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1. 1E Lol

BREERZIE COEBEEMBEDERICENT. 72 F
EPIRATIVMERINEREER LG DRBOD—DTH B, T
NESDRBICDVWTIEEL DS T 1 v v—EPYav Ty
INTRVFERIS CORARBEFEDRRBEINTETNS
N RISRICBOLWTBEREDIREL TS, ARETCIIR
DELVEN\S A FREAZREALGITNREESGENEE
DfE4LZ DRIEPHHID G o7 (Sandler and Karo, 1983; Smith
and March, 2001; Fischer and Speier, 1895) .

COEODGRHEERRAIFEE LT RAGEEMEL
A BAZIEAIVART A Z FFR (DCC (N, N-Dicyclohexyl-
carbodiimide) . WSCD + HCI (1-(3-Dimethylaminopropyl)-
3-ethylcarbodiimide hydrochloride) 7 &), B 7 ¥ F &
(DPPA (Diphenylphosphoryl Azide) 75 &) . BOP %&{% (BOP
51 2 ((Benzotriazol-1-yloxy)-tris(dimetylamino)phosphonium
hexafluorophosphate). PyBOP (1H-Benzotriazol-1-yloxy-
tri(pyrrolidino)phosphonium hexafluorophosphate) 75 &)
D7V — VR EEEH (CDMT (2-chloro-4, 6-dimethoxy-1, 3,
5-triazine) 75 &) Z FAWL % F7AD BIF SN CEz (Sheehan and
Hess, 1955; Sheehan et al, 1961; 38 A - LU, 1973; Rivaille et
al., 1980; Coste et al,, 1990; Han and Kim, 2005; The fifth series
of experimental chemistry 16, 2005) ,

—H T AIVRI A Z FRBEBERITIEROVEDNAEDT
LIVF—FHIER. RISHIRIRIEOIEHMS L DORRE. BOP

BT & ESITRIERY (HMPA (hexamethylphosphoric tri-
amide) FFEAR) AEAAMEE R T I EDBEND > Tz,
EESIE KBEGEDEREZREICHBEAL L T2
TNBRIVRIIVINT A FICEB L. HIVRVEFEERD T
= MeRIS. TR T IVERISN\DISHERZ & L,
Y TlE. A2 2RIV 0 K (MsCl) ZBUL
BTHENET I ML - TATFIMERISICDOWVWTRET %,
MsCIAN R CAFRRGHE TH S EERIC, BIFEICE
BN, RIGHBLERECET TSI N5, AFEIE. £

BROVHAEHCERER G CORBEMICELBILTEDSE
DTHBo
2. REBRFE

RISIE SBIbAF L AgER LR > B8 (RCOOH: 1)
ICZIVRZIL7 a1 R (RSOCl - 2a) ZINA. FRERY &7
ZIREEBRENKY) 3) M T BT IEE (BN (triethylamine)
F7eldiPr,NEL (N N-diisopropylethylamine)) f#E F. 73>
(4) BBWNETILa—)L (5) ZERAET B, XIS 57 = FHE
& (6). TATIVEESR (7) DERERET LIz, RIGDETIE
TLC (thin-layer chromatography) TiBEF L. ALK VEE (1),
FRR (3) DBk ZTHER%. Y a—MAOSLWMEL, ATL4
VAR NI T4 —THBEER LIz (R D Entry 15 0- XFIb
L BERE (1a) 136 mg (1.0 mmol) ZERE{LAF L >3 ml
|TABREEE. iPRNEE271 mg (2.1 mmol) IFE R A 2 > ZJUK
Zjbray R (MsCl:2a) 121 mg (1.05 mmol) ZIMA=ET
1598 LTz, IWNTYAY 7OV = (4a)151 mg (1.5
mmol) EZIERIEAF L > G m)AREE L. BRETI159#
Bl TICICKY 7 2 FOERAERERE. Y a—MAT LA

REAETEAEZOLDOLBMETAEESRICIEFAAMETH  WELT I FR6) %206 mg (U294 %) 1§712),
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EROREEIE 'H NMREB LU MS AT MUic K UREL
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X1 RIGEE

3. RRERBLUER
3.1 7 2 FMERIGDIEET |

VRV EBEFERE L CREERFAEHK (1a). EREFHE
wOb). A2 R=IVAIVRVEESEER (10, ZJTF VBHE
& (1d) ZABWL. BL2D7 22 (4a~4d) ZIEREE. 72K
ERIGZIRE LTc, REFDER. REBHRFEMR. HERESR
B8R, AV F=IVAIVRYBSFEEREDRISTIE. FNDT
=V (@Ga~dIcBVTEBVIRETHIST 577 = FEEK (6a
~6d) BMFSNTc. —A = AF VEFEHE (1d) EORIG T
INEDETHHSN(EFE),

3.2 IRTIUERIGDEET
HIVRVEBEFEEAR() & LTRETRFEMR (1a). HENE
FER(1b). 14> R—)VAVARVEESFER (1), ZOF VER

FEAK (1d) #ABL. 7)b3—)b (5a~5d) #ERETH. TX
TIVMERISZE &S LTz, RETDER. RESBHEMN.
BEBERTlE, —ik. ZHR7)ILO—ILOENICHEVNTESL
INETHIST 2T A7) VEFEMR (7a. 7b) MR LTz,

