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BEZR (3 x50m ) BERXRAY, AHFERE, TH (Na,30,
Yo K, REDSIEREN, CHZMZERB. £4F mAE
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BIETHE (19, Tml 1. ¢ MEKEER WP -RAK
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A, AR, REYRCZ ﬁ$ﬁ/§mm'ﬁﬂﬂﬁmA%r
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(20m 1) BEHMBLEABR P BIXBE®RE- 7 0 CHFO 750
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WA E, XEF -S40 AFaEFINEIH" Y, F2
WERCE, R SRR CBEE (50 L) BB, SIRMEHN
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ibEfE: C, 58.00:; H, 4. 563 N, 21. 1429

LHE 1 0.

2= (2, 4 —ZH#AEE) -3 - (BE-4-%) -1 - (1t H-
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F
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(i) 1 - (2, 4~-Z|%EH) —2~- (|E%E-2-%) Z2M.
REEH 1 (i) PRy, ETROAKAT, FEX KD K
WL ooml) d, FETEBR (20ml, 2. 5s MEKEB)
MIRmE (5. 06 9) WBToRFRELEER. T-707C.
fiEmifbmA 2 ~PHEMgEE (4. 70.9) ., HHEBEFERIRE
- 7T0CH#O0. shm, BO. shMBMEMAZ, 4 -Z8XK
HIRGHAE (8. 06 9) RMILARMEKRM (T5ml) H¥, MR
~ T OCHEHKRBE. 5. MAZE (1 0m 1), FERAEH
FEER. BABRZER FHKBEINWFEPHAZ T, ACMIH
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HNADGEER TR MY, RAEEANZNTREBR, W
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(5. 5T 9), BEHEAME-LHAE (N, M, R, HHiE::
ST O Sople R Capa Ci) Pl .
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B}y RHZAR.
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St (9: 1) BB, 863% EREENRNEE. #NEELA
P, EUmBEMHYA (0. 859>, m. p. 107~-109T(
th -89 CiRERE) .
LESMCLHLF.N,0,
JEE: C, 57, 76 H, 4,44 N, 2102ty
i C.o58.00: H, a4, 56: N.21. (4%
M-S MO TR (19 1) BB S48, AREE
FIEBR G BFIX -EBAY. ENBREMNB, (0. 299
> .m. o p. 1 33-135C, (HZERHE. OB .
GFEMC, H,,LF,N,O:
Lmlg: C.57.82; H, 4, 53; N, 21.0¢0;
WHEE: C, 58. 00: H, 4. 565 N, 21.145%
FTHEL 2.
2—- (2, 4 -ZHFE) -3 - (mgEE-2-%) -1- (1H~-
P 2, 4-=w— 1t —-%) TR-2.
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1) i(CHB)ZCH]qNLi, THY

2)

cozca3
% ‘ LF
0
CH3 . //N i
i
X (1) 4
¥
CH.I, NaOH,
3 00
(i1) [caz(cgz)alau HsO, ,
cac13, 8,0
CH,
0 ClCHZLi. THF
N~
r’d N P
! <
O FRX (1id)
F
(1v) meﬂag
\_—.'.N/

(iY 1 — (2, 4 -Z8HFEHE) -2- (BE-3-%) Z8H
PRBRHIE ) 1 (i) Bk, EXRANEKMEH_FAS

4 (0. 05mo le) TS —HEREK (4. 709) . RE

204 -“HFXAPHRPE (8. 609) R, SPEBELAYD.



(2.409), m, p. 115, 65—=117. 5C (hiB&EH .
EERMMC,.H,F,N,O;

L. C, 61, 68; H, 3. 40 N, 11. 77;
WHM: C, 61.54¢; H, 3. 44: N, 11. 96%

(1 i) 1 — (2, 4~ZH¥KE) -2~ (BHE~-3-F) HK - 2

BB 1L (1 i) BRAE, BRERESES (1) 2P (
5.309) AL, BRKRKEELAY (2. 25 9) . &&Y
HIENTTFT—HBRE.

(i ii). 2—-0(2, 4 —ZH/HEHE) -2~ (1~ [WEE-3 -
A1 ZHE) AT

WREEE L L Cii) RN, HRETFRE (1. 15 g)
MIETEMA (5. 28ml, 1.,  MEEER B%0 (i) ™
REfEEpa (i) 8 (2. 09) , BEKRKEBLAY C 1.20
9)  WEPHERTT-HRN.

(W) 2 - (2., 4-ZHHEE) -3~ (BBE-3-H) -1 - (
LH—-1, 2., 4-=ZM—-1-%) THB-2.

