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1. —Fh2,5— . (2— FIEEL) ZRE -1, 3,1 WE & a7 i3, B E QR -

# 1. 52g HIAK AR S ER M 5ml. SOCL,, 78°C F A ali 10 A/t , A1 B 2535,
Ik Hs 75 H 2 R 1 SOCL,, 25 PR DKOK 4R 5 438 s S 12 i 0 2mL 80 %6 B 7K & ik, Wi b 5¢
SRS N HERE 10 438, SRS I0N 20mL JK, BERE 30 28T, #hJE, R AR LS R A E ik
YR RS B RSP, B 10mL ] POCL,, 100°C K ANHAENAL 10 AN NN, A HIF =1,
OB R SR IE R N B UK K TR IR e, N se R S, i E A A AR A AT e b, KR
B34 UK LEVERLR A5 B e [ A, g RS .

2. —Fh 2,5- T (2- WENIE ) -1, 3, 4- BE TR A R T, FURFAE IR -

¥ 1. 28g 1 2— WEMy FREZ NN 5mL SOCL,, £E 78°CF IRFA B 10 A~/NIF, ¥4 E1 3 =30 9k
F75 H 2 AR IE SOCL,, 25 PSAEVK AR P ke 5 2%, 22483 b 2mL 80 % (K 7K &, 15 by ¢ 4
JEAEZE RN BEFE 10 208, N 20mL /K, FEF: 30 45 2h, #hiE, 7EIEAR FAE R B @AY 5 T
PGB TR, BN 10mL () POCLs, 100°C FANAAAIGE 10 A/, v 20 E] =00, {1 HEE
R NZ W BN UK S IR, W se e, B B R [ AR A EAT Y, T, KPR 3-4 ik,
TEVEAC A3 @A, TR A RIS .

3. —AF 2,5- TIEIL -1, 3, 4- BE M T v, HORRE LR -

1. 22g WIZRFREZMIN BmL SOCL,, 7E 78°C F MFAEIAL 10 A/, ¥ BN 3 =8, 9l k7%
H 2 4RI SOCL,, 25 PATE UK K th i 5 4340, Z2123% 0 2mL 80 % 17K & I, 3% N 56 B J5 71 %8
R HERE 10 2380, N 20mL 7K, i 30 73 8h, Hhik, FEAC EAS 2 B A AR TS R
TBef, B0 10mL [ POCL,, 100°CF NI 10 A4S/, ¥ 3 3 5030, U HIE R ER
P N BIVKOK A B R, W se BT, 5 S R A AR AT Y, FhuE, A KBES 3-4 Ik, LU 4R
FAS 30 5 A, T8 S RS .

4, —Fh 2,5— = (4— HIEE ) ZEEE -1, 3, 4- VE WA T T, EEE T R

¥ 1. 36g XL FIEG NN bmL SOCL,, 78°C T MF Al 10 AN/, ¥ HI 3 25958, W
FZEH £ AR SOCL,, 25 FATEVK K R b 5 430h, 221830 2ml. 80 % 17K A 1E, i n e B8 f5
EIR T BiE 10 0 %h, B N 20mL 7K, BidlE 30 43 8h, g, 7EBE4C L1531 (A ] 4
YR s TEEE TR, BN 10mL [ POCL;, 100°C R InFAMRIL 10 /N, A EI B =,
O HIE W 218 0 B UK A R IR e, N SE R S, B E A A AR A AT Y gl K EE
B34 U LEYELR A5 3 0 A, g s REAS
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—FhATFR 1,3, 4- IBASE KA

AR T -
[0001] ARG AT —FXTHR 1, 3, 4= BE WIS & R IT VR, 0 — P A LA & & s
5 Jm TN 2 G BRI .

