84.
5 4 C, 74.35; H, 8.78: N, 10.96.
10 E 5] 189
2 - (2-WHREZE) -1 -®H-3-C(%w-1-%)FH) -
1H - "5k ey 4] &

ND
15
OC=-
N
!
CH:

NMR 5 Fi#8 65 47 24 54 09 £ M AR 5.
20 FDMS 272273 (M +)

AESM  C17H24N20:
A C,74.96: H, 8.88; N, 10.28.
sal:  C73SLH 886N, 997

% 5645 190
235 2- (2 -M@ARCZE) -1 -FH -3 - (ma-1-%) FR)

- 1H -3l g ah 4 &
N >
30 ;\ C\V/Q§CH2
HC

N
'
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NMR . UV # IR 5 T8 64 4 LS4 o L5 A AR 5.

FDMS 298 ( M + )
7T F 4 # Ci9HoeN20 « HCIL:

@#H44: C.68.14;H,8.13;N,8.37.
s {E: C,68.30;H,8.14; N, 8.39.

£ 4] 191

2 - (FAFA) -1 -FA-3-C(kR-1-%) wA) - 1H -

Qﬁp HC1
cH

NMR ( CDCl;) . UV 4= R b5 T 69478 AL 64 ) A0 AR 4T

wj) ok 2k 8% 3 04 ) &

EDMS 384 ( M + )
FEHM  CogHagNeO « HCL:

@qE:  C,7L76;H,7.59 N, 7.28.
j‘/)\‘]‘r_ﬁ' C, 68.44; H, 7.04; N, 6.36.

éwﬂffmﬂﬂvflﬁﬂmﬁﬁéﬁ&i —A .
£ 345 192
2- (3 -RKFAL) FAI -1 - F&-

£ - 1H-=Bfida4d

3-C(wre-1-3%) V¥

Q -HC1

NMR 5 554 64 #7810 447 o4 £ M AR 4.

FDMS 382 ( M + )
& 44 Ca3H27CIN20 » HCL
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C,72.14; H, 7.11; N, 7.32.
C,71.92; H, 7.22; N, 7.43.

£ 193

£) - 1H - =4 H &

O
o\/Q

NMR 5 TR0 09 # AL &4 o LS M AR AT
FDMS 382 ( M + )

r.& 82-83C

LEDM  CogHorCINLO:

2

2—[(4—%%%&)?&3-1—@%—3—[(%%—1-%)?
CA) - 1H - BB IGNE

C,72.14; H, 7.11; N, 7.32.
C,71.87; H,7.07; N, 7.36.

x4 194
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NMR ( CDCl;) . IR %A UV 5 FRA0 a4 AR AR AL A4k 69 L A AR AT
FDMS 382 ( M + )
TESM Co3Ho~-CIN2O = HCIL:

¥ {E:
o= M AR

C.65.87: H.6.73: N. 6.68.
C.65.54;: H, 6.59: N. 6.39.
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2—E(%—l—%i)?%)—l-?£—3—[(%%—1—%)?
£ - 1H-#Bridsdasléd

()
s

NMR . UV # IR 54 a4+ M- oy A4,
FDMS 384 (M + )
7@%4]\7})’]' CoeHogN20O * HCIL:

A C,74.18; H, 6.94; N, 6.65.

9’?‘@‘11’_&: C,74.47,H,7.05; N, 6.64.

%645 196

- ((E-2-AF)FAE) -1 -F4-3-C(kE-1-%5)F
X) - IH-#pdsmidass

WO -HC1

NMR . UV %= IR 5 T8 09 457 201 640 09 L5 AR 4T
FDMS 384 ( M + )
E 45 CoeHosN2O ¢ HCL

52 #4{f: C,74.18.H.6.94: N, 6.65.

5 4E C.71.44. H.6.93: N, 6.67.
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2 - [ (eEmk-2 -F)FHE)-1-WE-3-((kE-1-%)7F

#£) - 1H - 3e 4 &

N

\ NC>
c N
. S\—)

CH:

NMR 5 Fi 4 & 4 B4 &40 & L5 M AR AT
HE 175 - 176 C
FDMS 341 ( M + )
FESM CioHo3N30S:
@4 C,66.83: H, 6.79; N, 12.31.
S"?‘/ﬂ‘]'fﬁi C,66.64; H, 6.82: N, 12.03.

£ 198

2 - [ (vheh-2-A) FA) -1 -F£-3-((hw-1-FK)7F

£) - 1H - 3| Re95 &

O

NMR . UV #= IR 5 T o4 4540440 & & A 4B 4.

FDMS 336 ( M + )

mp 101 C
AAEDH CooHpaN4O:
b3 BT C, 71.40; H, 7.19: N, 16.65.