PesuEsl L Cioi) BigEE BiIH-1, 2, 4 - =i
(0. 80 ¢) fEN, N—-ZIFEREEK (1 5m 1) faEES (
L)L 15 9) . REFEMDERBRLEER, AR
il “BWE (50: L) %B, 8634, BREENRBEE, X8

H-EELEY, FUBmEHYA, (0.35¢9) , m, p. | 34~

1 35°C (hEEEH) -

JEFEMC W H, FoNLO:

3iME: C, 58.04; H,4.57; N, 20.87;

WH#f: C, 58.00: H, 4. 56; N, 21. 14%
AR—&x#HE—LRE, 840, ZREEMRNELG. LT
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—BBEtEY, ENBRRHYB. TEERK (84mg) .

N.M.R. (300 MHz)

5 (CDC1,) = 1.20 (d, 2H, J = 7.2 Hz, CHy), 3.95 (q, 18, J = 7.2

Hz, CHCH,), 4.04 and 4.91 (4, 18, J = 14.2 Hz, CH)), 6.18 (s, 1H,
) . 2

o), 6.82 (m, 28, H___ ), 7.67 (m, 18, H__ ), 7.56 (m, 24,

Harom)' 7.64 (s, 1H, Harom)’ 7.94 (s, 1H, Harom)’ 9.18 (m, 1H,

Harom) pP.p.m.

JEH 3.
2 - (2, 4 —ZHB¥XHE) -3 - (E®R-2-%) -1~ (1H-
| 2 . 4 —'Eiﬁg'— 1 -'55) _Tcgg'“ 2.

1) [(CH3)2CH]2NL1. THF

. Co,,CH,
RN
ﬂ:i\\n F NF
A >
N
cH,
(1) CH,I, NaOH,
3 . ©
gy | [CBy(cH 51 1000, %
CHCl,, H,0
H
3
0 I s
CICH,L1, THF F
(i11) [:;::(
F
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W\
cu,
H N
V\/V S
\=‘l N~
F
F

(i) 1~(2, 4-—=8B*x%) -2- (gw—-2-%) ZM].

TIERH 1L (i) B HE, AZRNE &4 (0. 09

mo Le) ERKMEKRMP L2 -FHEMERE (8, 509) » %
FHE2, 4 -0 XPHRPEEE (15, 59) R, SHEEBILAD
(3. 65¢), m, p. 86-88°TC (ks .
TEAMFC,HF,N,0.
ME: C., 61. 67; H, 3.41; N, 12.01;
itgl: C, 61. 54 H, 3. 44; N, 11.96%
(i i) 1—-(2, 4 -Z8%EFE) ~2—- (-2 -%) -pH
- 2.

HHMER L L CLD) By, AEEERE (5. 3249) ¥
A (L) P (3. 509) BHAL, SEEBAAY (3. 30
g) ., m, p. 1 18—-119TC,

LHESHCLHLF.N,O;
SmE: C, 63.17: H, 4. 18; N, 11.02;
HEE: C, 62.90; H, 4. 06; N, 11.29%

4]



(i1 1) 2—-(2, 4-ZHFXE) —-2-[1- (@r-2-%
) ZE]I FRTK.

BREHEE 11 (Ui i) FiREE, B ORBEA # (hEAF
e (1. 78g) fl. EMETEAMNOHKER (8. 20m 1)
W) WS (i) P 3. 10g9), B3 RKEE ke
(2. 259), BFPEERTT-HFRE.

(i v) 2—- (2, 4 -~_®FEE) -3 - (BE-2-%) -1 -
(1TH-1, 2, 4 -Z¥W~-1-%) TH-2.

I L2 (iv) BiRbeg, AN, N-Z—HEPRET,
MiH~-1, 2, 4-Zmki#h (0. 82 g) MHEBPHL (i i i)
PP (0. 809), REXHETDERRLEN, HCMIBRE
BRI, BREAMENEE, X837 -KEEBLSY, EWREH
A, (0. 269g), m.p. 193-195C (H_EHFK~
ST DN
TESMC..H,LF,N,O:
iE: C, 57.50; H, 4.57; N, 21.03;
itH#@E: C, 58.00; H, 4. 56;:; N, 21. 149%

JAZBZB . P8 (20: 1) #—E%K, £6#F, BEREH
MRBE, SEX-BEHLAY, EWBRBEHYB, (0. 055
gy, m, p. 104-106T,.

EESHCLH,LF,N,O;
L@mfE: C, 57.27; H, 4.37; N, 20. 55;
itH#H: C. 58.00; H, 4.565 N, 21. 14%

SRR L.

