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Lo — il & i hr oK =45 % b el 4& (1S, 28, 3S,4R, 17 §)-3-(1- LBtz 5 —2- 22 T
3L ) —4- Boc) - & Hk —2- FILIAJbE - 1- IR Hf i, WL &Y 1T 1850136, 4
BEAL R 2L S T (0 s BB B, SURFIEAE T o AE AW I 3 JsUT 34 i EL R I N A &
BEAL A K P LB, Foh R bk i e 2t o

2. MRIEBORESR 1 BTk (B 52, Fridic 5O A Ll m B A & e A o 45
IR, TEAKHEBR

3. ARIEBCANESR 2 Frik (8 733k, Brid 406534 Js 57 NaBH,/NiCl,. 61,0,
MRYEBANE R 2 Pk (38 715, Bk ZBAL G A SIRET L BE S B SR ET -
MRAEAURELSK 4 Prid (K5 7532, Brad v KA ZBAL R ] R Z B4 157 o
MRAEACREEK 5 Pridk KOFr 7532, Brid SBHLIRF ) SIRET .
MRITBRER 5 Prik s 735, I CBACEGRIR AT E AL &) 11 ) 1-50 =&
MRAEACEESR 7 Prid K8 77, LB EA &9 1T 1 2-20 =&
- ARIEBCRNELSR 2 Bk 7 71, Fridid Je PRI K 25 E 0« o MR S ML
A -50°C R (A,

10. MRIZBOFER 9 Frik ik i, Prid [ N -15°C 2 10°C.
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— i F AR K T K52 P BRI T 0E

S N
[0001] A BH B Ko — P il £ 0 2 oK 35 SC B P () 1A (1S, 25, 3S,4R, 17 ) -3-(1- 4Bt
e -2- LFET I ) ~4- (Boc) — & Fk —2- FRFEIN ke —1— RIR IS 13 T v2:, J@ T 2540 5 1Ak

EEHEA

[0002]  WAHKTS, Be LA FR Peramivir, L2544 (1S,2S,3S,4R, 17S) — (=) -3-[ (1"~ LBk
Q-2 - ¢E) TE I-AI(ARETERE) PR ] 25 ) 2- BEMME -1- RIE, 451450
WL PI7R o A2 2 F 35 1 AR 00 0 M 24 I A A B 3 30 R ) — bR UIe T AR ) R A i
P2 DR, B8 A R0 ) 5 S B 2 1) B, BT 52 MU, BE RN, BEAE v 5 A0
s PR R R BT R B )

[0003]
NH, o

HN\:& ol

HI

OH
OH

o~

Peramivir
[0004]  ERAEAF SIHHCKT K -G T KB LM TR 4%, CN1227466, CN1367776,
CN1282316, CN 1 W001/00577A1 & A T 2 A& 7 . LL2- & 2% A [2. 2. 1]
BE -5 4 —3— Wik J5UR), 8 FF I, AR, Diels-Alder M, BRI, ZBEtL, B FIK,
IR A R A s e IR IR SR IF IR, 15 AR AS B A By S8 rp fa) 4k (1S, 2S, 3S, 4R,
1S)-3-(1- ZEkaEFE —2- ZF T 5 ) -4- Boc) - @I —2- BRI b —1- RIREE. %7772
HOE SR TF IR S B4R 20 P25 58 i, HP ) 75 8 B BB A i AL B R, 43 B Atk B SR TR S
[WIF=A AT Wi, TER N, HBCRAL, A% Tr= 8 4=,

XAARE

[0005] A U B Ak — Al o) & p o oK 5 S B W) 4 (1S, 28,38, 4R, 17 S) =3 (1- LB &
B —2- L3 T H ) —4- (Boc) - @A —2- FRALIAHE —1- FRIRER HOH 7 i, DL )4k (T1)
JsoB (AR IR AR AR Te) 44 T, Al DR AT B &R 0T J7 %4 ) » Gk IO 3 Jm AN 22
JEACLEE, ERGEAT ZBU N, R RIARR T R (D, B CR KT 80%

[0006]  — i) & W H K LB P R AR (1S, 25,3S,4R, 17 §)-3-(1- LBt % —2- £3 T
3 ) —4-(Boc) - WAL —2- FRAEM AL —1 FRIR R AR vk, BAEAL G 11 L 5T, f1 &
B AR R G T I R NP IR, AR TSR IE IR T3 Ja B S B L LB i) K
Jr B, Hoh R ek B Bk

[0007]
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[0008] AT G SR IR L4 B AL YR & 8 S AL A LA I8 SRR, TR . B
I SRR R AT A P R, RONAR R —50°C B &R 2 W]

[0009]  FTIR4H G BRIk NaBH,/NiCl,. 6H,0.