<] 4A C,71.44;:H,7.33; N, 16.43.
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2-((6-FmE-2-£&) FL£) -1 -F%-3- 1K= 1
- %) ¥X) - 1H - 3R e4 &

O (Y
N @) /N Ccl

N

NMR . UV IR 5 A 6947046 o B AR AT
FDMS 370 ( M + )

e 94 - 96 C

FLESM  CooHasCIN4O:

P4 C,64.77; H, 6.25; N, 15.11.
gml4h:  C 65.04 H 645N, 1521
% %4 200

- (g -2-A)FHE) - 1-FE-3-C (RE-1-%)F
£) - 1H - #|=eah 4l &

NMR . UV #0 IR 588 ¢4 47 AL &40 &9 AR T,
FDMS 337 ( M +1)

mp 123 - 125 °C

LEGM  CogHoayN4O:

¥R C, 71.40:H, 7.19: N, 16.65.
S ) 44 : C.71.60; H, 7.43; N, 16.59.
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2 - C(vegk-2-%)FPH) -1 -FR-3-((R=E-1-%X)¥F

%34 201

£) - 1H - 5= éI# &

QfO

NMR. UV # IR 5 M MALLHe) M.
FDMS 385 (M + 1)

weE 113°C

AELTH  CosHagN30:

E: Riogi K
3 4A:

2-C(6-Frkdk-2-%)Fh) -1 -F%-3-C0Ck%-1

C, 77.89; H, 7.06; N, 10.90.
C,77.64; H,7.00; N, 11.05.

%24 202

- k) PA) - 1H - Bl%hé ¥ &

NMR . UV # IR 5 HR 69480440 6 S M Aa 4

ND
O N.
N N
! I
CH-:
Cl

FDMS 371 (M + 1)
.6 138 - 139 C

AESH C20H23CIN(O:

M
o P &

C, 64.77; H, 6.25; N, 15.11.
C,64.84; H,6.28; N, 15.00.
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2—[(5,6,7,8—@%%‘1~£&)‘?£]—1-‘?7}%—3—[(4—

~ane

%] 203

WA AR - 1 - %) FA) - IH -3 ReH &

N
N
CH;

NMR 5 7 48 64 A7 SR AL A4 04 4 M AR 4
FDMS 431 ( M + )
TLESH CogHzrN30:

A
5 A :

2 - [ (5678 -wWAEK-2-4A) FA) -1 -F&K-3- 004~
—wARARE - 1 -A) TR - IH-uR_HREKSHOHE

C,77.92;H, 8.64; N, 9.74.
C,75.79; H, 8.74; N, 8.74.

% 345 204

NON(CHB)Z
\ o
3
CH-

2HC1

NMR #= UV 5 T8 69 47 AL A4 69 L5 M AR 4
FDMS 431,432 ( M +)

mp 202 C

AETM CogH37N3O « 2 HCl * H»0:

2 A
IR

C, 64.36; H, 7.91; N, 8.04.
C, 64.73; H, 7.50; N, 7.99.
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% 36145 205
2 - (REABRPA) -1 -Fh-3 - 0 (%=~ 1 -&) 74&) - 1H
- v| w3 B H B &

Q’CD

NMR . UV # IR 5 4 64 47 MAL 64 0 S5 M AR A
FDMS 350 ( M + 1)

71%//}\7}5' Co9HogN2S ¢ HCI:

oA C, 68.28; H, 7.03; N, 7.24.
5 Ml {A C, 68.03; H, 7.00; N, 7.10.
£ 345 206

2—[(4—%%&%)@%)—1—@2—3—[(%%—1—%)?
£) - IH -4 adsdaséd

N >
\ *HC1
S
D
CH-
) Cl

NMR . UV #= IR 5 FiAA 64 4410 540 6 S5 Mg AR AT
FDMS 384 (M +)

A ESM  CopHosCINgS © HCL
5 AA C, 62.70; H, 6.22; N, 6.65.
?imllfﬁ: C, 62.12; H, 6.42; N, 6.22.

6,35 EERR L A A BN E—e.
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% #45) 207
2—[(3—%%&%)@%1-1—@%—3—((%%—1—%)?
£) - 1H - 3R ABEH4H &

N )
+HC1
\ S Cl
N
)

NMR . UV #= IR 5 i 447 A& o) S5 4040 4
FDMS 384 (M +)

AEMM  CpeHosCIN,S * HCL:

A C, 62.70; H, 6.22; N, 6.65.
5 {4 C,62.94; H, 6.23; N, 6.93.
= #4] 208

(2 -fFEAR) FA) -1 -FA-3-CORE-1-K)F
£ - IH-wrimaad s

IEHF CD

NMR . UV #= IR 5 Fif e 4 AL &4 ey 5 AR 4
FDMS 384 ( M + )

FAEMM  CopHasCINgS © HCL:

A C, 62.70; H, 6.22; N, 6.65.
M 4A: C, 62.76; H, 6.20; N, 6.67.
% 34 209

2 - (24 -—FfEAHR) FEY-1-FE-3- C(vkmg - 1 - &)
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NMR . UV #= IR 5 A3 69 Ar AL &4 &) S5 AR 4F.
FDMS 418 ( M + )