2 - (2, 4 -"HFERE) -3~ (-3 -K) -1 - (IH-
1.2, 4-=Zrf~-{ -&) TH-2.
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1) ((CH,),CH],NLL, THE

2) co,cl \©

s
l €0,C 8,
\N F
3) e.HCL/A ,
ya ¥
(1)
CH 1. Nlou9
[ch. (cB,) ] ,¥°850,®
L) R 2 TS 4 °
CHCL,, B,0
v

(i) 1 — (2, 4-_®|%K) -3- (mw-3-K) ZM.
WEmel L (i) ik FE, ETERNEKAT, BETEE (
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6 6ml, 1. 6MOIER) M_BFHKE (10. 89) HEKN
A (200m 1) R -_FHAEEFE. €-70C. miX
G ML, BRaE LT T 0 CHHE 0,25
A, BRERO. 0 5hE,. MA2, 4 -ZEHKTRMPE 16,36
g) B MEME (10 0ml) B, BEDHH., BERAD
EEEFERES A, WAZRR (L 2m 1), AAMZEIEERR
ZiRGw, SBEHIE, TR (Na, 50 . ZR. #3 -kY
C WEHEWRER (1 0m U) opRER s et XHERER.
REBHT R MAKRSKEPHAZE 145G . HZMTEITER
AWRNFR, SHRNE, PBHEA%E, T8 (Na, SO . ER
AR MY, SREEN, AZRPk. ZMIB (7: 3)
Wk, ARMREEREY., AFDEERTT—HRE.
(ii) |- (2, 4—=HEHE) —2 - (hw-3 %) H- 1

WERRE L1 CL i) Bikndk, HEER (7. 60 9) ¥
aCi) s, 0g) PR BRWREEHEAY (2. 90
g) » EEYWHENTT-LRE.
(i1iid>2—- (2, 4-"8HFHE) —2-01 - (Mg~ 3 - K&
) 23T RO

Fob i IR (3 6, Sm U, 0. & MMM
Oy TE-20C, WMFRMAETHIMS Ci 1) H L. 20y
) RGP EEERE (3 5 m U) @ik, MRERRRTE R, IR
g haf, BREM K. MOMZBRRZRAY . 4 RIE
T (Na, SO0, ZREN. SFWKEEKAY (4. 5 9)
CHBAERT TS RE.
Civy 2- (2, 4 -Z8FHE) -3 - (Mw-3 -&) -1~
Cilt-g3., 2. 0 —=Z®-1-%) TH~-2.
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EEMB L (L) kA, EN, N-ZHERBRK (50
Y, BT H-1, 2, 4—= #43 (3. 009) 8 B4 (
PTI) Y (4. 309), RERHEFYDHEBRLEN. HL®
LB, 6%, AREEMERES, A -1TEHLAD.
EWmBEHMA, (1. 13g),m. p. 113-114T (H
RER) .

LEMC,LH,F,N,O:
FmE: C, 62. 10 H, 4, 90; N, 16. 96;
it®#: C, 61. 81; H, 4. 88; N, 16. 9629,

HZEMZE - HFl (20: 1) #—5%H 84}, B8R
MEREE, SER-NMEELEY, EXBEMMDB, (1. 25
g) . m. p. 115~-116C (HBEETR) .

TESHC,L,H, F,N,O:

iMM@E: C. 61.92; H, 4. 95; N, 16. 87;
it#E: C, 61.81; H, 4. 88; N, 1 6. 9678,
FEmEB 5.

2 - (2, 4 -~Z8HEKE) -3~ (2-HERw-4-%F) -1 -
(1H=1, 2, 4 =&~ 1-%) TH-2.

N\

hy (CH,) ,NCOC1
(11) \}z) (CH,) ,51CN

b



(i) 2= (2, 4—Z_®MEHX) -3- (1 -Fmmw—-4-%) -
1~ (1tH~1t, 2, 4-=%~-1-%)TH-2.

Bo—- (2, 4 -ZBE® -3 (-4 -%) — 1~ (
TH=-1, 2, 4 -ZwW-1~&) TH-2 (K62 mEMNEY
MRHEYB)Y (20, 0g) Me 5% (W/ W) B33 -RiTE%H
Ol 2. 3g)YMTRFEK (250m 1) BEEFTETRE L 8
An . RTINS -RAERAEEM (2. 509) , EERNFZ 4
dond . FFIEEREE. HITRUYATRY. BBERTERARA kS
e IF(ERE B LA B M. MR W0, 8 5 A (
F00: 4: 0. 5) %M. BIEFREEMLGY (20, 04
), m. p., 195-198°T .

(Pi)2- (2 4-ZHFE) -3 (2 -®HEM®RE -4 -#)
— - (IH=-(, 2, 4-=m-1-%) TH-2.

B i)™ (20, 09g) fIN, N-ZHEHFFHENR (
. 80 9) MEABEZSRPIIR (250m ) &, FERTIRE
2. 3R, BE-UHER. MAZFEREEREY (6. 35 9)
I s/hnd, ABIMN, N-ZPESBHA (1. 20
q) MTIERERAD (1. 209) , ¥EERBHET 60,
BRIGIROU L O Do MRS, HUKBERREY ., TR (Na,50))



C EEBN FE -, FESTRYEH, T8, SEEILS
(19, 2g), m. p. 188~12879°7.
LESH CLH L F.N,O:

@l C. 60. 89 H, 4. 24; N, 195. 44
it®¥#E: C, 60. 84; H, 4. 25; N, 19. 7159%.
KB 16 .