EEEA

[0002] [ 1962 4 M. S. Gibson KE L LRI T 1,3, 4- B MIRE 1 N ALHI Lk
(Tetrahedron, 1962, V(18) :1377-1380) , AMIIANWIR AT LA 1, 3, 4- DE 4T /E4,
Hor & B ATFREE I 1, 3, 4— WE — MT 2RI 2 s

[0003] 1) WHMIRE 7 EHERE WA @ (223850, 1997, 19 (6) :373-381. ), B A&
HIEWE S H RS W20 @ (Synth. Commun. , 2002, 32 (21) :3339-3345.) , 1T & B %
(PPA) BEH N AT I S NS ATRRIFS 1, 3, 4- E AL 54

[0004]

@
s

ArCOOH + NH2NH\C\HNH2 PPA \( >/

N—-N

0

ArCOOH + NHZNHQHNH2 PPA \( >/

N~——N

[0005]  2) XWUEEFEAK SN HIFF AT FRET 1,3, 1- BE Wb 54,

[0006] IR 557 I AV.-E RIS, T8 A KB W SO A2 RGERE IS, TG I AR 1 S0 s Y. A G BR 1
XLt WA, s W R BRUEAT K WA TR R X WAD. B
SRR BRI 1, 3, 4- TR fb A4

[0007]
@
o
e H CZHqOH or CH;OH | R——C——0CH;| NH,NH,H,0
- R—C——NHNH>
OH
R—— C—— OCH5
O
)| i ?
R——C——Cl I [} FoCh
— " s R——C——NH—NH—C—R Nw__N

[0008]
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@

(o]
(@]
” C,H OH or CH,OH R—Icl—ocm NH,NH,.H,O |
R——C\ - o — R C——NHNH,
OH '
R—— C—— OC3Hg
ﬁ ﬁ i:: R\(O R
we—e—op o M N roen ﬁkh?/
[0009]  3) VUM SEML EHE R SR 1, 3, 4- T Mk-& 4. (J. org. chem. , 2001, 66 :
4062-4064. )
[0010]
N/N
I >
Q (@] N\N
i SOCI, or PCls H
R C 3 R——C——ClI -
\OH
R R Q
N rocCi, \( >/R
N
St N~
7

[0011]  EIRMIRA & et RIS — e A FUA 2 -

[0012] 59 1) 7F 22 SR M BRI K59 S N & % 1, 3, A— T — I, 5 IR IR AS 2138 i A4k
BB RS I Y.

[0013]  J5i 2) W R PR 5 e S N 2 ISR , T8 RN A S 8 A R B B » T B 5 T B e o A
BT FR AR, W@ B3, BEE S R B UEAT ROV A2 SO BRI EEIE, W@ 5 BT IR
R NATE] 1, 3, 4-WE e, Jb 7R R — D SRR /1 90 %, AR R &Y HE
FEEa Ll

[0014] U515 3) ¥R o WAk )5 15 BB S, 28 5 55 AR RV iy PU & e |2 N A5 BBk =40, 2
FH AT IME N AR 1, 3, 4- BE e, BE 7R BT SRR —— DU R AR AR, T
53RN i 28 P s B AR R 4l .

[0015] £ BT, LB BIH R 25—, H £ BB R MU K I 5 & 28 fe Ak ol B A 5 ) I
No S, BEEREA——F DT AIIE, 08— r= R Efnit T 90%, 4 G153
HFrr=90, A B ot 28 =, T3 R B K BT VLA R 4L, XA S EEEN G )
IR 16 B I (R A ™ T AR YT G

[0016]  KAEHNF :

[0017]  ASK BN H—FHGHFR 1,3, 4- WE MR IK-& i 5 i35, TRk T WA iZ 2840 & & i
LT AR, G151 - 8K, AR5 Y4™ B E A

[0018]  ANKBEAMIA HsLRin T -

[0019]
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NH,NH,.H,O
Cl —

I
I
T
7))
Q
a
O—=0

I I )