FLEMW  CooHosCloNaS » HCI:

1A C,57.96; H,5.53; N, 6.15.
S| A : C, 56.61; H, 5.70; N, 6.05.
6t kiE R E A BEENE—LEY.
F 3645 210

2—((25—:%%&&)?%1—1—@%—3—[(%%—1—%)
W) - IH-wfdsgdas &

ND
\ *HC1
S c1l
N
C i

NMR . UV # IR 5 R e A7 AL A4 o S A AR 4T
FDMS 418,420 ( M + 1)

FESM  CagHouCloNoS » HCL:

52 AA: C,57.96; H, 5.53; N, 6.15.
i/ﬂ‘] 'f_é_: C, 5787, H, 5.50; N, 5.99.
%] 211

2—[(2ﬁ—:i$£»)@£]-1—W£*3~E(%%-1—£)
W) - IH-34dsdeds
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NMR . UV # IR 5 FM ¢4 440 & 69 9404
FDMS 417 ( M +)

TE il Co2H94Cl1oN2S ¢ HCI:

¥4 C,5796;:H,553; N, 6.15.
5 A C, 58.16; H, 5.68; N, 6.33.
] 212

2—[(3A—;%$£M)?£J—1—@%—3—[(%%—1—%)
W) - IH-#4dBdasé&

N «HC1
oY
O
CH-
Cl

NMR . UV # IR 5 TR 64 47 AL 540 6 S5 M AR 4%
FDMS 418420 ( M + 1)
T EHM  CogHo4ClaNoS « HCL:

A C,57.96;H,5.53; N, 6.15.
S A : C,57.98; H, 5.54; N, 6.16.
L] 213

2—[(%6%&)?%]—1—?%—3—[(%%-1—%)?%]
- 1H - 3| H B A% &
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NMR ( CDCl;) . UV 4= IR 5 B 6947 AL &4 o AR AR AY

FDMS 356 ( M + )

71:4'%:/71\7}& CaoH3oNoS ¢ HCI:

......

A C,67.23; H,8.46; N, 7.13.
4 C,66.28; H,9.27; N, 7.71.

&3 R F A B AN e,

- 1H - 3| R B A&

£ 214
2—((&@%&)@%3—1—@%—3—E(%%—l—%)ng

O
S
~~">CcH.

NMR ( CDCL ) . UV #= IR 5 TR 64 AR AL &40 6 5 M AR AT

FDMS 316 ( M +)

AESWH  Ci9HogNeS * HCL:

i C, 64.65: H, 8.28; N, 7.94.
| {4 C,64.72; H, 8.03; N, 8.12.
=345 215

2—[(%%%)?%]—1—?%—3—[(%%—1—£)?£J—

1H - =5k 3 88 3 o9 %] &
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NMR . UV #= IR 5 Fi 8 6 47 8 AL &40 ¢4 L5 M AR AT
FDMS 365 ( M + )
9% 3 S CosHogNoS ¢ HCIL:

A C, 68.89; H, 7.29; N, 6.99.
g’_}mq{g— C, 68.63; H, 7.52; N, 7.11.
% 34] 216

2—[(2—1&&%&)@%3—1—@%—3—[(%%—1—%)

WA - 1H - 3|%eidl&

< 2 & <:>

NMR ( CDCl; ) 5t 47 M AL &4 6 L5 AR AF

CpH3N,S: FDMS379 (M + 1)

ik 5 kiERIL F WA SRR E—LE.
%3] 127

2—[(%—2—%&)?%]—1—?%—3—E(ﬁ%—l—%)?

A) - IH - 3464 E&
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NMR ( CDCl;) . UV fv IR 55U e i A &4 9 B A AR AT
FDMS 400 ( M + )

TESH CogHogNaS * HCL:

A
5 A

C,71.45; H,6.69; N, 6.41.
C, 69.59; H, 6.67; N, 6.21.

&3k iR S A SRS LS.

%= 34 220

) - A -3 - (k-1 -%) ¥R~ 1H - v3| o ) ) &

O
2

NMR . UV # IR 5 Hi# #4540 &4 o L5 # AR A
FDMS 290 ( M + )
A LM CooHaaNo:

# A
S 4A:

oWk -2 -%A-3 - (-1 -A) Wa - 1H - "R H &

C, 82.72; H, 7.64; N, 9.65.
C, 82.97;H,7.74; N, 9.81.

