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AR TAR RS ARA TSR, #lae GB - A - 2, 158, 454 F5f
R, HEAERBRREEN, XFEARLLIS %, KE20-1%ZEH
K, FTAHFHARENAGHAALESTF L GERN T EF R,
15 122, AR KT AR RAK.
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friktgZE 2 X R - CO - N(R')- CH,COOM' #5428 AL BR
B, HEPRANS - I8BAREFHRASEHE, RAEC - G,

15



99104811. 3 oo 5E8/33m|

M' % —F i k.
FBEFTELAGENRA B ) TAZH 4 3 - 8mol FRAZLIKE 1mol
AHO - ISABERTFHMBAEES TN,
SEAMARNC )N EHRABEERBE L (A LR =B8m).
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HETRARERRGE, LB FEH5A, ARLRER, E4A
R B NARYERN, B, Zafl, Aff/REEHN. X
g BRLRELEANEAN TRE.

AL EANGLECHKER M ZRAY, ATHEEREG S
SR Y TEEALHETAEY LR E G REKER P FFERE
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% 645 2

N-204- (ZFEEX) BAHA) -2-94FH- 1,2 - &

OH
H3

EERFHHFT T2 0884 10.0g ( 60.53mmol ) 4 - N -—9F
ARAKGBEAE 100ml LB P EEZRRFEME 6.4ml ( 53g ,
60.5mmol ) 1,2 - ZRE -2 -FEAKRY. ETEBTHRYE 2 IS
( TLCHWR, TH/KI:1) RETE. MOHERER FIER, Kieth
EHATT TR BGETHA 4gRa e mRkyY, CHEREHE—
VUL EER TR .

34 3

N-1-(4-(_ZAEEA)BAHBHEA) -N-2- (4-FEED
KA -2 -FHER- 1,2 - ZR(EHXT1)FN-2- (4-(=
LEAE)BAMHEI -N-1- (4-FEABRHA) -2 -F&
Ao 1,2 - 2 (£#HX1)

Me Me Me: 2 e
— — =N =
C;OH Hob gOH HO@
ELN OMe = OMe
]

¥ 13.6g ( 0.0517mol ) 4] 1 #8 N -2 (4 - (—ZAREK)
AR -2 - FRE- 1,2 - Z 84 50ml ZEE P EiERTF S0C
Fheditd, HHFFEPHER. A 7.87g ( 0.0517mol ) 4 - F
FRAKRME (BAR) FHRAYMBER 2 M. EXZERFTAE
( TLC ¥m|, TERTE/FTE 9:1), MEDSHRERBER, Hbd
MEZAET TR BEGATY T A 20g R & bk, €212 B4k,
RAAEMERTHEAL (REARAY: LHRUBE/FPE, 9:1) . Rzt

18
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#HRIUK 84 Salen HT AWML BRKR AW H XKL B (EHX1H11).
FE Tg, ERLréih (34%) . FHA 'HA PCNMR#ELE,

BC NMR (CDCly): § = 12.7 (CHiCH,N), 25.3, 25.4 ((CH,).C-), 44.5 (NCH,CHs), 55.3
(OCHy), 58.5, 59.3 ( &= C, (CHy),C-), 68.7, 69.3 (NCH,), 98.0, 98.5, 101.2, 101.5, 103.0,
103.1, 106.2, 106.3, 133.0, 133.1 (J2544-C), 1083, 108.4, 1121, 112.3, 1516, 1519,

163.7, 163.9, 166.0, 166.7, 167.4, 168.4, (quat aryl-C), 159.2, 160.2, 164.8, 165.5 (C=N).
MS (EI-MS) m/z: 397.3 (M)", 205, 192 (STAEHARL), 233 (gl

F 5] 4
N-1-0(4-(—ChARA)TABAE) -N-2- (4-BEEK
MEAE)Y -2 -FEAF/- 1,2 - (EHXTI) FN-2-104- (=
LEAEA) BABMAI -N-1- (4-FRADKBHE) -2 -F4
Ao 1,2 - —k (£#HX11)

H,C_ CH,
"NfA<N_
e
ELN 0
¥ 1.36g ( 5.17mmol ) F#H 1 4N - £ (4 - (ZZEEK)
TAME) -2 -FAF/- 1,2 - kL Sml TR FPHERS 715mg
( S.17mmol ) 4 - A KBRS, £ 60 CTm#ZER3 I, &
ks (TLC KM, ZRTE/FE 9:1), DORKRER LR,
34 R AR B R 4L ( 250g AEAR, CEBACES/FE 9:1) . FE:
244mg ( 12 %) , FHHEREGD.

H

3G NMR (CD;OD): § = 12.3 (CHiCH,N), 24.1, 24.5 ((CHs),C-), 44.6 (NCHCHy), 57.3, 58.68

(% C), 63.0, 66.3 (=NCH;), 98.9, 99.4, 100.1, 104.1, 104.3, 107.7, 1348, 135.2, 135.8
(FSEH -C), 108.2, 111.3, 111.6, 154.6, 155.1, 164.2, 165.0, 173.9, 175.9 (F=54k C).
158.3, 161.4, 163.5, 166.6 (C=N).

