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(57) Abstract

Amino acid derivatives of desalaninebenanomicin A, represented by general formula (la), are produced by the
condensation of various amino acids with the carboxyl group at the 2-position of desalaninebenanomicin A prepared
from benanomicin A by chemical conversion. In said formula (Ia), Ra represents hydrogen, C;-Cs alkyl, C;-Cs
hydroxylakyl, carboxy or lower alkoxycarbonyl. Among various antifungal derivatives represented by the above
formula (Ia), those wherein R represents C,-Cs alkyl, C,-Cs hydroxyalkyl, carboxy or lower alkoxycarbonyl are novel
semisynthetic antibiotics having an antifungal activity.
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(R, RBRFEMP2~5THAT M FLEFLRRER
NYA~FTHAU FITFITILX LM, HLEFT LI
T L Y AL L e KDY ] TRENA
TR CBIEDEF AT I = RF I w4V VAH
BRI LEEFENLLDOETDH D,
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1. D-bbA=rHFEME[—HRO B TRA

~CH(OH)CH3 T # O LK (L5 43(2'R, 3'S) | @ ML 5 oy 14 1k

(1) B & PRI REHE

(2) 7 F 3\ : C40H43NO2

(3) 2 A7 | L(FABMS) : m/z 857 (M-)

(4) BhET 2 >220°C ( )

(5) %DM 35 & UATAREWUIN A ~ 7 | b (Amay, nm) : 230,
288, 305, 465.

6) FAVEBULILA <2 b b (KBr, em ) : 3400, 2920,
1726, 1628, 1608, 1447, 1431, 1377, 1334, 1298,
1256, 1236, 1209, 1163, 1076, 1045, 997, 970.

(1) YJH-NMR 2 ~ 7 | v ( 400MHz, DMSO-dg ) :
12.80(1H), 8.09(1H), 7.73(1H), 7.30(1H), 7.22(1H),

6.92(1H), 4.63(1H), 4.60(1H), 4.53(1H), 4.42(2H),
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4.18(1H), 3.95(3H), 3.71(2H), 3.55(2H), 3.30(1H),

3.1(3H), 2.35(3H), 1.20(3H), 1.14(3H),

8) 13C.NMRA~ ~ | I (100MHz, DMSO-dg) :

187.4, 184.9, 171.7, 167.2, 165.9, 164.6, 156.8,

151.0, 147.8, 138.1, 137.3, 134.3, 131.3, 127.3,

125.5, 115.5, 113.7, 110.0, 107.5, 106.8, 105.1,

104.3, 829, 75.9, 73.5, 70.3, 70.0, 69.3, 66.4,

65.5, 57.9, 56.3, 20.2, 19.2, 16.2,

IOD- LA U BBAEER, 39)-3-L FU g -
J=AFNNRF )AL VAEGRTELHHRILEYW D
5,
2. D-Tu bt b A= rFELA —HAOQIzBVTRA
~CH(OH)CH3 T & O SR {5 A5(2'R, 3'R) ] O B (L3 (1 1
(1) B8 LUK ek
(2) #F : CaoHa3zNOpg
8) Y AA~% | L(FABMS) : mz 857(M )

(4) @b . >228°C (B3R

(5) %OV 3 & UTTHEYLILA X 7 b b (Apay. nm) : 235,
288, 310, 460,

6) 7 b # W UL A < 7 } L(KBr, em }): 3450,
1734, 1645, 1448, 1394, 1334, 1298, 1257, 1236,
1209, 1165, 1076, 999, 970,

(7) TH-NMR 2 ~ 7 | L (270MHz, DMSO~dg) : 12.80(1H).
8.17(1H), 8.09(1H), 7.31(1H), 7.21(1H), 6.93(1H),
4.62(1H), 4.58(1H), 4.53(1H), 4.42(2H), 3.96(4H),
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3.73(2H), 3.62(3H), 3.30(1H), 3.1(3H), 2.31(3H),
1.20(3H), 1.13(3H),

13¢_NMR 2 << 7 I (67.5MHz, DMSO-dg) : 186.4,
185.2, 171.6, 167.2, 166.3, 164.5, 158.0, 152.0,
147.2, 138.0, 137.2, 134.8, 131.3, 127.1, 126.5,
1159, 114.3, 110.0, 107.2, 106.4, 105.1, 104.4,
82.9, 75.9, 73.5, 70.3, 70.0, 69.3, 66.6, 65.5,

58.6, 56.2, 19.9, 19.3, 16.2,

SOD-7Tu b A=Y iFBAIZEQR, 3R)-3'-k I F

P8 ATUNF AL AL GHTE B PLEY T

H B,

3.