l I POCI, R\( R
—c—— S —_—
R—C NHNH—C—R \ 7/

“ O O O O a

[0020]  HARGRETIEWTTE -

[0021]  FRHEX 5-10mol WIFRERE 1K, T 5-10mL 1) SOC1, 7E 78°C K [HIL 10 A/INi,
AR =R, WOE 25 2 AR SOCL,, 1R 2 AR vk R b 5 4380 ARG 8212
2-5m1.80 % [ & Ik, i I 2= %A A N 35 A il N 5e B R AR IR R R 10 208, 4R )5 1H)
B 20-30mL 7K, Fdt: 30 43 Ph, #gE, fEUELR_ BT R A Al A iR, ETESE T
BT, SRIE TN 10-16mL [ POCL,, 78 100°C F B3 10 4N/, ¥ 203 =30, f0HEE
W RN CBERE ), Whse e )E , 58 2 M A4

[0022]  #BHTHY, SRS HhaE, /KPR 3-4 Wk, 1R 848 FE 3 a0 R4, T4 )5 BE,

[0023] AKKRBHAEKR T ERM AW~ A Bud e iR e #2255 K EG R ),
R 200, AN T BRI AR g R Ak, 4B R E AU, B — 3 IS B AR i 5 il
90 %6, G I PR ERAE ] B 5 U AR L TR R « R R

3 (=] i3 BA

[0024] K& 1 Nysciifl 1 ) H-NMR K 5

[0025] & 2 JSERE] 1 X— B 540 S BRI
[o026] & 3 Sy Siitafsl] 1 ¥ IR P

[0027] & 4 S Sijtafsl] 2 ¥ H-NMR & 5

[0028]  [K 5 Sl 2 f X— B0 ST SRR
[0020] P& 6 Asifal 2 11 IR K.

[0030] & 7 S sitifsl] 3 ) I-NMR &

[0031] & 8 =it 3 i TR ¥

[0032] & 9 N SHtEfs) 4 1) H-NMR & 5

[0033] & 10 Sy sifs] 4 ) LR .

BRIEAR
[0034]  7E LA St S0 Hh ik — 2B fE R A5 7 125 AT S s A T Ui A B B, i
AL PRI A v A A ]
[0035]  =LJEffl 1 -
[0036] 2,5- — (2- HAREE ) "3 -1, 3, 4- BE M5 Ao
5



CN 101643456 B w BB 4/6

[0037] ¥ 1.52g(10mmol) 4K AR IEIK A EL, 5SmL SOCL,, A F 50mL Fefii 4. 26 78°C F hn
T 10 A/, v EHT B IR, R 25 H 2 R 1K SOCL,, FR R 3 4, AR vk K i di 5 43
B o MU, S22 N 2ml 80 % HI7K -G, W N 50 BE J5 7R 20 T B e 10 2391, 2R )5 el
oA 20mL 7K, BidE 30 208k, AIEE, ERELL BRI A A R . TR E TR,
A0 10mL ] POC1,, 7E 100°C R H0F I 10 AN/, ¥ 20 300 a3 3, F0 L5 Ui 82 18 30 hn
BNUOKH (EFE) , Wnsee ), 58 2 MR GEHT L, #hE, FHKYEG: 3-4 1k, e384t H15 3
VTG, T8 5 RIS a1 2,5- = (2- L) 2RI -1,3,4- g M, A Rig& W -
[0038]

OH

| °

C.