EHA] S
N-1-04-(_CEERE) BABHA) - N -2 - (ZRHE) -
2-WHEA- 1,2 - K (HHX]I)FN-2-04- (ZZHEEL)

19
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TARBHEA) -N-1- (BARHE) -2 -FEH- 1,2 - = (44
X 1)

5 ggw o §_——§OH o

% 13.62g ( 0.0517mol ) FE#H 164N - % (4 - (—TZHEEL)
10 LKA -2 -FRFH- 1,2 - —fk SOml TEFHERIHKE S0
T, f=Z4NiZEMA 5.5ml ( 631g, 0.0517mol ) KipE:. fiin
N ERBEIS S C. BREERFEEEAZ3 I, K E A,
e R AR, X35 19.31gHERA4, X FA1H 1 AmipdEsy
Bk, S EH R EMN R ( CERTE/FE, 9:1) B4,
15 2 4.01g (21 %) I, ZBERE4K; 1.55g (8% ) I, &4B
& k.
NMR £35
C NMR (CD;OD): & = 12.2 (CH,CH,N), 23.9 ((CH.).C), 44.5 (NCH,CH,), 60.1 ( &=
C(CHay),), 62.0 (=NCH,), 99.4, 104.3, 117.0, 118.6, 132.4, 132.8, 135.6 (gi;}tg-c:), 108.3,

20 119.1, 15856.2, 162.2 (@%“—53-0), 162.8, 163.5 (C=N).
i

BC NMR (CD,OD): § = 12.2 (CHiCH3N), 24.7 ((CH»);C-), 44.5 (NCH,CHy), 57.1 ( &

C(CHy),), 69.3 (=NCH), 99.6, 104.1, 116.8, 118.9, 132.2, 132.8, 135.9 (Jx2k C), 108.1,
119.1, 155.4, 161.4, 177.0 (& 3% 3£ -C), 158.0, 168.4 (C=N).

25 %4 6

N-(4-(ZWEER) BABHA) -N- (BRHE) - 1,2-C
-3

=N N=
. o vod )

Me,

20
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Hf 5.83g ( 353mmol ) 4 - N - (Z9EEL) Kipits 4.36¢
( 35.3mmol ) KA %] 30ml ZEFHHEREMHKES0C. £2 45
4 RN 2.27ml ( 2.03g, 33.6mmol ) Z =k, A KA EIEE
LA ISC. HiZ EBFRE ST Tk 4188, AHERFRAME
i, 53] 142g K47 E Bk, LB F mA 100ml 9 @ 1 89 T8 L8/
BRI, WA A6 RA A 2 e, R BRI B A K.
BRFROEAR, BEBRRE. ARV ALENE ( 4502 ik, TH
LEG/FE 9:1) sk, 2% 13g (12 %) .

°C NMR (CD30D): & = 39.0 (NCHa), 53.3, 60.7 (=NCH,), 104.3, 117.0, 131.9, 132.1,

132.8, 132.9, 135.0, 135.2, 163.7, 167.3 (Fx%4 -C), 118.5, 157.3, 161.6, 162.3 (X H
C), 163.0, 168.0 (C=N).

35 7

N-1-04- (=94 2AHA) -N-2 - (ZAkHE) -
2 -FHAE- 1,2 - (EAXN]I)FN-2-(4-(=Fat)
TABE) -N-1- (AL -2-FhLH- 1,2 - —k (44
K I)

£

¥ 7.67g ( 30.3mmol ) LB 2HN -2 (4 - (_FERRL)
TARBE) -2 -FEF- 1,2 - =k 50ml ZEPHIEERMMKE SO
C. ALBAETEBMAN 3.70g KHEE ( 30.3mmol ) . FREERM
#HaA 1, REFIGEREZ TR, XIH4F3 103g4 24, &K
St it A BAT AL ( 1kg AEAR, BEBLA): LB CE/TEL 9:1). &
17g(m%)1 EEEEA, 08lg (8%) I, XAxé B4k,

o BE 29 (28 %) FH#MikiRsY (REH NMR, RaoW
1.75¢ 1, 1.17g 1) .

21
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FMagMX 1
'H NMR (CDCly): & = 1.40 (s, 6H, CH,), 3.00 (s, 6H, NCH,), 3.60 (m, 2H, =NCH,). 6.12,

6.18, 6.83, 6.90, 6.98, 7.21, 7.25 (m, 34 A 1H, Aa323 -H), 8.03, 8.32 (s, 34 5 1H, CH=N).
3¢ NMR (CDCly): § = 25.0 ((CH)2C-), 40.0 (NCHy), 60.2 ( & C(CHy);), 68.9 (=NCHy),

98.8, 103.5, 117.1, 131.4-132.1 (ks -C), 108.8, 153.7 (& 3¢ 3L-C), 118.8 (Fubgk -C
o & 35 3K -C), 161.3 (C=N fw & 3£ # -C), 165.0 (C=N .o & 2t 3 -C).