534 221

NMR . UV #= IR 5 R 64 4 AL &4 6 LS A AR AT
FDMS 304,305 ( M + 1)

7157% h\*ﬁ C21H24N2:

2 Rk

C, 82.85; H, 7.95; N, 9.20.
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5% M| 4A:

C, 82.68; H, 7.92; N, 9.40.
% #45] 222

D - %A - (1 -®HAk-3-02-(kg-1-%)-12 - L@ A
- 1H - 3| e &

NMR ( CDCl; ) . UV #= IR 5 Fifp eg 47 A5 4 o4 LM AR AT
FDMS 346 ( M +)
FUEHHI CooHoaNoOo:

e 4:
Sl

2-%%—[1—?%—3—[2—[N~%£—N—3—(;W£

C,76.28; H, 6.40; N, 8.09.
C, 76.09; H, 6.35; N, 8.09.

=) 223

AHL) £4) - 12 - Z=&A) - 1H - 3ReHE&

NMR . UV 40 IR 5 T8 69 47 2AL A4 8 S A 4 4F
FDMS 453 (( M + )
TLE DM CogHz1N309:

A
5 M| 4A:

C, 76.79; H; 6.89; N, 9.26.
C, 77.06; H, 7.02; N, 9.45.
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£ 34 224
Z—Xi—tl—W£—3~[2—(4—;W£ﬁ§%%~l—£%<
12 - Z=8%) - 1H - 3% 4 &

NMR . UV #= IR 5 ¢4 47 R4 64 0 LS AR A
FDMS 389 ( M +)
FLEDM  CoqHa7N3O2:

e B C, 74.01; H, 6.99; N, 10.79.
5 44 : C, 73.82; H, 6.98; N, 10.75.
£ 3e45] 225

1—@%-3—E2—EN—%%-N—3—<;W£ﬁ£ﬁ£Jﬁ£J
- 12 - Z=8#A) - 1H - 3 ReH&

NMR . UV # IR 5 A0 o4 45 B ALA- M o L5 AR AT
FDMS 377 ( M +) FAB378 ( M+ 1)
FAGH  Co3HzrN302:

@i C 7318 H T2LN, 1113

gl CT0T4H 714N 1075
63k kiR PR A SR A E—LEe.
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%345 226
| -FA-3-(2- (4-—FhEFRR-1-%) - 12-L=8
£ - 1H - 9| <kay 4 &

N N
N\
N
]
CHs

NMR . UV #= IR 5 #4064 #r 21640 0 2 M AR 45
FDMS 313 (M + 1)
FLESM  CigHazN3Og

A C, 68.98; H, 7.40; N, 13.41.

ol C.68.97; H, 7.59; N, 13.43.

L 3 45) 227

S-f-2- C(24-ZfFEA) FA) -1 -FA-3- CORE
-1 -4&) FHA) - IH -9 EmiasE

Cl
N
\ +HC1
o
A\
CHa-
“ Cl

CcL

NMR ( CDCly ) 5T 64 45 AR AL A4 o 25 A AR AT
mp 177 - 179 C
FEMM  CogHoszClsN2O « HCI:

A C, 55.72; H, 5.10; N, 5.91.
S A C, 55.70; H, 5.21; N, 6.16.
=) 228

5-@\HRA-2-((24-—REEHFEI -1 ~wE -3 -((%
e - 1 - %) WRA) - 1H - 3484 &
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NMR ( CDCly ) 5 AR 69 474 AL &4 09 25 M AR AT

FDMS 432 ( M + )
e 119 - 121 C
LESH  Co3HaeClaN2Oo:

1A C, 63.74; H, 6.05; N, 6.46.
S A4 C,63.70; H,6.12; N, 6.46.
£ 3Ep] 229

5-&H-2-((24-—8%824)F%) -1 -¥x5%-3-004-

WA REKE -1 - &)

R - 1H -G RAREAH &

NMR ( CDClsy ) 5 Fifeg 4810640 o) AR .

LESM  CoyHagCl3N30 * 2 HCL:
7k C, 52.05; H, 5.46; N, 7.59.
Sl 44 C, 52.05; H, 5.41; N, 7.56.

£ #.45] 230

5-&K-2-(0(24-=_48
-okeg - 1 - ) kT -

iﬂ%)?%]—l—?%—3—[[(4
- B WHRE) - 1H-#Rk_Rsdaes
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NMR ( CDCly ) k5 A 69 47 M AL 64 04 £ M AR A

FAEDSM  Ca7H3aCl3N30 » 2 HCL:
12 4h: C, 54.61; H, 5.77; N, 7.08.
44 C,51.53: H, 6.53; N, 7.57.

L34 231
5-38-2-0(24-—fFEEHX)FHEI-1-FE-3-02-0%
e - 1 -A4) ZHE) - 1H - 944 &

O,

N
CH:
i Cl Cl

&

NMR #= IR 5 T8 69 47 A AL A4 04 L A AR 4

‘mp 158 - 160 C

TETH Co3H25BrClaN20:
4 h: C, 55.67; H, 5.08; N, 5.64.
. .96; H, 5.28; N, 5.69.