= c

I NH;NH,.H,O
OCH3 o
OCHS
(o)
C// POCIl; ©
\ |/
NH——NH—C OCH;3 OCH}4 N—_
AN
OCH3 O HaCO

[0039]  JfR¥ et A% s (H-NMR) \X— S0 o R ATHT A4 61 (TR) RAELN b :H-NMR P&
DL 15X B S AT o P i P LB 2 5 IR P DL 3

[0040]  SEjf] 2

[0041]  2,5- — (2- MEWyHRL ) -1, 3, 4- BE A Ao

[0042] ¥ 1.28g(10mmol) 2— WEWy FIEE, 5mL SOCL,, JO A 3] 50mL B P. £F 78°C T hn#
(B3 10 AS/INE, A1 B Z5 3, 9l R 25 22 42 10 SOC,, sERE I T4, B ok K i b 5 438
WS, S22 N 2mL 80 %% /K& Bk, Wi N 58 58 fa 70 S N 10 4380, A RE i i
20mL 7K, PiHE 30 43-8h, ok, 7R EAC BRI O EaF Ay . MHTEREE TR, B
LOmL ¥ POC1,, ££ LOO°C F IFAEIGE 10 AS/NE, ¥ A0 31 535, HE s S a2 1% 5 i 2 vkoK
e CHERE) ST R S, TR 2 AT B, TIOKPEES 3-4 1k, R84t 15 3] 3l
A, +1 S5 B 4l 1 2,5— — (2- MEMyEE ) -1, 3, 4- WE M, ARGk &ein b -

[0043]

Cl
s COOH s liib
\ / SOCL @/ NH,NH,.H,O .
v
/ \NH——NH—C\ _13?3_“» S
A \_/
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[0044]  JIRS¥ R A% HE (H-NMR) « X— BB SO RATH) 414861 (TIR) KA -

[0045]  H-NMR & DLIE 4. X- @A e W 5. IR E LI 6,

[0046]  =icjtifyl 3

[0047] 2,5- 2K}k —1,3,4- B8 M5 ks

[0048] % 1.22g(10mmol) ZKF[ER, 5mL. SOCL,, I AR 50mL K+ . £E 78°C T & [al 77
10 AN/INIF, ¥ BN 3 2353, SR IEZE L 2 43 1 SOCL, , 30kt 1, ZEUKAK P BEE 5 20 8h. MUT %
i, SR 2mL 80 %6 [K7K A, W N e YR S5 7E 200 R HEdE 10 438, e R A 20mL 7K,
PFE 30 4380, g, 7FEUEAR FAS R @B A . TR S B TR, PN 10mL 19
POC15, 7E 100°CF AH#A[EIL 10 A/ iF, A1 B w5, 8 OB S S g2 min 2l vk K4 (5
) o tehE, A 2 AR ATt ik, FHAKPER 3-4 K, AL uE4R B4 30 3 E b A,
f )G BN AR 4liyge iy 2,5— T K3E -1, 3, 4- R e, A Rigekin R -

[0049]
o
soCl
@COOH — e @C// NH,NH,.H,0
\ }

/
\NH—NH——C POCl °
\, T \_/

[0050]  JITf3¥ )R etidiZiE (H-NMR) ZL4M 6% (TR) RAEAN T (H-NMR B LI 7, TR B WL
8.,

[0051]  SiZjffy] 4

[0052] 2,5— . (4- L) I -1,3,4- I8 ME S hb.

[0053] % 1. 36g(10mmol) X} FAFLZE /R, 5mL. SOCL,, AN 3l 50mL B&i & . 78 78°C
FAENAL 10 AN/, ¥ H B33 P 25 H 22 R SOCL,, 0B A 1, 7EUKK TR+t 5 438
BT BRI, S2 18R I 2mL 80 %6 [KZK-& i, W U se YR S AR 2 R e 10 438, MBI A
20mL /K, $it 30 4380, ik, 7EIEAR SR A @E Ay . LR S B TR, HinA
10mL [#] POC1,, £E 100°C R IRFRIRIAL 10 A/NET, v 20 B0 =5, 8 H 7805 v RS2 12 % n 2 vkoK
OB RN e, B E R AR AT Bk, KRG 3-4 3k, R4S B3] 3 6
PR, TR RIA 4y 2,6— = (4= ML) R 1,3, 4-BE =M, G RkBRER W -

[0054]
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SOClz O
OCOOH // NH,NH,.H,O
H3C C o
\ J N\
[¢]]
CH4 CHs
HaC o
c\/
POC1
NH——NH——C 3
O
\ \
S /

HyC

[00551 W ms it ¥ (H-NMR) 4T 4hGi% (TR) F4Fin R

10,

:H-NMR B DL 9, TR L 1]
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