S EH X I

"®C NMR (CDCly): 8 = 25.5 ((CHs),C), 40.1 (NCHy), 58.8 ( = C), 70.7 (NCH,), 89.2,

103.4, 117.0, 118.6, 131.6, 132.3, 132.9 (#4x3%#4L-C), 108.9, 154.0, 161.6 (F 3 #-C),
10 159.5, 166.5 (C=N).

L34 8

N-1-C04-(ZFERA) BABA) - N-2- (4-2EBK

ME) -2 -FEBH- ,2-ZB(EHX]1)FN-2-04- (=

FEAEL) ZARBHE) -N-1- (4-BATRHE) -2 -F4LF
15 - 1,2 - =@k (£#HX11)

CH: CH,

dOH HO:Q ®:0H HOiQ
20
Me,N

¥ 7.67g ( 303mmol ) EHB2HN -2 (4 - (Z—_FEEHR)
TARME) -2 -FHAFH- 1,2 - ki S0ml ZEEF AR EMME 5S
25 C.AENEBETMmA 418z ( 303mmol ) 2,4 - £ L X Fae( FIK),
BJ”@%&%<%ﬁﬁ£ﬁ,ﬁﬂ£%%é%WTICﬁm,C&L%/
VEE 9:1) . HRAKAENEFRRE, RAVEZLET T
E#ﬁﬂMMgﬂF% BAEFAESON 9: 1658 LB/ FEE P,
BERFREE, RE (1.38g429), ARABENELSE (LB LE
30 /B, 9:1). F&: 290mg (3% ), [F# Il &Rk Riy.

22
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°C NMR (DMSO-dg): 3 = 26.0, 26.1 ((CHs),C-), 40.3 (NCH.), 59.2, 59.7 (quat C, C(CHa),),
68.6, 68.9 (NCH;), 99.0, 99.2, 103.4, 103.6, 104.1, 104.3, 107.4, 107.7, 133.6, 134.0,

134.3, 134.6 (24 -C), 109.2, 109.4, 112.1, 154.4, 154.5, 162.7, 165.2, 165.5 (&= 2= A -
s ©).161.3,162.0, 166.3, 166.7 (C=N).

34 9

N-1-(04-(_FH£EA)BABHE) -N-2-(4-FEAT

AHE)-2-FHEFH- 1,2 - —B(E&HXI)FN-2-04-(=

WARL) BABHA) -N-1- (4-FREZKBE) -2 -FH
10 H- 1,2 - =B (£HX 1)

HC CH, HC CH

|

3% 7.67g ( 30.27mmol ) F£HH 268N - £ (4 - (ZFHLAL)
TARMAE) -2 -FHAF/- 1,2 - Z e 50ml ZEPHERRKE SO

20 C. AEMNEBE FhA 4.6g ( 3027mmol ) 4 - FALKGE. KR
Smm A 2 PEHEAFH. BREERKYSE. FE AR E B
(1zh)mﬁ£ﬁ%%m(n@&&3c&aﬁmw%yl)uﬁg:
4.69g (42 % ) FHERREM.

8C NMR (CDCly): 8 = 25.3 ((CHa)C), 40.3 (NCH;), 56.3 (OCH,), 58.6, 59.2 ( & C,

* C(CH,),), 68.8, 69.2 (=NCH,), 98.8, 89.2, 101.2, 101.4, 103.4, 103.5, 106.2, 106.4, 132.8,
1331 (‘ﬂ;}*—g-C), 108.7, 108.8, 112.1, 112.3, 153.8, 154.1, 163.7, 164.0, 166.8, 167.5
(% 3£ #-C), 159.5, 160.2, 165.0, 165.5 (C=N).
=841 10
30 N-C(4- (ZZHEEA) BABHE) -N- (4 - FREEAHE
- 1,2 - LK

23
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QH

Et N‘@’//N \
1 N
HOb

OMe

e\ 3.87g ( 0.0644mol ) Z = fe 300ml B oy ik 4 A ATds
WE, EF B TIRIBHIZEF MmN 12.45g ( 0.0644mol ) 4 - N
- (ZCARRE) Kipihk 60ml LEPER, BiE@mEmii 2
i, EANETRE, BEHZHMNA 9.8g ( 0.0644mol ) 4 - FARL
KAGEEA 25ml CEEPHER. MBEWR R LIERABZRET Mk 1
B, REALBERAY, AETRTHRESIH. BANLEETARSR
SRR R G B AR LA WAL eBLA: LB LB/ FEE 9:1)
BATE R, 5B ARG BAR, AEE D, 2 4.00g (17 %),

G NMR (CDCL): 3 = 12.7 (CHyCHzN), 44.4 (NCH,CHy), 55.3 (OCHs), 58.1, 58.7 (NCHy),

98.0, 101.2, 103.1, 106.3, 132.9, 133.0 (gL -C), 108.3, 112.3, 1515, 163.5 (% 3 A~
C), 164.5, 165.4 (C=N).