% 345 232
2 - C(4-RESELE) £ -1 - Fxh- IH -3 4R9%&
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NMR . UV #= IR 550064 A &4 6 45 Hy 4 4
FDMS 271 ( M + )
7'5“;\_/71\7}& C16H14CINO:

1P 4E: C,70.72; H, 5.19; N, 5.15.
- C,70.52; H, 5.26; N, 5.28.
34 233

2- (0 (24 -—F%8%E) F£) -1 -F&- 1H - 3464 &

IR. NMR #= UV 5 A0 64 A= AL 54 04 45 Hy A8 4

FDMS 305

A EHM  CieH13ClaNO:
oA C, 62.76; H, 4.28; N, 4.57.
52 44 C,63.37;H,4.72; N, 4.37.

£ 34 234
2 -( (5678 -w&aE-1-£&) L) -1 -F&- IH - 9%y

) &
.

N
]

CH-
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NMR 5 TR0 &4 A AR AL 540 0 S A AR 4%
FDMS292 (M + 1)
711;%/7]\7})? CooH21NO:
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D.R.Gehlert,et al. Molecular Pharmacology,49:224(1996).

Y -3&%&

HERRRERY A S ERERSKYY RARKERE. RARAT
BR Y i S RERRAAKGES N, 2K YY HRRIE, XS
ﬁ%ﬁﬁﬁﬂfﬁiﬁiﬁo&m%iﬂﬁﬁaﬁ%iTﬁﬁ%%CM
REA—FShRAAL Y - 3 2R EMNABHE, BRIXRTHREILFE
N -Fh-D- RLAHEKE ( NMDA ¥yttt m%. FP.Monnetet
al.. European Journal of Pharmacology,182 : 207 - 208 (1990 ) . g4k
}a45iB4E & & A&, W F PCT Patent Publication WO 96/16542, 1996 % 6 A
6 BAF, P135, AKX Z3|E e 5E LK.

X ABF P Emegmie & ( nucleus tractus solitarius ) PRI
BITHSHARGEL, EZRBEAFEZKY FE AR FARHB 6 B AR
o BRI ERETAARA Y - 1Y - 224AHEZTR.
AR Y B LRIZBRE TR A B LR R LB B, X
AR TR ZAITY - 3 RARERY. C.Wahlestedf,et al. Life Sciences,
50 :PL7-PL14 ( 1992 ) .

B YY 43k 8 24

ERBLTEEORHLHKR, ZEREFTHRYY RAFEKRY #iE B
Rtk EEREABREXRGNHT, TR YY 6 F A5 F A
B YHEMREFHS ~ 1045, Y.MLaburthe etal., Endocrinology.
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118 :1910 - 1917 ( 1986 ) . /& RS s A= Bif s 1 F SR 7 KR
TSk, RERAWH G S XL BRERFTEGK, T AEEEK
B, |
EINHE, AeRAAKRPEBRGS LS ERRAGHHAER. Z
Sk TR EA, MIEAXERANRBHGSS, EREET
Bk YY ik el &AL MBS ( cAMP ) fRB I ALEI A3 A8 Y
MK,

iy N W S

BRI Y 6 PR AL — R iR, TREAZLEX
A ThxeFHEh Y I EREKEHG, SHEKRY HIEE T o fH Y
perifornical X 3% B, X # B & %% K. BGStanleyet al Brain
Research,604 304 -317 ( 1993 ), REZXMAENHEE Y - 1 ZHhE
WL (BB Y # 2 - 36 ARILAZK Y ARERS. b RAM
FHMSZKY (2 - 36) AERZAMNMSE, BEFRELERFERY A
B & KRS, LT YFBJolicoeur, et al, Brain Research  Bulletin
26:309-311 ( 1991 ) . AHHEAFGEAHBET Y - 5 ZHhHLE
Fok ik, AT XA “# 2 %4 LT Patent Cooperation Treaty Publication
WO 96/16542,published June 6,1996;and Australian Patent Publication
AU956467 A0,published November 30,1995.

i AR AN ZAEMNLESSE L ERY FARIRAL Y 4 B0
B RN T AKL RS A ER, AT ZRRY ZTRIE
KA AR F kA ALKS s, LT, #ide United States Patents
5,284,839, issued February 8,1994 which is herein incorporated by

reference.See _also,M.W.Walker,et al..Journal of Neurosciences,8:2438 -
2446(1988).
A2 Y &448m

