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(ii) KEFBWH 2-(R)-1-(RD-G,5-R(ZRAFTL)EXXK)
ZRE)-3-(9) - (U-RER) -4- (- 5-RAR-1H, 4H-1,2, 4- =2 K ) F
) ukst &,
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(ii) KEFBHEX (1) FAELSB.
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FHhieBX (I1) 4%, HHE 2-(R)-0-(RD-G,5-R(=Z&K
FRIFRBD AR -I-C)-U-REX)DH, ELAREHFR (1)
TRAE FEGERLGH LA,
AEAG A —FTEHARME -RTFE-L2,4-=vdok-5-Feg§l &
5 Fk, wFEkAI:
(i) 7 Schotten—Baumann &4 FAF AL HALEREAK
iR, FEFRACBRERLRE;
(ii) ZESEEHAHT, $FER (i) H2HH4M0, 73 -Fa&X
W1, 2, 4- = e ok-5-8;
10 (1ii) SATFH (i1) 895%, 538 3-2FR-1,2, 4-=dok-5-
¥; A=
(iv) ARAHNKLEFERGIDSGFH, 73 3-RATFE-1,2,4-
= gk-5-8,
RKEPU S —FERAER -BFE-1,2,4-=-5-WHH &7
15 sk, #FkeFELEFRER (i) £ (iii) .
AEYXEFHE (i) P, & Schotten-Baumann £4F FH &AM AE
LBk (e Arkh) THHERER, AKE T He-10—+10
T, #i& 0OC T, HANELSHRKERZBAMLAKER.
ArAFHE (i1) F, KELAZALRELEE LAY (AL
20 ) BETFT, AART, 7 ERBEDATHATHRLRL.
AEEFRER (iii) b, TUAEADEZSHGHIERN 4l wd (o
Fag) &, AHAN KLY TEBREARN G ede R4 N6 R4
WAETUERATRLEN, RFEREZERETHITRAE. £
Kk SR EESBAVERN BB (FEE) T, RAGEMARE
25 AR R Rse %, AALASRBRY. TRZCLE. THY.
PREIFOLHGALTRAEBEN., TRERZAKT. HBA
A E T H4e 50-70C, 4Kk 55-60TC F AT,
AERFE (iv) F, FAHN 640 LIRBERI SOCL,. PCL.
PC1, #= POC1,. ##|4#hik EABLR (SOCL,) . & B EAR WEA
30 Bl ZHEPRAE. REFZEMEFTEAMETHAT.
AR EHT X
ATFTERFBEEAPBET XLXANF .
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LM 1
2-(R)-(1-(R-@,65-M(ZRAFH)FE)ZHEE)-3-(9)- 4-
RER)4-(3-(5-AK-1H, 4H-1, 2, 4~ R) PR ) Lok sg 4 &
£ 22CTF, ¥ 3-8 94%-1,2, 4-==ok-5-8 (3. 18g) DMF (30m]1)
5 %A1y L DMF(100m1) 85 2-( R )-(1-( R)-(3, 5-R (=
RPE)RR) ZAK)-3-(5) - (A-£FE) Dok (R) BB L (15g)
FoRBAF(T.TIg)MRET. WARARSWE 22CTHE 20 574, XK
A 30 24P RMmAK (400ml) . L F RSB EXABSFAH, #E
30 4 At B E TS, AK (400ml) BEBEKERALSY, T4
10 FRAf 45-50C A% FR. & $=11.4g 98.1%HPLC w/w £-#7: 93. 2%
o E®: (97.1A% HPLC B#) .
Kp 2
T (i) F (11) 3-FEREFTE-1, 2, 4-Zk-5-FHiH &
ERIULARAT, HRAN I (10.83g) mB) A6y (0T), HA
15 BEFwEAMESE (15.1g) K (10ml) /THF (50ml) E&P.
B 554N, MAFRLETHSK (25g) & THF (100ml) F&k, P
HRASWEOCKE 2408 (HPLCERMNE B TAR) .
HEKRE THE, A 2M 8844 (60nl) ¥R EREGABE
Fhe 5 0o, WEEREMWEHETRHFAE 1800, X 6M 8
20 PREikfltEaikS Ay 1 b, TEKEFH, A4 K
(10ml) 3k AZFIR. A 60%=RKMA -FRAATE-1,2,4-=
wok-5-8 (16.7g) . H O EL R AK, BE: 190-192T;