FHp) 11
N-(4-(CEAEE) ZABHEA) -N- (4-2LBKRHK) -

1,2 - =&
_/ N\
N N=—
oo
EtN OH

¥ 6.09g ( 31.5mmol ) 4 - N - ( =ZAEL) Kipdtfe 435g
( 31.5mmol ) 2,4 - —2A X Pat/m3 30ml B, HF RSk E
50 C. E=44rAmmA 2ml ( 1.80g, 30mmol ) &=k, f&AeH A
B REBEEF L 10C. HRBERE 65 CT k4 o], AiEHE
BRYE, 138 1428 A6 H KRS, Hiihs 100ml 9 : 1 & BB/
PELIR O RA, WHATBRARESY 2 Dot BESRTEFRE.

24
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FAMAREN R M ( 450g 25K, TEBTE/FE, 9:1) .
g 118g (11 %), #&é& W,

C NMR (DMSO-de): § = 13.4 (CH,CH;N), 44.6 (NCH,CHa), 57.9, 58.6 (=NCH,), 98.2,
103.5, 103.7, 107.8, 134.0, 134.3 (x4 -C), 108.6, 112.0, 126.3, 152.0, 162.8, 166.2

> (B2t 4-C), 1657, 166.6 (C=N).
 E 12

N-(4-(ZZERE) ZAHE) - N- (ERHE) - 1,2-2

By
10 N\

N =
Crone
EtN
¥ 10g ( S1.7mmol ) 4 - N - —ZHAA&HE K@i 631g

15 ( Sl.7mmol ) A #HEE A SOml ZHB ¥, ETEBT A 3.lg
( 51.7mmol ) Z—fk. EimAHEERBHRELH I C. HHAETOC
Th#E3INERESI. BFREERKSE, 53 21.6giiza ik
W, ZALFMRAE BN E AL (kg 2, LBRTE/TEE 20:1 ) .

FE o15g (85%).

20 ®C NMR (CD,OD): § = 13.5 (CHsCH,N), 46.0 (NCH,CHs), 53.3, 60.7 (=NCH,), 100.5,
105.7, 118.5, 120,3, 132.8, 133.5, 137.0 (J4H-C), 109.6, 156.6, 164.5, 177.2 (A
3 A& 4), 163.0, 169.5 (C=N).
57641 13

25 (R,R) -N- (4- (ZZEHEE) BRHE - N' - (ZARHE)
- 1,2 - T

=N =
0 o v

Et,

25
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¥ 0.2g ( 0.916mmol ) 3 w9 @ikH3k ( Tetrahedron Letters )
39 (1988 ) 4199 - 42024144 (R,R) - N -2 ( ZARHZHA) - 1,
2 ~HRT RS E 20m]l LEPRAEAGRESR. ATRTEREB
ANE A 20ml ZEE 49 177mg ( 0.916mmol ) 4 - N - ( —Z A &)
KAl BHIFELEHRBIERE 60 C vtk 4 ot KREREA
EER, MU AERSRLMN LRSS, /53] 386mg L EBK, FHaS
M A BEA R AL ( 30g AR, RBLA: ERTE) . FE: 124.0mg
(34 %) #FeH%TRAK.
3G NMR (CDCly): 8 = 12.7 (CH:CH:N), 24.2, 24.4, 33.2, (cycl. CHy), 44.4 (CH,CHaN), 70.9,

72.9 (JeAlERk CH), 97.9, 103.0, 116.7, 18,5, 131.5, 132.0, 132.8 (i -C), 108.2
118.8, 151.3, 164.6, 165.3 (% 3= £ -C), 161.1, 162.8 (C=N).

L) 14

(R,R) - N- [ 4-(=9hEL) BAHE) - N' - (ZRAHL)
- 1,2 - 3RO _B

B
oD
Ms,
Yo B — A FTE, 4% 0.5g ( 2.29mmol ) ( R,LR) - N - £ (&
AKAE) - 1,2 - RS K5 0.3782 ( 229mmol ) 4 - N - (2%
L) KWBEE., BENGMELE, BEAFEAKRRASD

( 829mg ), KA B Ly Bl (A, TRTBE/FE 9:1).
Z%: 318mg ( 38 %), XREFEEMHK.

"*C NMR (CDCly): & = 24.2, 24.4, 33.2, (3& CH,), 40.0 (N-CHa), 71.1,72.9 (4 3R CH).

98.7, 103.4, 116.7, 118.5, 131.5, 132.0, 132.6 (J2t4-C), 108.7, 118.7, 1536, 161.1
(% 25 2.C), 163.2, 164.7 (C=N).