2- (2, 4 -ZEEE) -3 - (6 -WEMRRE-2-F) - | -
(I1H~-1, 2, ¢4 -Z8-1-%) TH-2.

g (uH‘3)
(ii) (CHB)

NCOCL,
SiCN

[OF B S |

(1) 2— (2, 4 —Z8FH) -3 - (1 —-&Emmg—2 ~#) —~
|- (lH-1, 2, 4-=®—-1-%) THB-2.
¥2- (2, 4 -Z8¥E) -3—- (w2 -#) -1~ (
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TH=-1. 2, 4 -Zm—-1 &) TE-Z (HHe gl
WMBEHUBY (1, 66g) FI85% (W W»al ~-FdaX
AL (1. 60 9) MZTHEL (] 0m1)ﬁﬁﬁ§ﬂfﬁﬁ36
dnf, PRI OEME LS (i) BRAE &, fEHLAGY (
6. 92q¢g),., m, p. 159-1610°T.

TR CL.HLGFNO:

S A C. 59. 27 H, 4. 9 6; N, 1 6. 538;
b C. 58,965 H,4.45; N, 15, 479%.
(L i)y 22— (2, ¢~Z"HHEHE) -3 - (6 -HERRE-2-F

Y-l = (tH-1, 2, 4-Z®%-1-H%) TE-2.

EEET, B4 (i) =P (0. 90g) AIN, N-ZHE
AR (0. 809), ZHEEFAY (0. 309) AT
1t omU) ¥ TR, FABHRER, B 5N & (10
m ) AEEEY EEFEAPEERAPREC. 5N, B
— @O VLEERERREE, SHEME KEFRRERE. T
m, foEgiapahggds, (0. 28g9g) ., m. p. 2197

(A% .

TEHSHC,LHLF.N,O. HC L.
FwmE: C, 55.19; H, 4. 10; N, 18. 00;
HEE: C, 55. 18; H,4.12; N, 17.879%.

o, sopmEk LRt RBgILEPHS AR, AT
GIRTGEEE, BHMREIETFR (Mg S0 , #K, ARUTEREY
P, o, GFAEELGHNERK (0. 13g), m, p. 144
-14067C.
cEs CH,L,F.N,O,

MG C, 60. 845 H, 4. 25; N, 19, 71

=
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ibgfi: C. 66G. 48; H, 4. 17; N, 19. 93009,
FHEFL T

-2 4 - IEFERE) 3 - (2 -HERE-3-F) -1 -
(LH-1, 2, 4 ~=Z®~-1-K) TH-2/82- (2, 4 -2
MAEH) -3 - (2-®|EME-5-F) -1 - (1H-1. 2,
I -=Z- | %) TR-2.

20, H
o $M3 o o
NZ N ARy~ O
1 S ‘_.\{ P
(i)
e
- F
(ii) 1) (Ci,),Ncocl

2) (CH3) 3S;LCN

I = (l”."'I: 2, 4 “E"%“l"‘;;s) Tﬁﬁ"r“Z.
EEET, 152 - 2. 4 ~Z&FEH) -3~ (-3 - %
) =1~ (ITH-1, 2, 4-Z0-1 ~F) TH-2 (HLkH

D 1RFBAE MR B)Y (1. 00 g) B2 s (W, Wy
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~EEHEDR L. 30 g BIZRPERE (2o Ly raid
b SRE R R OR T, R, T BEEd
i o0, 95 g9) m, o pL b ER—-1 Y5,

Cid) . 2~ (2, 4-ZHEHLE -3 - (2-BERE-3 -
Y -1 - (1H-t, 2, 4d-Z=Z—-1-%) THE-2f2 - (
2. 4 -IM|FELE) -3 - (2 -FEME-5-F) -1 - (1 H
1. 2. A=W B TE-2.

EERT. EH%8 (i) ™ (0. 93 ¢g) fIN, N-—_HH
AR (0. 10 9) EZRFRE (1 0m L) PRREADRER
. MAZPAREALEYYy (0. 40 9) , FEEEIF 60 et A
PO B AR ER R, #8KE, BoRBRERE,
AHFINE, TR (M,50) , EX%. REPEHKEN, B

FigaE e 1) RB, BE - (2, 4 -ZHER) -5 - (
cooEMEM - - -1 (T H=-1 . 2, 4-ZM—- 1 - #
Y THF 2. (0. 18g) . m .op . 136—14117C.
TFEHSIC, G N0,
ek C. 60, 895 H,4.59; N. 19,4 7;:
. CL 60, 845 M. 4. 255 N.LgL, TN,

N.M.R., (300 MHz)

