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[ Abstract]

Ob jective

To devebp a nev m ethod and strategy for the syntesis of hairpin-polyam des contaningB-alan ne M ethr

ods The haipir polyan ides w ere synthes zed by the HOBT /DCC coup ling reaction i good yields through the optin izatbn ofhydrogena

ton of nitro group and the 2+ 2 fragn ent coupling strategy Results A haip ir polyan de NO, lmPyB lnPyY mP8 PyPyBCOOC,H; was
synthes zed successfillyw ih good yiell Conclision The haip irpolyan ides containing B-alanine i themokcular can be easily and

efficiently syntheszed through the optin ization of reaction tem peratur¢ solvent and fragment coupling strategy
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121 NO,mPyBmPy¥COOC,Hs 812 mg NO, mPyBCOOH ( 2 mmol), 2 h
NO; In Py¥COOC,Hs (2 mmol) 30 mL Pd/C, ,
DMF 100 mg Pd/C, 70~ 80 C, 12 h , 10 ~
6 h 4h , 324 20 , , ,50°7C
mg HOBT(2 4 mmol), 492mg DCC(2 4 mmol) L. 4¢ (THF)

10mIDMF , 07T, 728 mg , CH.C} /CH;OH ,
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L 17g NO; lmPyB In PyvCOOC, Hs,
81% mpl23 5~ 123 5°C 'HAMR (DM,
30MH z), § 10 40(s H), 10 37(s H), 9 94(s
H), 8 62(s H), & 19(s IH), &8 05(s 1H),
7.54(s H), 7 46(s H), 729 s H), 7 20(s
H), 6 94(s 1H), 404(1 H, J=6 9Hz), 399
(s 3H), 395 s 3), 393(s 3H), 3 78(s 3),
351(d2H, J=6 Hz), 3 18(12H, J= 6 0Hz),
261(t 2H, J=6 (Hz), 2 31(t2H, J= 7 2H2),
1.72(t 2H, J=6 9Hz), 1 16( 4 3H, J=17 2Hz);
MS(M+H)": 723 29
NO, mPyBPyPyBCOOC,H

, 78% mp 128. 9~ 131.2 C
'"H-NMR (DM SO, 300MHz), & 10. 23 (s IH),
9.90(s IH), 9. 86(s IH), & 16(s 1H), 8 13
(s 1H), 8 04(s IH), 7 56(s H), 7 21(s
H), 7.17(s H), 6 82(s 2H), 4 06(t H, J
=7.2Hz), 4 01(s 3H), 3 93(s3H), 3 8I(s
3H), 3.77(s 3H), 3. 42(s 2H), 3. 38(d, 2H, J
=7 2Hz), 2 49 (s 4H), 1L 16(1t 3H, J =
7.2Hz) MS(M+H)": 708. 28
1 2 2 NO; mPyB mPyyinPyBPyPyBCOOC,H;

706 mg( 1 mmol) NO, lmPyBPyPyBCOOCH
25ml DMF 80 mg Pd /G
70~ 80 C, 6 h
4h , 162mgHOBT(1 2mmol), 247mgDCC
(1 2mmol) I0mIDMF | , 0
C, 694 mg NO, mPyB In PyYCOOH (
NO, In PyB mPyy(OOC,H 5 ), 2
h Pd/C,
, 16 h ,
10~ 20 , ,
,50 C L1g
(THF) . CH,C}/CH;OH
) 956 mg
NO, In PyB lnPyY In PyBPyPyBCOO C,Hs, 71%

mp 131 2~ 132 7°C 'HNMR (DM SO, 300 MH z),
& 10 45(s 1H), 10 37(s H), 9 96(s H), 9.92
(s 1H), 9 86(d 3, J=8 1Hz, 8 61(s IH),
8.25(t H, J= 6 OHz), 8 06(q 3, J=6 OHz),
7.54(s H), 746(s H), 7 16(m, H), 6 95
(d 1H,J=18Hz), 6 83(qg4H, J=1 &z, 4 06
(tH,J=7 Hz), 4 02(s 3H), 39%(d @, J=
5 4Hz), 3 81(s 3), 3.80(s H), 3 79(s &),
3 77(s 3), 3 55(y H, =354z, 3 18(1 H,
J=66Hz), 2 61(t2H, J= 6 @z), 2 51(m,

), 2 26(t2H, J=7 MHz), 1 77(t H,J=
7.5Hz), 1L 29(t3H, J=7 Hz). MS(M+H)":
1354 55
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