L4 15
(R,R) - N - [2-BEZBE) - N- (KHHE) - 1,2 - KL

26
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— -
e

$2
5 <:j§:OHHO:25:>
#0.5g (229mmol ) (R,R) - N-#% (ZAR#HL) - 1,2 -
RO R S0ml LB P ey sk B8 @A 0.32g ( 2.29mmol ) 2 - £
X TBEE SOml TEEPHER. FizREOMMmKEA S M. HAE
10 R AFIFRE, 132 Tldmg R & B4R, skl T4 A A Bk ik (%
BLAl, WXR/TLERTE 3:1). F&: 2156mg (28% ), REF&EX
w,
C NMR (CDChy): § = 14.7 (CH,), 24.2, 24.3, 32.3, 33.1 (31 CH,), 62.3, 73.7 (J A&l 21
CH), 116.8, 117.1, 118.6, 118.7, 128.3, 131.6, 132.3, 132.4 (,—ﬁx%gg-C), 119.2, 160.9,

I3 463.9,170.8 (% 3 £-C), 164.8 (C=N).
F3H) 16
(R,R) - N-#04- (_ZHEEL) BAHA) - 1,2 -T2
fée
20
=N \NHz
25

OH

¥ 3.95g ( 34.55mmol ) AKX - 1,2 - — &L TIRAE 770ml £45 ¥
B 50g 5T (4R ) BAHAHE - 3C. ARBETTFS b

B % E A £ 250m] R 45 4 6.68g ( 34.55mmol ) 4 - N - (=

30 ZARR) Rk, WREARELERBHREZRFHHF 8 B, B E
SRR TLC ¥R (A48 LB LEE/FYE 9:1). RELZREBEHRE
waRiE R, 155 99g (100 % ) sA =%, REs—F b

27
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1% A

E 3] 17
(R,LR) - N-(4- (=ZHEEEL) ZARBHE) - N- (4-4

TRHE) - 1,2 -RT B
5

ELN OH
10

AETBTT 4594 A%25g ( 8.64mmol ) (R, R)- N - % (4
- (ZTARL) BARHEA) - 1,2 - TR 200ml TEEFHEF
EE MmN 1.19g ( 8.64mmol ) 2, 4 - —EEX TR, HiZAFRE
60 C Fhedh 4 . SHEFRE, BHRARXEBRENERRE L
15 F. 4874 (35g) MAEEMEAY (LBRLEB/FE 9:1). 2%

570mg ( 16 %) , &BEFEEIK.
3C NMR (CDCly): 8 = 12.4(CHiCH:N), 23.8, 32.7, 32.8 (cycl.-CHy), 43.7 (CHiCHy), 70.2,
70.6 (& 3R CH), 97.1, 102.3, 102.7, 106.7, 132.8, 133.1 (ka%g-C), 107.6, 111.1,

0 150.7, 161.4, 163.9 (& 3 }-C), 163.1, 163.8 (C=N).

F 4] 18
(R,R) - N-[(4- (=ZXEHX) BAHAI - N - (4-FH

EEApAE) - 1,2 - T B

IS
70,

ETRBTT 4 54 K& 2.5g ( 8.64mmol ) (R,R)- N - # (4
30 - (ZZARA) BABHEA) - 1,2 - FTHKE200ml 2B T &F
Bz EmA 1.3g ( 8.64mmol ) 4 - FEEKME A 200m]l B b ey

. BRBIEEE 60 Chik 4 ey, FREBERAFEZTRE, FE

25

28
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REET., REGAFTVRABREN RS (LB LES/PE 9:1) ., =
£: 500mg (14 %), XELwEH, HIBELEL.

3C NMR (CDCly): 8 = 12.7 (CHsCH;N), 24.3, 33.2 (cycl.-CH,), 44.4 (CH,CH,N), 55.3
(OCHjy), 70.9, 71.5, 71.6 { 3K~ CH), 98.0, 101.1, 103.0, 106.1,_ 106.2, 132.9 (1517";—5_&-
C), 108.2, 112.3, 151.3, 165.5 (% 3% £ -C), 162.9, 163.7 (C=N).

£ 481 09 B AR,

£ 4] 19

FALIUN- [ 4- (ZZAEE) ZAHA) - N (4 - FREDK
BE) - 1,2-2=m) A4 (1)

.7\
N N—
— Mn
/ O/ ‘ \O
N\ // Cl
MeO NEt

# . 200mg ( 0.541mol ) 4] 10 HEAAKE T 11ml ZEF. &
i B o3 &% P e N 133mg ( 0.541mmol ) ZE4E (11 ) wk4A
M, WHBRE T ARLCHHBRITE. HiZREWAE T0 CTF ik 4 /)5,
LB ER., MERREERERBEAAMNLREZET. 336
306mg Bl 4kix T 11ml AMAKP. B 0.54g RAL4AE Z ik, #3h 10
o4F, IRBEAEET®R (50 C) Rt frsete, =2 220mg ( 89 %),
XA R & B,

5 #647) 20
FMHON-2-04- (ZCZEEL) BRHEA) -N'-1- (2K
A -2-FHhAF/- 1,2 - =) 44 (1)

Me Me

=N N=
Mn
71\
0 Ci (o]
EL,N

29
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¥% 1.2g ( 3.25mmol ) 364 5 F# stk 11 254 65ml TEEF,
FRBT A EFHEEMREF A 0.80g ( 3.25mmol ) TE4E ( 11)
KA Y. it E T AL E. R R REME 65 - 70 Cheik 4 ) e,
PR RAMEYSE ETF, BAeMA 65ml RMBKEM, F 3.25g L4
S kb, TELSE, ESOCRZAZTFREREZ. & llg
(74 %), XAz & BK,
545 21
FACN-1-04- (ZFEEL) ZRHE) - N -2 - (K
) -2 -FRF- 1,2 - =8K) 44 (1)
10
H,C_ CH,