# A L& MW Walker #6225 K0 T ALAGLEDSE
HBIKY oS, xR TEA SK - N - MC @ik, ZmR
# % B Sloane - kettering Memorial Hospital ,New York . xmn e T -
150 g4a % B 5 % B 4F fo 7% &AL 44 Dulbecco’s Minimal Essential 33
( DMEM ) 4. F T@id#|f R AR me Ry Bk F - 70 C
R4,
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m&%@%%é%zxmaim%\1muim%kzwwﬁﬁ%%
»smM HEPES ( pH7.4 ) #4 bk PR AEEF. & 0.1nM 'ZI-
RYY(2%%Mmm%%ULO%Q§Q%%¢ﬁ%2%m%ﬁK¢D
TERBE KY 2 D,
,ﬁmM#%kY%%ﬁT%ﬁﬁ%%ﬁ%%ﬂﬁﬁ%%ﬁ%%&%
zx%%%%&%%oEf%ﬁ%%%ﬁﬁ%%¢mééﬁmﬁwm%
.
E&6—%ﬂﬁﬁ%?mﬁiﬁo3%%ﬂciﬂi¢&ﬂﬁﬁﬁﬁ
%%ﬂﬁ%m%ﬁo%%msmSMM3%W£i£W%%#ﬁ
(ﬂWA)E4C%%%fﬁotﬁﬁ+%,ﬁ%%%ﬁmm@mﬁﬁﬁ
ﬁ%ﬁﬁ%%&%%i%ﬁ%%&oméﬁ&#@%ﬁﬁﬂ%%omﬁ
/4 # Coumassie & & # Al XA ML & A . RAhEakatiing.
ﬁﬁ@%bl%éﬁi%éﬁb{a\%ivﬂﬂﬁﬁéﬁﬁ%ﬂk Y £HhBRAER
ﬂmﬂwMgomM)o@%ﬁ&l%m%%%ﬁ%&Y%w%ﬁ&%
ﬁﬂ,%ui%%%%ﬁ%ﬁu#%%Yﬁ%ﬁﬁ%%ﬁ%fﬁ%ﬁ%
?ﬁmﬁgﬁ#,$i%ﬁ%?%ﬁﬁﬁ%5ﬁ%k¥ﬁ%ﬁ%%i&
%Ak, izir‘;%@%%’%}”%ﬁﬁﬁ’éﬁéﬁvﬁﬂﬁ)%ﬂﬁﬁ]ﬁﬁ%éﬁﬁ&I
%mé%ﬁ@m%%ﬁiﬁu%%%ﬁ,%ﬂm%ﬁﬁﬁoﬁ@“ﬁﬁ
B Yt SAMENAE LA AESTERY LR RiE B EEA XN
AR % i, R ARG LGB Y KT,
AR 2k 4 72 kIR e 36
Ecm\m%i%w%%ﬁ%%k%i&%,M@m%%i\@%\
%i\@mmk\m&ﬁ%\@ﬁ%\@Mﬁg\%iﬁcmﬁﬁ\i
mﬁmﬁ‘sﬁiﬁ‘%am%ﬁﬁ,u&%%%%?,ﬁﬁmwﬁx
CEAS . ERFFRE R
5@i%ﬁ%%&%%ﬁ%%%§,mw%ﬁ@%%ﬂ%ﬁz¢#
25, RFmiEsHFRARE.
%ﬁ%u&5¢m#%%%ﬁ%%ﬁ%,M#M%i\#%ﬁ%\
ﬁ%\#ﬂ,#5¢m\ﬁé$#&ﬁ‘%m‘%E‘%ﬁ%%ﬁ\%
%, BRARRMA XGRS
ERR R B LRSS
5%%&%%%@#%%%%%&%,mwmm%&%%ﬁm,ﬁ
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% #$o Crohn's % J&;

Motk %, Bl RA. AEUARBEFT

B bk oh 4h A Ao 2 7 KRR £ 6 KSR

5 X ER XGRS EA;

SR iE A, Bl i AN REARLAERE; &

ERERKFEAR LG AR, Hiah leutinizing HFE. A ¥KHE.
M E R EERFFA XOER.

BX [ o mBEANGHES AT ALY, XepeH TR
Wl oRAY. AmAY. BRLH. ATLSHE. HREH. WALEH
Fa B NBBLERMERLE, KEASWAEA TENF O RESH=F
ﬁﬁﬁoﬁ%ﬁ%%ﬁﬁ%%iﬁ?%&kﬁ%ﬁ%%@%i?ﬂﬁ%
PEALA .

$i%ﬁ@%&m%%ﬁ%%%ﬁ%,ﬁ%%ﬁ%%%ﬁ%%%&
ﬁ%%ﬁKI%%%%Q%%L?ﬂﬁiﬁﬁw%éoﬁ%$i%%ﬁ
%%H,ﬁ%%%%ﬁﬁ%%ﬁﬁﬂﬁ%‘mﬁﬁ%%ﬁﬁ@i&%%
F . Ak AALTEESZIRGBAN. SREFAERENN,
ﬁﬁﬂ?aiﬁw\$@w\iﬁw%ﬂ\@Mﬁ%%ﬁﬁﬁ%mﬁﬂ\
ﬁ%iﬁﬁai#*%,%%%?u%ﬁﬂ,%ﬂ,%ﬂ,ﬁﬂ,%i
m,%iﬂ,%ﬂ,%%ﬂ,ﬂ%ﬂ,ﬁﬁﬂ,%%ﬁ,%gﬂ(u@
wﬁiﬁﬁﬁwﬁﬁ¢),%%QJO%ﬁéﬁﬁ%%%%ﬁ%ﬂ,&ﬁ
X ARG E, BN, RRRHERPLELERK,