 (CoCly) = 1.17 (d, 34, J = 7.1 Hz, CH,), 3.47 (q, 18, J = 7.1

Hz, CHCH,), 3.81 M 4.85 (d, 1H, J = 13.8 Hz, CH,), 5.19 (s, 14,

OH), 6.81 (m, 2H, H ), 7.47 (m, 1H, H ), 7.75 (4, H, J =
arom arom

8 Hz, oy H-3), 7.76 fu 7.79 (s, 1H, =k H), 8.10 (m,

z-'I

15, ntwg  H-4), 8.80 (d, 1H, J = 1.8 Hz, v H-6) p.p.m.
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AERNRAB NS ~ABRN, 2463, FREAMOEMNES.
A2 - (2., 4 -8 -5 - (2 -FHEMRE-3-F) -
Il - (1H=-1, 2, 4-=—-1-%) THF-2 (0. 2359)

m. p., 180—-182°¢C.
TR CLHLF.N,O;
FiMl: C, 60. 85; H, 4. 33; N, 19. 51;
e C, 606. 84; H, 4. 25: N, 19, 719%.

N.M.R. (300 MHz)

§ (CDCL,) = 1.17 (d, 3H, J = 7.0 Rz, CH,), 3.82 # 5.17 (d, 1,

J = 13.8 Hz, CH,), 4.05 (q, 18, J = 7.0 Hz, CHCH,), 5.21 (s, 1H

17
OH), 6.82 (m, 2H, H arom), 7.46 (m, 1H, H a ), 7.60 (m, 15,

rom
W W-5), 7.76 Au 7.83 (s, 18, =W W), 8.32 (m, I,

pyridine H-4), 8.568 (m, 1H, g H-6) pP-p.m.

FHEEI 18 .
2- (2. 4 -ZTHEFRRE) -3 - (2 -REEHE L -E) -1 -
(tH-1, 2, 4-zZm-1-%&) THE-2M2-- (2. 4=

EEXK) -3 - (6 -BEEE -4 -FK) - - (C1tH-1., 2,
4§ — =M -4 TRE- 2.
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1) (CH3)2NCOC1
2) (CHB)BSiCN

(i) 2= (2, 4 -Z28%E) -3 - (1l -Hmrg-4 -%) -
b CtH=1, 2, 4-=Zm-1-%) TH-2.

ERET, e - (2, 4 -ZHFEE) -3 - (-4 - &
) b = (1TH=-1., 2, 4 -Z®W-1-%) THE-2 (hxEs
I MY BRMAB) (3. 3 19) M85 (W, W)
D-oREAEEM (2. 03 9) KPR (20m 1) fHEA
isfEd s bhny, e . 029 85%W W 3 -SIEFEFMH
AR L R AL R LS (i) iR AR, Y
fiibatm (0. 206), m. p. 157—160°C.
(i 1) . 2 (2, 4 -Z8FE) -3 - (2 -BREwE-1 -
HY -1 - L= 1, 2, 4-Z— 1 ~-H) TR-2/M2 -~ (
2.4 - TEMAEE) -3 - (f-WEEHR-4-F) -1 - (I H

o2 v mme 38 TH- 2.
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TEERBT. BH4 (i) ™=P (0, §80¢g) AN, N.-7THE
APMA (0. 509) EZEHFE (1 O0m 1) PHEAHHTE?
A MASHEEERMAY (0. 50 9) , AIEEREECR. B
HWAEKR, RBYEUKEN, B-RKBIRFER (100: 1) %
Bl BT BEEREN, THARARER A5 BEZEMA
M (R@\mE 6V V), HRKRAREZIEN. AIFFER
R rnimg, #82 - (2. 4 -Z8%XE) -3 - (b
—~FHEE -4 -4 -1~ (1 H~-1, 2, 4-=m%~-1-%)
TE-2, (30ml), m . p . 148~-1497T.

N.M.R. (300 MHz)

D (CDC13) = 1.16 (d, 34, J = 7.17 Hz, 083), 3.77 (q, 1H, T = 7.17
Hz, EECHB), 4,09 and 4.88 (d, 14, J = 14.15 Hz, CHZ), 5.74 (s, 14,

OH), 6.85 (m, 2H, 4 Y, 7.55 (m, 1H, H ), 7.65 and 7.87 (s
arom arom

1H, triazole H), 7.8 (d, 14, J = 1 Hz, pyrimidine H-3), 9.24 (d,

1H, J = lHz, pyrimidine H-2) p.p.m.

- WM S6F. BREEORBEE. F82 - (2, 4
~ ZEFRE) 3 - (2-FEEE-4-%) -1 - (LH-1,
2, 4 -Z8— 1 -FE) THE~-2, (2083mty, m. p. |
- 157°C.