—N N—=
— Mn
O/I N
\ /Cc®°

15 Me,N

¥ 1g ( 2.95mmol ) E3kp| 7 Btk 1 £ 60ml TEF &) & F R
5 0.72g ( 2.95mmol ) TE4 ( 11) wWRkE&HRE. RENMIEL
(A 6g fALHIRIE) B Lk 20 shAadd. F & 924mg (73 %),
20 R4 E B4R,
k3] 22
FAIN-2-04- (ZFARE) BRHEAI - N-1- (XK
ME) -2 -FAF- 1,2 - k) A4 (1)

25 H,C_ CH,
=N N=
M
Gt
Me,N
30 ¥ 529mg ( 1.56mmol ) 364 7 g Bedidk 11 /£ 30ml TEE ¥ &9

&5 380mg ( 1.56mmol ) ZE4& ( 11 ) WREHR E, #FEHEH] 20
PRk Bl 3.1g AL EHIRIE. 8 929mg . RABBSMELSA

30
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20
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30

gL, re—F i HEE A,
E 4 23

FAUN- (4 - (Z—CTEEE) BAHA) - N- (4 -2ATFK
ME) - 1,2 - =) A4 (1)

= \—
n
</ ;O/Zx\o:z \>
ELN OH

¥ 300mg ( 0.844mmol ) B 11 #y Btk &% E 17ml TEF,
Gz &Sk P A 207Tmg ( 0.844mmol ) Z.Ei4E ( 11) whA4. i
e T, HAE RS mKIEA 30 54, REHE 65 - 70 CTHR
3 ohat. BimiEaRe, 195 419mg B4R, HEEAE 17ml AR,
MmN 0.84g BALiE A iiE, RRS B TR FF 314mg ( 84
% ), RLE EIK.
k364 24
FAIN-1-04- (ZZEXERL) ZARHA) - N- (4 -FH
ATApE) -2 -FEAFH- 1,2 -ZB)ASE (I (£3H1)
FAHIN-2-(04-(—ZEXEA) ZARBHA) -N-1- (4 -
WERATAMA) -2 -FAH- 1,2 -B) 44 (1) (£HI1)

H,C CHy

HaS :CHg h
- Mn - /Mn\ o
S /s
EY ome  EtN OMe

#3g ( 7.5mmol ) Fieh) 3 ¢ Beditk (FAhiRAH ) ET 150ml
LB, REAKRESREFEHBFHEZRE, AL TN 185
( 7.5mmol ) T&4 (11) WkEH, R IFFEREE. FLERAL
A 65 - 70 CTFimk 4 bW, ARERE. BHMREEHRD
( 433g) %4 150ml HAGAK P, B 7.5 ARNITEREESY, LTES
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AR, FE: 268z (73%), RaoE&BK, FHERAY.

F 34 25

/M ON-(4- (kAL BABHE) - N - (ZAHE) -
1,2 - L=B) A4 (1)

=\

Lol

¥% 194mg ( 0.57mmol ) 4] 12 ¢ Bk {2 10ml B F #95%
5 140mg ( 0.57mmol ) Z#4E ( 11) mAA4RA, HEME dEL
BETARLLE., FRMERABLAS I, EEFTHAELIR F
Jngk 3 et AREWRLRE ET, KAMA 10ml ZBKEH, A 1.5g
fcthiiE, TELE, ESHAET R FHheRA4A, Fed
—F 5B AR,
%) 26
FAON-1-04- (=ZHEERE) BAHEA) -N-2 - (EK
ME) -2-FAK- 1,2 - K) 44 (1)

Et,

H,C_ CH,

¥ 1.0g ( 4.08mmol )L &4k ( 11)wK &Y 3] 1.5g ( 4.08mmol )
S364) 5 e BATAR/E 80ml ZEEF IR B, P MM ISR A 65 C T m
H2 B, ANBEREREET, BeHEE 80ml ABAKT, MEHR
4.1g AR E 0, LIRS BHEZAET TR 52 1.51g (81
%) .
%) 27
FAUN- (4 - (—FEEE) BABHE) - N- (ZARPHE) -

32
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1,2 -4l 442 (1I1)

® 110mg ( 0.353mmol ) L34 6 84 BediikiE Sml ZEE P a5

EhmA 86.5g ( 0.353mmol ) Z84E (11 ) wRAH. HRF KR4

GEIRIAE 65 C Tk 2 I Bf. AFEHERKBEETF, HAMEE Sml
10 ZE4GKF, A 200mg FAARITITE Z4, SRS BHESLE T T,

FE: 6lmg (43 %) .