—AT. 7IMMeRISERRIC. ZOF VEFER (1d).
A R=)VAIVRVEEFER (1c) D—EBDRISHRITH N T
KOEFHHS NIz, HIVRVEE e, 1d TOREDETREA
ELT AV R=IUBEREBE KU OF VFEKICH N T,
DFRDORISEGINAIVARFE (COOH) 2 THL. X
REHZ N) RYLEICEBFEET SV ET Y M FTHBHT &
MREREREEZ 5NS (),

3.3 7 2 MERISOEST I

A)RZ)b7al) FELT VIV RIRZ)Lo AU K
(TsC) (2b) HRAWET = MeRIEEE Lize MsClaFRWL
TERTIEREEEN D0 U LEDBNERTHNT 577 = FER
wo(6) BMESNTH. TsAEBWRISHRTIE, BB R
ERMIEESNEEDD38~53 % ENEDET &HITKIG
DEFITETAF SN (&3,

34 7E/BEDRIG

7 I MMe. TRTIVERISIE. BRATEDIVR YV EBBEFERT
FATNBH. GHTLERBERD T T BLOEYEED
FRICEERT 27 /BFEERDT = Mulda<{hoBaE
FERED—DTh 5,

ZZTHIVRVE (1a) &7 = /BFER NV AF)LT
ATIVBEIE (8a). 7T IV SV AFIVI AT VIERIE
8b). LUV AFIVIXT/VIGEEIE (80). MLAZVAFIU
IRTIVERSIR (8d). Y AT AV AFIVI X T VIGERIE (8e))
EDRISERSY LTz, BEIDRER. (AND7 = /BEICHEWNT
HEBINETHINT 577 = NERMY (9a~9d) iMESN T,

BT FRITKEEE (OH) PAIVAT ME (SH) BT 57
=/ (8c. 8d. 8e) AW\ =7 = MERIG Tl faaHDiE
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MR —2f : ZVRZIVINS A RZRWVET 2 FME - TATIUERIS

&1 MsCl Qa)ZRWAILRVEE(Ta-d) £77 22 (4a-d) DT = MMERIS

. Amine Time Yield (%) of
Entry Carboxylic acid (1) @) Temp. (hr) Amide (6)

1 4a rt. 0.5 94

2 @COOH 1 4b (. 05 99
a

3 CH, 4c rt. 0.5 quant.
4 4d rt. 0.5 quant.

5 43 reflux 24 69

6 \—COOH 4b reflux 24 94
b

7 4c reflux 24 70

H,C

8 4d rt. 24 83

9 43 reflux 12 87

10 @\f[ 4b reflux 12 66
_ 1c

11 }NI COOH 4c reflux 12 86

12 4d rt. 12 83

13 4a reflux 24 42

14 (ICOOH y 4b reflux 2 25

15 SN CH, 4c reflux 24 38

16 4d rt. 24 46

F2:MsCl Qa) E#REWeHILRVEE (1a-d) &7 )b a—)L (5a-d) DT X F b KRIS

Entry Carboxylic acid (1) A‘C(g)hOl Temp. T(m)e YE(tje(rO/?;)of
1 5a rt. 2 93
2 @COCH 5b . 2 93
3 CH, ° 5¢ rt 2 89
4 5d rt. 2 90
5 5a reflux 2 95
6 /@/\/COOH b 5b reflux 3 77
7 5¢ reflux 2 79
g € 5d rit. 2 81
9 5a reflux 4 60

10 @il : 5b reflux 3 66
11 g/ COOH c 5¢ reflux 24 86
12 5d rt. 24 20
13 5a reflux 24 27
14 qCOOH 5b it 24 68
15 SNT O CH, d 5¢ reflux 24 28
16 5d rt. 24 51

£3:TsCl Qb)) EAWAILAR>YEE (1) E7 2> (4a-d) D7 = MMERIS

Entry Carboxylic acid (1) Ar&i}ne Temp. T(E?)G Y/;erlndid(oe/oz;)f
1 4a rt. 12 43
2 @COOH 4b rt. 12 38
3 CH, 12 4c rt 12 51
4 4d rt. 12 53

B - Bt 7525 20184
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MsCl (2a) =AW A)VR > B (1a) & 77 = /B (8a-e) D77 = FMERIG

Amino

. ) Time Yield (%) of

Entry Carboxylic acid (1) a(g)d Temp. (hr) Amide (9)
1 8a rt. 2 95
2 COOH 8b rt. 2 92
3 @ la 8¢ rt. 2 98
4 CHy 8d o 2 78
5 8e rt. 2 85

OH OH SH

H—C—COOCH, H—C—COOCH;
NH,HCI

8a

NH,HCI

8b 8¢

EORIGEHICE > TIE. TRTIVEEBAEDFA TR TIVEE
B ESICTI/EEAVATNED2 rFATHEERIGL
ERIERZET HHEEHESNTWVBH. AHFERDMsCl7x
EDRIVRIIVNTG A REAWVWSKRISERTIE. &WIETH
B77 = RFEER (9) HMESNTc. TOTELST Z/BED
7 I MERSITBWTEBEM Th 5 T EHERINT (RS,

4. F+8

KRN TlE. Z)VARZIL7 Ay REBVEHIRNE, F1iR
7= R, TRATIMERIGICDWTHRE Lice TORILRZ
by al) REBWRAZIE. RIGHEANZMO DRIEIEICE
Na5TELS, BICKEEENERINZBIRUCS WV TEE
THEMGT I Mb. TRTIVMEREE LT, LL<FIBETN
BT EPFEND, BICT I /BORISICBVWTEEY
ThaHTED L. FEEMBEEREIEA LT = M, T
AT INMERISNORBREBIFFINS,
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