TERMFTCLH,LF.N,O:
3. C. 57,30 H.'3. 365 N, 223. 59
bR, C. 57, 565 H, 3., 47; N, 23. 369%.

oy |
o

(-]
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N.M.R. (300 MHz)

'S (CDC1,) = 1.17 (d, 3H, J = 7.16 Bz, CH,), %.73 (q, 1, 1 = 7 L
Bz, QE_CI%), 3.99 and 4.99 (d, lH, J = 14.2 Hz, CHz}, 5.3%2 (s, 1IH,
o), 6.82 (m, 2H, HFE ), 7.51 (o, 1H, HFFF), 7.71 and 7.88 (s,
15, =¥  EB), 7.77 (4, 18, J = 5.3 Hz, W#EuE H-5), 8.84
(d, 18, J = 5.3 Hz, 'B°%F H-6) p.p.m.

JohE LY.

- (2. 4 -THEHERE) -3 - (2 -ZHRBIEHME -4 - K
yo- - (-, 2, 4A-ZW - -3 TE-2.

F
\
(11)[ N,H, .H,0/ ' PrOR

H 3
N //‘\}\‘/% \ -
" ! s l




(i)Y 2~ (2., 4—Z8FHE) -3 - (2 - HERBELMR -
-3y -1 - (1H=-t, 2, 4 —=m— | -F) TH-2.

H2- (2, 4 -8 FE) -3 - (2 -BEME- 4 -K
) = 1= (lH-1, 2, 4-=Z®8-1~-%) TH-2 (DXHH
F5) (5. 00) WP (50ml) BRAEELASKEH,
e e i, REEZETHRE L 8 AN, BHXBRER, W
MERMBEGRILREY, FZRTRBEEESYRRMK, A%
R, T8 (MgS0,)) , Z#R, EDEZRIETES. 87
WAkt (4. 90g) . m, p. 182—-1831
(1 i) . 4~-I[3- (2, 4-—8F%) —-3-8%-4- (1
H-1. 2, 4-ZW—2-3) Th-2&] mug—2 -8B,

Bfpa (i) ™8 (3. 50 9) MAGM (6., 0m !l iR
B (2 0m L) shiydlmmiER2. sAhn, BEHELE. mit{
ook, HFEZRADH - RERERIE, AERE, B
Kk, TR (Mg SO0 ZRGH, AR KATEELS
(3. 30g9) ., BFrPEEATT-HRE.

(i i i) 2— (€2, 4 -—ZHEHE) -3 - (2 -ZHEAREAE
mmg—4 -#F) -1 - CLH-1, 2, 4-=0--1-2) TH-
2.

s (i) ™8 (L, 40 9) T 6 NSRS, Hi5%
HREHEOC, BAETHMEMS 0. 276 9) K& (2ml
) Wik ﬁﬁﬁﬁl¢w;ﬁvﬁﬁﬁ&mﬁﬁi%WMﬁm -
RPN R P RERE SFGHRRE, T® (MgsS00
R W%%%m}ZE( 0m U)o, HERBERMBER2., 5
hnf. WEER., WEYBORER. S8EEan (1. 129
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{

) oom. o p. 17T 17,
KESMMCLH,L,F.N.O,.

L. C.o 57,905 M, 5. 28, N, U6 K|
PFEf: C, 57,55 M, 5.0

L2 Q.

- (2 —-mERT -4 -F) -2 (2, 4 -Z&EFEH -~
(tH-1, 2, 4-=Zm— 1 -3 THE-2.

T N, &, 78 %.

> qu/NHcozczﬂs
\wf | —Na0

O L 9™ (0. 80 ) BFEFL0MARIMER
(2. 0m ) MZEB (3 0m L) of, e minE R 2 A6,
RIEFE RBYRWAK, BERAURH MR, &
HHMIEINGE, TR (MgSO,) ., %%, BEH Kk, ¥EE
moH. BESR. SHEALAY, m, o p. 182-185T.
THEMICLH,F,N,0:

LM C. 59, 34; M, 5.03;: N, (9. 92;
bRl C, 59, 13; H, 4. 96; N, 20. 28%.
TR 2.

2 - (2 4 -ZHERE) -3 - (2 -ZERAEEEgE -5 - %
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) =1 = (1H-1, 2, 4-=®-1{-3) TE-2?

(ii)i Nzﬂl‘ H20

Z77> CONHNM,,

(i) 2- (2, 4 -ZHEE) -3 - (2 -HEEBREWRE -

3y ~ 1 - (1H-1, 2, d—=m—1 %) T#E—2.
el 11 (1) Fdhdk, EHC LFEET, HHE (290

mt) B¥2- (2, 4-Z\FEHE) -3~ (L -RERE

) -1 - (1tH-1, 2, 4-=Z®~-1-8&) TH-2 (L

Bl17) (1. 0g9). BERRAELAY (0. 759) ., %™

DEERT-PRE.
(ii). 5—C[3-(2, 4--8X8) —3-BFE-4~- (
TH-1, 2, 4-=S®8~-1-F)YTHk-28]) ME— 2 - KK

Jt .
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EEmel L 0 C0 i R EE. HahAl . O L) ER
il (1 O0m b)) drhbf&s (i) & (0. 759) ., 38 %W
MRREEHAGD (0. d6 o) BFEBARNT TP RE.
Tl Y 2 - K2 4 - LEERY -2 - (L -CHEERREAR
MmE -5 -y =1 - (1TH-1, 2, 4-=0f-1—-%) TH-
2.