Ea RN, £5ANGERSESITHLERERASHBRE
THE G, BERASY KR EREWE, EFER200 BATHOH.
EERAL A R AR, TR B R ERIR YRR E RS
LRFPRRERYASH, REAKL 40 H.

w%ﬁﬁﬂﬁﬁ%@%ﬂﬁ\%%%\ﬁﬁ‘m%%%\%ﬁﬁﬁ\
e MEAk. BEAS. BB, FFR. NKR. BRS. RESHE
5. ROHWBRE, SgE. K BE AATES%E. BRF A
Ea e EEAN, P4k e, BIERERT P RER, LAHNE
%ﬁﬂ;%&m,m%%%i?&@%%%%%?&ﬁ%;ﬁ%m;u
BEAN. KAEPGESM TARBIKRC T kBT, MLERAR
HERRiE, HEREREHFRAESHHAT.
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WAMRLEF REENY, EAMNES K Smg £X4 100mg,
FEEAKY 10mg K% 30mg EHRS. KiE “ZANB” LRHRHE
Lﬁﬁﬁﬁﬁﬁ,ﬁﬁﬁﬁ%%mﬁkﬁﬁﬁﬁﬂ%%%ﬁﬁﬂ%,&
&ﬁﬁ%ﬁ&ﬁ?iﬁ%%%ﬁﬁ%ﬁﬁ%ﬁ%%i%%%ﬁ%ﬁ,ﬁ
EMMREEETHGEAREMNLE S

EERASHERGNELRAAR. sl EFBMNTEEAXY
0.5mg £ 30mgkg #HE&. &7 ARFAN, HANARLGHNERERKEY
Img £ X% 15mgkg hE/8, —RKXHKRA. FLHEEH, KFEA
AEEMEART, FPHEAKRBAAAGRE QREEETHRS, &
Bangn, TRBRAGLSYH, F&. KE RENRAGEEE
A, deBAERN EERRRL, TR LEGHNTEBRRLAEMERA
EATAERA AL BGEE, FEHAT, HNEAFRTIHERHGNET
REGTRTRESE, MAR—BHALT, RAZXGAZTELIRS
RALTAEG SR, XEXATE LS RIARDAH T, 2RRA.

HHEBERELY, Pk A, BI2HEEASEHAREMNR
A BHASAALBAASHGARSHHEARRSASY. SR
X ETEF AW AR AW, EREFERERSEAYHRSIBE
WA Y, DMEZASY TR Fo BARF ARG EAMNE, Hl3eh M,
LAFI R, ZEARFET ARG, R EOHEENHE KXY 0.1mg £
500mg A& K 98 & &M oy AL R

AEPHE AR TAER, 2FHGHNY TREKBAGIFL.
Blde B R RARTASH ARSI A, EHAOHTE. TRFAS
Wﬁ%ﬁ%%,%ﬁﬁﬁmim¢ﬁ%¢%ﬁ%,h%mﬁ%i%ﬁi
%ﬁA+;ﬁ%i%ﬁ%ﬁe#%ﬂ%ﬁﬁmﬁﬁﬁ%ﬁiaﬁ,ﬁ%
Wi — AN RARAPRERE RS . SEBAERSEE XY
e R

AEPEBFRAWEAL T AR O RREHGRAMNY QEKRE
. EAWEABR. KMIEREER. SRR M. Bl AR,
¥R, M. R A AR, ARERA A K06 2 AR E
7.

BART R AAY QLY LTS GERE TR, KEXA
PUER, RENGRSHFHA, RARBKRASHTUAS AN BHIL
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HMiETOER ETARSHREMN. ARHAHFIRAAGHR, AoH
HitiBiL DR FFRGERLH, ftk ik ey 34 BT AR 2 69N P
4B A AR M B AR EAL. BRI T A FAL B R TR
) Bt R CERAL A AR R, FABMT A EEIEE. R E. &
7 il %z‘%i%déialz}ﬁ'léﬂé\#h’vryxﬁiiéé#ﬁﬁiﬁm&ﬁ%%%%, % B

VAE E 85 X BAET .