[0010] LAY 11 W& ZFhE a7 I, A& B R A & B i S AL ) 0 4 8 S i 41
EIE R PLO,/H, ARG UL K Pd/C/H, 1 J5 5, o 4 B I A AL ) B 46 NaBH, KBH, LiBH,.
NaBH,CN. NaBH (0Ac) ; 2568 4 )& 5 S AL BC T, 48 Sk AFE NicCl,. 6H,0, CoCl, %1t
W4 B

[0011]  *Yds J5U 551 4 4 a8 W S A F0 6 Ja AL A I A0 A ) 5 S N — R AE RT3 77 rh gk AT
RNV EAE -50°C R =2 1), L% —15-10°C, KAl fLiE 0°C.

[0012]  JZ Y 58 4% J K s 9 L UL 4% b DL S WAL R AN L BRI+ & T S Bk & T VR T ¥4
Ry AT VRN LAY SN B FH B S BEAC A FIAR ], Pk PRI s BRI H = — o 1k
AU IL L &R 50 ME 2 (8], Juik 2-20 &, [ Pidk 10 & ;7 KR VIR E A -50°C
F MR T8 ARk —15-10°C, B HIALiL 0°C.

[0013] N EEHEEY) T Al LAl R iR A HL, Ve, 45 bk, B 45 5055 T7 R4S
B, AR IE A4 T AL E T B E S

[0014]  AEFIH, BRAESVEULE -

[0015]  “fedk” f4E 1-8 kA T ERERISCBE, LU 1-3 NIRRT M. edd nla 5649 i
AL, O8NS, AL, T8, 7 136, A T 58, 0T 28, At 5%.

[0016]  “FRHEIE"FRIR 3-8 A5 ST IO LRI SR IR G ), B AR T 3668, 3R T 288, R, R 36

faray
3 o

[0017] AU BIW K77 %8 1 Py 7 Al — b il & M Rz oK 45 QB rh (Rl 44 (1S, 28, 3S, 4R,
178) =3-(1- LWk —2- £FE T3 ) ~4- (Boc) — & FE —2- FRIEIA M EE —1- RIR T E& 15 /7
o AR —EHlSAEY) 1 PIREAE RN E IR, T2 2 N T 28
R ERAEf A, PP IR = T 80% .

[o018] T 1

[0019]
o]
'.\‘”\0/
BocHN!- 1) NaBH,/NiCl,
I I
LN
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[0020] " [ & & SE AN A R BHAESE— 20 TR 4R U A

[0021]  SEJEf] 1

[0022]  (1S,2S,3S,4R, 17 S)-3-(1- LBz FE —2- L3 T %) —4- Boc) - 2%k —2- JRAEH
ekt —1- R P EE (D) Kl -

[0023]

1) NaBH,/NiCl,

2) Ac,0

II I

[0024] A& 11(1g, 2. 82mmol) , NiCl, » 6H,0(0. 7g, 2. 94mmo1) ¥ T 10mL FIEEFI 5mL
DU S (TR Sy o, ¥ 58 - 15°C, ¥ NaBH, (0. 3g, 7. 9mmo1) 2218 hnF ik ik &, hnse
JatiFE RN (YEERA RIEE -5—10°C ), TLC % (PE © BtOAC =5 @ 1,flfIE ). f5R
BHE %S5 5 1) ONARZ A i IBEETE (3g, 26mol) , 0°C FEREERiFE 2 /N (TLC @ DCM & MeOH
=10 : L EBHBEAZREG) . LL25% 20K (2.6g,0.038mol) i pHAE A 9. 6, fILiRIE
2B, FE NN 20mL KA 30mL PR ZEEHiHE 42 =, KIZ LA SR L BE (B0mL X 2) R, & I
AHUH, A R AL B KBS DRSS, ToK B BR N T58, W Aa 15 K™ e FM g ENT (=
FUPLE - FEE 100 1 0—100 @ 2) fFEGEA D) 1,

[0025] ;=i :0. 95g, L F :85%.

[0026]  MS(M+1) :400, 'H NMR(400MHz, CDCl,) 8 7.57(d, J = 10. 1Hz, 1H),4.75(d, J =
9. 4Hz, 1H) , 4. 27-4. 23 (m, 1H) , 4. 17(d, J = 1. THz, 1H) , 4. 14(d, J = 7. 2Hz, 1H) ,4. 03 (t, J
= 9. 5Hz, 1H),3. 75 (s, 1H) , 3. 72(d, ] = 2. OHz, 3H) , 2. 87-2. 81 (m, 1), 2. 51 (dt, ] = 13. 5,
8. 9Hz, 1H) , 2. 10 (s, 3H) , 2. 08-2. 05 (m, 2H) , 2. 02-1. 96 (m, LH) , 1. 69 (t, ] = 6. 9Hz, 2H),
1. 46 (s,9H), 1. 28 (s, 1H) ,0. 86 (d, ] = 7. 4H & 3H),0.80 (t, J = 7. 3Hz, 3H).