%345 28

(RR) -N-(4- (ZFEERL) 2ARHA) -N- (4-51%

TRBE) - 1,2 - 3RE

—N N==

20 Me,N OH

15

EERTT 4554 A& 2.5g ( 9.56mmol ) (R, R)- N - % ( 4
- AR ATABEA) - 1,2 - RO KA 225Sml LE Y EEEE
e 1321g ( 9.56mmol ) 2, 4 - £ A KXFEEAE 225ml 8B FHE
25 &, R EERAE 60 CTim# 4 b, AFETRBEHMBRMGEL
HMEBERRBEET. MM (LA 5g ) AZENE( LB TE/FE 9:1)
M. F2: 1.09g (30 %), Z&HE6EEIK,
C NMR (DMSO-ds): § = 23.7, 32.7, 32.8 ( Rk CHy), 40.0 (NCHy), 70.3, 70.7 ( 42 ZR

CH), 97.9, 102.3, 103.2, 106.7, 132.5, 133.1 (#54& -C), 108.1, 111.1, 153.1, 161.4 (_7:‘?_%

30 H -C), 163.4, 163.9 (C=N).
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34 29
(R,R) - N-(4- (ZFAHKL) K#HX) - N- (2-847
BeX) - 1,2 - 3Rk

10

% 25g (956mmol ) (R, R) - N-$04- (—_FhEXEAD

KA - 1,2 -HFTBRAE 225ml TEFEREM 1.30g

( 9.56mmol ) 2 - AR ZEBEE 225ml TLEFIER. WiZRLER

AE 60 C Andt 8 B, HRMARLAZEEVEREERT HHH 4 10,

15 ASETTREET. M54 ( 3.6g, Faéh) ARENERIT (T
BROB/WE 9:1) ., F2: 1.60g (44 %), ZROEE LKA,

G NMR (CDClL): § = 14.7 (CH,), 24.2, 24.3, 32.4, 33.2 ( 1. CH;), 40.0 (NCH,), 62.3, 72.2 (.

3R CH), 98.6, 103.4, 116.8, 118.6, 128.3, 132.3, 132.7 (Jxkgk -C), 108.6, 119.1, 153.6,164.3,
170.9 (£ % X -C), 163.2 (C=N).
20 C,;H.N;O, (379.5)

= 345 30
N-%04- (CEEL) ZABHRE) - 1,2 -BFEE -5

=N  NH,
e

g

25

30

% 3.479g ( 17.64mmol ) 4 - ( N, N - — T X HL) KPBEES

34
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CTFaainz] 1.927g ( 17.64mmol ) 1,2 - BE KX A 18ml ZE$
HERE, RIFBEMT I0C. FAHBRGRLEZERET IR T B S
B, BRERGETF. HEW ( 6.34g ) AAENEBT (LOB/ 25
B 65:35) . FF: 127g (26%), 2%6 8K,

"®C NMR (CDCly): 8 = 12.7 (CH,), 44.6 (CH2), 97.6, 103.7, 115.4, 118.2, 118.8, 126.6, 133.7

| 2E A£-0), 109.3,136.4, 140.4, 1516, 163.2 (£ 35 4 -C), 160.9 (C=N).
%4 31

N-(4-(ZCHAEX) 2ARBHE) -N- (ZAHL) - 1,2 -2
10 ¥ —p

ja3
15 veliay

s

A 60 C T 03g (1.06mmol ) #4306 N -5 (4 - (=2

20 ERE) BAHR) - 1,2 - BRRSBE Iml LE YRR E R

RPEFH AN 129mg ( 112p], 1.06mmol ) K ApEE. ¥R 5 K& A T5

CFHS Mo, AHETBEREET. HEWAEENEEY (E
/B TE 65:35) . F&: 139mg (34 %), £é&mKkd.

25 PC NMR (CDCly): 8 = 11.7 (CHyCH;N), 44.4 (CHsCH;N), 97.0, 102.4 (4t -H), 116.5-
119.0, 125.1, 126.6, 130.0-132.0 (tert. aryl-C), 108.3, 118.3, 141.1, 141.4, 151.2, 160.3
(% 2% 4 -C), 159.5, 162.4 (C=N).
C24H25N;0, (387.5)

% 3645 32
30 Rt Afest#hed4d (111 ) salen & & 44 6 iS04 4) &
Frik ¢ R 3F AR 69 salen RASHLTUREE Zeeyshie, 154 R
RSO RAMIER,
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B 4.74g F4] 5 i AERAY A 250ml LEAS, 123G eE
&% &, BN 3.17g ( 12.9mmol ) Z&4 (11 ) wWREY, HEHE,
RE., ZREASMAEGS - T0CTRE 4D, RERFEET. BAKE
WIRE 250ml RABAKF, A 26g KLY, AT T FIR. mHe)md
Y1 AR R SR 4 P A k) 20 Fo 26 8 R T AR 69 2B AW
AR ELA VAT L5 e st AR BeAi ik g 2 B 4 A4,