TEaAP FRETALBGHHEEST.
By #l & 1

H &S AT ESGRFTABRBKE:

e ¥ ( mg/ik &)

E 30.0

B 305.0

B R B4R 5.0

T & e A AR A4 340mg M A B R ARIR AT
Bt 5 #) 4 2

AT &g asFl & R M

P: P ¥ (( mg/h)

peglic X2 n 25.0

T BE 200.0

R AL A 10.0

ARG BR 5.0

XA ER K, #FAE 240mg.
B H 4 3

BB TR AT A

“y £EF%

E g 5

A8 95

e R A B LIRS, RS mE BN R & T8 ¥
Be 7 F) & 4

5 A 30mg FEHEN R MR & T

Bn % (mg/h)

k4 4 30.0mg
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T 45.0mg

WAL EE 35.0mg
B LHg IR B 4.0mg
(VA 10 % ey RiERAZA )

5 PRI 4.5mg
EIT 0.5mg
BB 1.0mg
A 120mg

EM RS, A aEL 20 B LRG, FAMARE. RO
ARG ERETHOHIRS, REBiL16 AHERR. THFFOR
$ie 50 £ 60 CFRHL 16 A XER. BPRRHM. BERERT
EnFed 30 AR, REMABET, RAEEZEANER, BAE
120mg .

By # & S
4 40mg B Ik LR & T
i ¥ (mg/ik%)
&R 5 40.0mg
TR 109.0mg
L XY 1.0mg
i 2 150.0mg

EM R B R, R AR isBRE RS, $20 A XE R, % 150mg
FHAHNRRAPBREET.

By 4 & 6
A 25mg R4 0 A R A de T
Hy z
EHL S 25.0mg
K, Fa 5 oy B H iy B 2000mg

EME R 60 B £ B R, £ B sk E MOt B AR 6g 40 e S B BUH
B, RAMMAETH 2.0g G RERT, A
B # & 7
& Sml # T ¥4 S0mg Heh B A & T
B b4
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& PR 50.0mg

Xanthan & 4.0mg
BPESEEH (11 %) 50.0mg
BEFRE (89 %)

5 AR 1.75mg
F T BN 10.0mg
% & K Fo B E A q.v.
K m 2 5ml

% 4. A4+ Xanthan BiR4, 10 B 28, KELEMAFEH

10 BMESgEFRETAAEEMRGKRERRS. RTRH. FEHNFEE
HAETKEE, ARHTWI LanRiH e, MAFTHKREIET
Z R AR,
By #l & 8
4 15mg B R EH &= T
15 A % (mg/kf)
EM RS 15.0mg
KA 407.0mg
ARG BR 4R _3.0mg
S 2 425.0mg
20 EM RS, BhE. AR AEISERERS. 220 B LB, #&425mg
THENEFBBRKEET.
ey # & 9
Bk R A H & T
A z
25 PR 250.0mg
L X T 1000ml
Bt 44 10
BHERAEAEEET:
BA i
30 &P AR 1 - 10g
LA B 30g

R TG 20g
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HeREmE 100g
G 65 i AR, ARG AL, BHRER. PAE
MRS, SSRBFAEHHHK. REMAIEL.

Be. 7 ) & 11
A 10mg FHBRI U ET AR R ESHHELT:
BA % (#A)
EERS 10.0mg
Hid 210.5mg
XK 143.0mg
KRB 4.5mg
RLUWER 26.5mg
B LR 15.5mg
p 2 410.0mg

ﬁ%‘#\ﬁﬁ&%‘%L%ﬁﬂ&%a%%%%mﬁﬁﬁ%ﬁ#
%ﬂ*%%%%ﬁﬁ%k%%t,%%%%ﬁkﬁ&ﬁ,%ﬁﬁéﬂé
X550 £ 55°C, HHERIBAN, HiARSWIE BEEDHHAEY
BAE, AEASHWOREEARY 2 E dmm 45 R R. Ry HER
REMRBEAELRTHHT.

$i%%ﬁ%?&m%%*#ﬁﬁﬁﬁ%&ﬂﬁ&%ﬁ%i(“%
%”)oﬁiﬁ&%%%%%?ﬂuﬁ%%%ﬁﬂ%$i%%%%%ﬁ
GRREBTR. BABAHNGTHGHEREAALKCH, LT
4= U.S.Patent. 5,023,252,1991 % 6 A 11 B iz#, X Z34E5E L#K.
EEFHTURBHMNESBN, PR RESEREATHE.

%?%ﬁi%%%%%ﬁ%%ﬁﬁ&i@&ﬂﬂﬁ¢oﬁ&%&ﬁ
ﬁﬁ@%%%%%ﬁ%%ﬁAﬁi%ﬁiuﬁﬁﬁmﬁﬁﬁo*ﬁﬁ#
BTHRAMBHAKE, ATHAHETFH#E FHEMIHF4E, LT US
5011472, 1991 5 4 A 30 B iE A4, X Z3|4EAH LK.

AR A EEAKE, —ROEEEREGIHBA BT DK
W, AR EGHASHREES, HYGH LRk EE AR
Sfo— WA TR BRAD Y, BADAEZRGIRERPRGEL D
ﬁﬁﬁo%*#W%ﬁ%#&%%%ﬁ%ﬁ%i%%ﬂﬁﬁ?uwwg
Ir o i BT 0 S 55 R
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