ThE® LY G L i) Ry, HEWELERS (0 i)

AL 36 gy REBFUMERSFEKEIER DR, F
BabmSnir-Daem B2 BCMIBER, 2434, X
SEMNRB R, B8-Sy HZMZE - ZRES BRE
Hfbdi (0. 1 29)Y,m. p, 1 67~-1628°T.
cESNCLHLF N0,
A G, s 7. 81s H, 5. 00 N, 16, Lk
Wi C¢. 57,0 55; M. 5,07 N. 16, 780%.,
ﬁkﬁgzmHHW%~sm§)wz~(2.4~:ﬁ%§)~1m
CT M- b2 b e ) TR 2

< NHCO.C.H.

l 27275
EhT/J KOH/iPrOH
F -

FrapEm 2 1 (T 0mg) FFFAm UEFIRHS 0 MK
fLaydoifem i REeh, G WA 4 paf, HZER. EVEY
At ITRXRADH SR BIERER, GIFaARIGE




Rk FHR (Mg SO, , #ZiEEBH, B LREBFKEBLE
(4 9mg) .

N.M.R. (300 MHz)

S (cpcly) = 1.06 (d, 38, J = 7.12 Hz, CHy), 3.23 (q, 1H, J = 7.1
Hz, 25933), 3.93 and 4.77 (4, 1H, J = 14.2 Hz, CHZ), 4.63 (broad
S, ZH, NHZ)’ 6.54 (d. lH’ J = 8.5 HZ. p)’fidine H-3), 6-75 (m‘ ZH.

B o)y 7.45 (m, 1§, B __ ), ca. 7.70 (m, 1H, pyridine H-4),

7.71 and 7.76 (s, 1H, triazole H), 8.04 (s, 1H, pyridine H-6)
p.-p.m.
LaEd 2 3.
(—) = (2R, 3S)Y =2~ (2, 4 —""8EF %) -3 (%R
-4 =) -1 - (1H~-1, 2, 4 -=Z%—1-F) TE-2.
(i) 2-ZBMEE-2' , 4’ —ZHZBEH2-0-2" . 2"
—ZEBE (19.09)) MIEKZEM (1 6. 49) MZH (
50ml) BRMMER L IE, REER. REPEZHRT X
ZHEGER, 2BENE, ARMENBRER , T4 (Na,S50,
) . RERENM, S3—wRYy, BOLEWE, BHERNEK B
gk » TR, BIMEMELAY (1 6. 29), m, p, 54—
56°C.
(ii) () — (2R, 3S)M(2S, 3R) -1 -ZREE
—2- (2, 4-ZHEE) -3 - (Ex—-4-8) TH-2.
XA ImR Yy, EAETER (188ml, 1, 6M&
XEW)  BRH4-ZEERE (32, 49) RE-BHEK ( 30.3
g) MEANEHMH (400m 1) BW. E—40CE-50C,
EHT, Bo. 588, MARS (i) P (64. 09 BIE

65



cl o AcO °o
F AcONa F
AcOH
(1)
£ F
CH;

HO HN
HO"1 X
()
: 2
N F
\I
F

(25,3R)/(2R,38)

H BT A A —

e

NaOHICHJOH

CH,

HO | uH N
N
St (O) l 3
e

()

1) MeSO,CI/EINPI',
THFL20°C

2) chojlam‘

3
7

(v)

CH,

N HO H
3oy A%
<) ‘ ~N

NaOH/CE30H
(111)

(11) F

F

A Bk B AR A B R A 2
(2S,3R)/(2R»38):(25,35)”
(2R:3R) 414 . 1 WWREH




AUEHEME (4 00nm 1) Bk, REMAZE (30m L) . HHF
FHRBEEAEZEER, MABM (1 000m L) A (LO00m)
 RERREY, 2EENE, BEREARE , TR (MgSO0 ,
EREN, REVEEBEYN, B/ 2% (1: 4) B, 87L
AR, AR 2% (1: 1) #—P%HE, FBNRKESEMNL
fl, AFFXAARHLE, B HBELADS (£) AREHEKE
YRGB BEMKS (2R, 3R) —A (25, 35) —FHBRE
MMARBEREK. AR, HISI—8FBHE, RAEWALE (
20 %EBD . BEZRADRY, BHAERMNEBEE: FokkE,
T, GSEEELADY () YRBEHEKREAY (23. 349,
m., p. [02-103. 5C.