H,C. CH, HC CH,
— — = N: —
\ A
O/I\o 5 l .
n |
ELN NEt,

RAEP] 33 1 AN GRES, WA T DTI 24, DTI ( #H s

B H ) ML AT 840
a = ([Y(E)- Y(AVIY(W) - Y(A)]* 100

AEFY (W), Y (A)FY (E)IRAZIGEME, Rinfgii
B K Fo BRI RAEMHGCIELEE, a= 0AF 22544
m,@wkﬂ%%&¢ﬂ%%%%ﬁ%iﬁm,%—f@,@=mo%
5B EHE-ARBGEAT, TEEMHAEG 6 R E,

REBERAATRERRRN T 7.5z 8RR R 4E 80ml sk
KR TR, IR PERRER 7.52/0 o) RAEL 3 6445 4 sh ik 71
ECE ( 456 IEC, EMPA, #4). 8.6mmol// H,0,FoiX %k $64i%
. kit A2 2 LINITEST X E 6947 A F 40 C T 4T 30 54, L 0biX
BFEAF B EMRRETMHIF SR,

& VLT o7 W 43 69 S oBHAE X 5 b

FH 1 ( F1) HAEAE 172
At 4 ( F4) &3 238
FH 6 ( F6) EMRES

F# 8 ( F8) HHE 71
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w8 B 5829/33W

EH9 ( F9) BERE 2
## 10 ( F10) ETE 13
13 ( F13) o & o
414 ( F14) K 19
5 Rt B4 kil — & SPECTRAFLASH 2000 3l % 548 CIE #4

AT BRMELRATE ( D65/10) .
TR T AARE LHES] 24 T2 944K ( Mn L4540 FTITE|
HER, CATFTTAELRBELATDTIHR (a) MBAFREST

e
0 £1

DTI#A (a)
FEALF R E pmol/l %A1 FHAt 2

5 62 76

20 85 90

30 89 90

50 91 91

TEAA, B LG 24 FRGMERIRA LR T &% L8
B, B PHTH BAEZ ERACFRE A S0umol/l Fo b ik ik K44

15 TF1A3 4
k9

K3 § A FHRAEmg/l | DTL A (a)
AR 172 250 % 10 91
EME 238 100 % 6 91
EHES 133 % 12 95
H32 022 400 % 6 85
EHZ 19 (4%4)100 % 20 100
ME-FE 113 180 % 6 99
& | 100 % 6 86
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ARG S — 5 R, FFRAERK 20 CHBAELE TLERE
X 354 40 C oW B 9 4R 37 4E

.3
DTI# A (a)
FEAL A R B pmol/l P 1 S 2
5 57 78
20 80 89
30 84 90
50 85 87

AR A AE R 5 & &R B TR 26T, £%
45 F @, B2 A S A L AR o b a, B R 2 5 A TAED
ERHEZORAZHUEINAEEL TR DER., EREGH4ME,
EEBRAARRKAARBLE TESORG/2HE T4, Sikm Lmdig

10 AR, Z25kRBEAALEHRLXTHHT.

% 4
AWM E %
X5 F A 42465 50umol/l TAED
A1 11 2
EMAE 17 16 15
EMgr 123 14 13
Hix¥% 85 22 14
e A e SR ARG F B, BAH ETR TAED R A B 7 8 £4F

15 o9 FHr. Sk LATRAE AR, £5REFEEEI DP A EKeT:
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w8 ZE31/33;

£ S
Aa%3 85 DP B4k %
X 4 A #2467 50pmol/l TAED
B4R 017 2 5
£42 001 9 19
Agr 123 4 7
#42 % 085 10 15
% #.45] 34
5 1% R VAT ¢4 % o Be kb 47 DTL fR ik, 42 05 L 2 A7 Bp 2 A sh s o
HE kL RE LAY, R A6 TATIILR
£ 6
TPk Mn 44544 a( %) a(%) a(%) a(%)
BeiheyIaetias | 10uM(F1) | 20uM(F1) | 10uM(F4) [20uM(F4)
4 70 77 74 84
8 74 81 77 79
9 72 79 75 80
13 76 53
14 82 85 84 88
15 73
17 86 86 87 86
18 85 88 80 90

10 A 75T A5 B Mn %4447 DTI s Fal 62 R
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£R485tY a(%) a(%) a(%) a(%)

A5 10uM(F1) | 20uM(F1) | 10uM(F4) [20uM(F4)
19 78 87 85 93
20 86 91 94 87
21 80 62
22 90 96
23 62 89 82 95
24 81 88 95 94
25 80 89 .90 95
26 77 81 83 86
27 78 77 54 72
28

£ 3.4 35
5 BT i 64 R 2 #5765 Salen & 45 64 PP 4% 2 3L AL W7 3R B AR AT 4 B 7

bR FHER. R TEASKER T 8.6mM B £ 0.17mM, 1] DTI
HETARE., TEE S 7k £#4 20 92 EE M ERKITE
et E 6 &4 T 94k A

10
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48
Dye a [%]) a [%) a [%]
0.177 MM H20, | OmMH;0, | 8.6 mM H,0,
F1 82 48 90
F4 83 55 95
F6 83 54 95
F8 79 1 75
F8 83 48 85
F10 90 71 85
F13 89 65 85
F14 83 31 85
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