(2)

(7)

D-7F19 »&FEME [ —iK@DI< B TRAP-CHCH3 T
Z O AR L FA(2'R) ] @ BEAL F 09 PEIK

B XTI K

7 F 3 1 C40Hg3NO1g

¥ AANRY b L(FABMS) : m/z 841(M )

Rl : 228-234°C ( B )

OB L THBEINA <7 b b (Apax, nm) : 270,
295, 490,

FAVEBULIL A ~ 7 | L (KBr, em 1) : 3415, 1734,
1626, 1446, 1385, 1334, 1296, 1259, 1209, 1165,
1074, 1045, 999, 968.

l1H-NMR 2 ~ # | L (270MHz, DMSO-dg) : 12.8(1H),
8.30(1H), 8.10(1H), 7.32(1H), 7.22(1H), 6.93(1H),

1.13(3H), 0.97(3H).
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8) 13C-NMR 2~ # I 1(67.5MHz, DMSO~dg) : 188.0,
185.5, 173.8, 167.7, 166.5, 165.2, 157.3, 156.5,
151.5, 138.4, 137.8, 134.9, 131.8, 127.7, 126.1,
119.2, 116.1, 114.1, 110.6, 108.1, 107.4, 105.7,
76.5, 74.0, 72.4, 71.5, 70.8, 70.6, 69.9, 66.1,
56.9, 54.0, 24.6, 19.6, 16.8, 10.9,

COD=-7TY yEHEEARLQR)-3-AFUNF AT

ALGHTEBHBULED TH b,

4. 7 3/ =a YBIFENR— MO B v TR 2*-COO0H ]
2B = IUEC N

(1) B L UIR : REHE

(2) o F3X : C39gH37NO21Nay

(3) ¥ AA~NZ b V(FABMS) : m/z 901(M-)

(4) RhrT . 216-218°C ( 1% )

(5) AL E B L CTRERIXA X7 b b (Apax, nm) : 240,
274, 323, 498,

(6) FRALEBWLIR A ~< 7 | L (KBr, ecm-1) : 3400, 1618,
1491, 1442, 1385, 1332, 1296, 1260, 1163, 1074,
1044, 995, 966, |

(1) 'H-NMR 2 ~ 7 | L(270MHz, D,0) : 8.05(1H),
7.66(1H), 7.45(1H), 7.05(1H), 5.23(1H), 5.19(1H),
5.14(1H), 5.03(1H), 4.99(1H), 4.3(4H), 4.21(1H),
4.15(1H), 4.1-3.9(3H), 3.83(1H), 3.71(1H), 3.67(1H),
2.63(3H), 1.55(3H),
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®)13C-NMR 2 ~ 7 | L (67.5MHz, DpO-dg) : 188.2,
184.6, 175.4, 172.0, 165.1, 156.0, 144.1, 140.9,
138.2, 137.4, 130.4, 129.8, 122.9, 122.0, 120.5,
116.5, 115.8, 111.5, 105.7, 104.6, 103.9, 83.7,
5 81.4, 77.1, 74.7, 725, 72.1, 71.4, 70.7, 66.5,
56.8, 19.5, 16.6,
SOT I U Y MHEAE, 2-N LR -2 F A
WARF )4 AU TELIBIALEYTH D,
[(B) 4= 11 14
10 REWI L L5 —MWNKOOHB T AT 7= RF <42
PAFBAROFZH D CFUIH Y IR ATTEE, 1% 71
I — ZAEIMFERLEREN I L B EHEARE (27C . 4215
M) TMEL, ZFOLIIWES A FOTASET AL
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20
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(1)
I O — (1)) 55 # ik
ot W

D-FLbA=tD.TOFL | DT | Ti/seOy

CRRBAR (4= oA CHEEG | Bk
Candida tropicalis F-1 25 12.5 12.5 25
Candida pscudotropicalis I°-2 6.25 6.25 3.13 6.25
Candida albicans 3147 25 12,5 12.5 25
Candida sp. Yul200 12.5 12.5 12.5 25
Candida krusei F-5 12.5 12.5 12.5 25
Saccharomyces cerevisiae F-7 12.5 6.25 3.13 6.25
Cryptococcus neoformans F-10 12.5 6.25 6.25 25
Cochliobolus miyabeanus >100 >100 >100 >100
Pyricularia oryzae >100 | >100 100 >100
Pellicularia sasakii >100 12.5 12.5 12.5
Aspergillus niger F-16 >100 >100 100 >100
Aspergillus fumigatus F-181 100 50 50 >100
Trichophyton asteroides 429 >100 >100 >100 >100
Trichophyton mentagm};‘hy;es ~100 ~100 >100 ~100

m.1

BLOARINOBE L T2 L3515, MANANF /<
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AT 722Nt I ALY
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