'H NMR in ds DMSO
5=4.20 (2H, s, PhCH»). 4.42 (2H. s. OCH==N). 7.25 (5H. s, Ph). 11.34 (1H.
s. NH) and 11.50 (14, s, NE) pprma # 1C NMR in d: DMSO, 6=64.1
(OCH.C=N), 72.4 (PhCH:0), 128.5 (Ph), 128.6 (Ph), 129.1 Ph), 138.5 (Ph),

1454 (C=N) # 157.1 NHCONH) ppra; ¥ M+H = 206,
M+NH, = 228.
P (iii) 3-2FP4-1,2,4-=4Kk-5-FHH 4
25 ERALAAT, ¥3-FREREAFTE-, 2, 4-="#%-5-8 (31g) # 10%

/% (3. 1g) AT E (200ml) PHARRE. WA FTEE (47.7g) K

12
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(20ml) F%&, FRARSHEARFEPMEE 55-60C. 2 IHE
A 10%4e/5 (3.1g) Fo i 3 DMEE, ALK (4nl) FHMEL
# (1.55g) #» P84 (9.5g) . 4 I HERREREGHAFEERS
AELA., ERETEATHERAMMBPELEOATE (3 7)

5 %, &£ 50-55CTHRAIEEMHPTRE. @ik solka floc (15g) it
BRMBGRESY, FAEREERIARAPEENHBERTK (2%
400ml) . W LR AKEES 100ml, XEKEEH, REALZ TR
58 3~ FR-1, 2 4-=vgk-5-M (17. 1g), F# 98.3%. 1.5 187-
189C

10
(Lit = 187°C); 'H NMR in ds DMSO 5=4.34 (2H, s, HOCHs) s 11.42 (2H,
bs NH) ppm a# “C NMR in ds DMSO §=56.3 (HOCH.), 148.5 (CH:C=N)
# 157.1 (NHCONH) ppm;  fiik ‘M+H=116, M+NH +=133.

k&4 3
3-HFE-1, 2, 4-=wk-5-F e 5 &
BERAAAT, £A20CTF, E554R, A3-£2FE-1,2,4-=
15 wok-5-8 (17g) 69 M (170m1) Rk P EABE (19.9g). KA
BRAME 20CKE 18 M [E: 30 7 EMARRHEM. 1 I8
FEHFEER). TLC 4 (=fdLsd; TZRLHE/FE (9/1); )
BEFEBEER. —RMATE (510m1) , ¥E B RAWEKE A4
1 MR ERE AW, ATK (100n]) HAEBRAFEE TR #3
20 3-HFA-1,2 4-=wkak-5-8(17.2g), HGEEK, F$87.4% B
5. 197-199C;

_‘H NMR in d: DMSO 5= 4.43 (2H, 5, CH), 11.48 (1H. s, NED
# 11.64 QH, s. NH) ppm # CNMR in ds DMSO, §=37.0 (C1CH),
144.4 (CH:C=N) # 156.8 NHCONII) ppm.

74 4
25 2-( R )-(1-( R-(3,5-R (=R FTE)XK) TEE)-3-(5)-(4-
FER)-4-3-G-FA-1H, 4H-1, 2, 4- = &) TR ) Boskeh 5 — ) &

13
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F
(1) 4EANN-—R}&EXTHK/DIF )5 ik
A 21CTF, # 3-8 731, 2, 4-= vk ok-5-8 (2. 56g) #9 DMF (20ml)
BRI 1 BB L DMF (40ml) 49 2-( R )-1-( RB)-(3,5-N (=
5 RPR)EXR)TERE)-3-(S)-(4-REX) okt 7 X5k 8 & (12¢) #»
NN-ZHBETHE®G. 15g)ER Y. FEAAEME 21-23CHE 30 &
B, REBE 20 24 AkAK (1200]1) . ARETEHLEHRLY,
AE 304 BKEFH. K (96ml) %iftE AL sH,
EEFHRPSOCTEETFR. *H=9.65g 99. 7% % = %,
10 (2) MK/ 97 %

A 19CTF, ¥ 3-8 F %E-1,2,4- =k -5-% (1.40g) ¥
DMF(13.5ml) &% & 1 W A2 & DMF(Q2Tml) ¥4 2-( R )-(1-
(R-G,5-N(ZRFR)EL) TAK)-3-(S)-(4-RFX L) Dokt ¢
A (6. T7g) Fo B B47 (1. 55g) R B P, WREMA 19-21TH

15 ¥ 30 54, REA 20 54AteAk (8iml) . AXREPEAHLELR
L%, ZE 054 FdEKEFY. UK (54ml) 2Rt BARiFANL
&4, TR T %A S0CT AT FE. FH=5.37g 98. 0% HPLC 247 w/w;
96. 4% 7 = .

14
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