TESHC . H,.F.,N,0,;

LTME: C, 9. 68 H, 5., 09:; N, 8. 57%;
itgHE: C, 59, 62; H, 5. 00: N, 8. § 3%,
(i ii) (k) = (2R, 3S)YM(2S, 3RY -2 (2,
4 ZEEHE) -3 - (B4 —-F) TZB-1., 2.

T, 0. 250, 2 NEALBER (4 0m 1) W
FIE4 (i i) =9 (23, 39) MEB (3 0m L) Bk,
MO . 2508, WAK C150ml) , HEEBAHBEY,
S A, Bk TR BREELAY (17, 4g) . m,
F. 148, 5-150. 5°TC.

FLESHC. H.LF.N,0,:

FME: G, 59, 80; H, 5. 09 N, 10. 1 2;
it¥ME: C, 60. 00; H, 5. 04; N, [ 0. 000795,
(iv) (=) - (2R, 38) —-2—- (2. 4—--8| %% -3
— (-4 ~-%) T-H-1, 2.
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BES (i1 i) (16, Tg) MR (8., Tml) &
TRAZEER (50m 1) 1, KEHT, Fo. 546, §m (
S) =-N- (=ZHZBE) HEBKR (72ml, | . OM@-KH
e, WIZEWmEo. s, REEN_EFK, WAZRZ
BRIk, B2 NEBMBEIRADMILEPHI, 28HMNE. KiKkH
0. I NEEAARE » RETHR (NaSO) , #RAN, R
M Es, ek B —2Kk (65: 30: 5) %M,
e rpmEBRed, BR REVE_RARDES,
FIMEWLAY (2R, 35) —HWB#gs (S) ~N- (ZHZBRE
) MERERE, (4. 78¢g),m, p. 91-92T.

H—ERB X, ISRRESEN (5) -N- (ZRZRE
) S MRS M LA (2R, 38) ~® (2SS, 3RY W@
kErRAY. GIFEHEMRMR, BEX, SRS E & RN
HBEMANEEYON, BANENRADET LI _RERY,
EHWHAGMN (2R, 3S) —YBHEREMN, B4, 2
., XBEL. 90 g4 (2R, 3S) WHEEM (S) - N - (
ZHOBRE) WA,

M X - REERTE M kb,

BEAADMLEAR (6. 0g9) BTFFEM (28m L) 4,
mA 2N HEEMBEK (14ml), 0. 25/h8E, MAK (
100mb) , MiZ@ADENP LSS 10, L EK, HARR
TR, B8 B8 kA, (2. 58), m, o p, 147, 5-
148. 5°C.

RS CLHLF.N,0,:
LME: C, 59.94; H, 5. 16; N, 9,97,
it8fi: C, 60, 00; H, 5.04; N, 10. 007%.
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(VY =)y = (2R, 33) —2— (2, 4 -8 -1 -
(g -4 —3) ~ 11— (1H-1., 2, 4-=Zm- [ -%) TH
-2,

BEa (iv) EH (2. 35) M@ (2. 289
) T RAWESKRE (30m L) b, EFEREMOEASHAT F-10
Z-20C, fHFET, MAPBBRER (1. 1 59) - HEBREM
— RN, AT (7. 0 9) MEKAN, NZH
EP®BE (25m 1), HERAMEZHEREN L. s, REE
hRBZEAE, SEFENE, AA%E, T8 (Na,50,5 . #
EEN, BHEFNMIMETERE (5 0m 1), MATH- 1,
2, 4 —=® (6. 09) MARHEEAN (6. 09 HEREED
6 0CmMBmBEL 0N, REER, REPEIHCE & ()

1) MIARZFSE. SBAME. BREHE, TH (Na, 500
 EREN, REDEZUEREN, LHZMIBEENAE SRR
Wik, 2, BECHMZAE - TH (20 1) BB, 463 F%
EEMRREE. SFEBLAY, (0. 879), m. p. 53
- 58C, [al®™=—65. 1° (FPEWER. 55M%) .

N.M.R. (300 MHz)

S (Cpcly) = 1.13 (d, 38, J = 7.12 Hz, CH), 3.68 (q, 1H, J = 7.12
Hz, CHCH,), 4.16 £ 4.78 (d, 1H, J = 14.1 Hz, CH)), 6.60 (s, 1H,
OH), 6.82 (w, 2H, B ___ ), 7.44 (d, 1H, J = 5.0 Hz, whmy

H-5), 7.57 (m, 1, B __ ), 7.61 fu 7.96 (s, 1§, =w  H),

8.77 (d, 1H, J = 5.0 Hz,  wfey H-6), 9.17 (s, 1H, ¥}

H-2) p.p.m.
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HELEXRMFEESBEHYB, B (2R, 35) M
(25. 3R) EumEHKDELY.
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