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SUAOHRRSEL T, Izl yEim Yl KRG, EOBAZLIMAR
EDOMPEIEANZEZ AT 5280 TES, BHKEINTIFASNOHRE LT, MBI
UC, @H HOSNOHBIAL FEA., ZEA] HOVEBIE AR 2 G /LTS
F Fo RIRERANL, BT T DIORRN TRINE WD DM E TIELNI= A 7
JUZELALTH L,

R DB G-ORANL LTI, HERA, SUEAL W, ]E, n—tal | by A
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[0032]

[0033]

[0034]

TL— A, A, FLAEAL, A R BRI A W A, R
Al RERA AL WARIZRE DT O, RO KIS NI IEEALL I
WIREI T LA L TR BEND,

FEARPEDTREHA, BBA 1 XIALANC BT, flz 7 rer e 7 )a—
RV F Lo 7Va—v V=7 WEITREMOIO 72, AL A T
DEDTREF LD DA iR = AT VA IR TR SN DR L THWD Z &3 T
ED, ZOXOTRBGEN, RIS MRIHEA FLAEA, S HoA, 2@ Ao & e liBh
EE el b TED, ZILHLOEIRA, EA S JOFALANL, B2, 7T 7R
74 F —Z 03, B, BB AIORLE DOV TSR IR 722 & O T
HATOZ L T TED, Fo, AR %2549 58 1 o [)E S 2 Sl
U A BRI SRR 7K 7 R M B OV A AN L CTRER 5288 T& D, F
7o  REh7eE oL > T 7e E OV NRE B L OE 2hEk sy O ¥ — I K
AL B2, IR ARE DI A —, BE AT T AP —FEDORET A
—Z IV EACEAT S TR LA E S R A& LT TE D,

PR G- OATEEL TR, BIAE, EA, 7V — L8728 RETEND, Zhbid
VB OFEICI0RGESND, ERLOM, AR DA RS A RANL T DI,
SREnTEPEA BORA, A5 @Bk, TR PRAFA LEA AR A, S RAl
. EOMHE SO IINAIZE B #5283 T& D,

AFEPDEIL DO G- 5T, BIR ORI, 5515, BAE OFEECIEIR | AP
[B72 S I BRI HZERATRETH DM, EMTFIREE -9 235 A LA —
ANY 70— Bz LR A gh o O EELT0.01~100mg/kg (K H) 24 595208 C
R G OBAIZIERITL0.01~100mg/kg (PR ER) | #% 1 # 5O 121ERI UL
0.05~500mg/kg (K H) #5952 L8 TED, bokh, 5 8iX Erto BICRE
SNDHZ LT HIGI TR TH D, AFEIDESIT— H —[ERWLEIE, HDHU
T A BEITR G-I HZERTED,

2 i 45l

LA NIEARIE B O F2 ] 36 JORRER B2 779705, AN ZCRES NS0T

72 ZDATREN D T BB DB B DT R TR a7 5,
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[0035]

[0036]

[0037]

FE i1

I Na—2A1.0%., ATEMETASA2.0%, BERFTF20.3% , RU~XTH0.5%, 7
FIRE0.6% . KTHI0.2% B L OREEH LT 10.2% % I, 6 NAKEEL T R 4y
TpH 7.0IZHFEL 72> —REFHIZ 100 mLATL o~ Av—7 7 Aa84K(220 mL 3D
ITTEL. 120°CC2050 BBk L7z, ZaUT 2 RS 2% O SF28 764K (FERM BP-110
94) & — e H 3Ol L, 28°C T3 H MRERE#L T —RERIKE LTz,

— TN —=22.0% AZ—F1.0%, KEHML.5%., /NERIF0.8%, RU~TT
>0.1%. NaCl
0.1% . IKEEAI /LT 20.2% , 36 L OUEARJRSH0.05% % 5 7+, 6 NAKEE{LFFIw 4
TpH 7.2 L7 A PE R 2500 mLA =L 2~ A —7 7 A210041280 mL3"
DEL, 120°CT055 IR A L7z, ZOAEER RGO — R A 2% 72
FHEEL | 28°CT5 H ], ###1:200 rpm THEE L 72,

OB (16.0 IZE B 72 MNZ TR ERZIER L, 155
WI=AHRD B N, 72 B L TR (8.0 L2132, ORIk A i
TpH2UTFHE% | BElE—F/1(8.0 L) TIEHER > 2R L, B M2 8 5 L Tl
R (2.43 @)% ATz, ZOMIRMEZ VB 7 H T WGV H 7 60ERIR)FE),
FTHTAT AL 100 @@ LI Hed, ~F i 10%7 B —~F e 50%7
TRy —~F o 60%T Ehy —~F L 80% T Eh —~F L TR 10%AY
S —=raaiR)V b 209 A7 /=) — 7 )b I 30hAF S —)b—raaidL A 4
0%AZ ) —)b— 7 gV I 60%AZ ) —/L— g )b I, AR )—/L %4300 mL*
OUEBEE LTRSS, ZNODORBAEE DI G, 80%7 Eh —~F P TR
NO%AT S — IV 20% A5 ) — v — 7rnis )L 30%AY ) — )b —an
NIV LD 53 % o Teb O & PEdnE L IR EIT8 mg a4z,

BN E 2 7 75 v 7 ALH-2007 570 857 4—(T =3 e 73 A
A A2 A ABFERL 450 mL)D _EIIZHEE AZ ) — /L — T ERA10: D)TREBL
S 53 2R R [ L AR T 486 mgZ A7z, ARD TR E D9 525 mgZzO
DS-HPLC(ZAE T /LECI8-AR-II, ¢ 20 mm x 250 mm, F~ 47147 A7 tEE)IZfEL |
49%7 R =L —0.01% N7 /LA T IR K s 2 B B P & LTIt 10 mL/min
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[0038]

[0039]

B R 210 nmD G R ISPEME OV — 2253 L . AFEPULAPSE2876B 7.2
mgZ AL 72, 723 RFEREHNZIWT ORI, AT RUEKEIIIT 5
BTSN I T 270, LA ISR EhEF2 T, SF2876BWHE D 7 58RI
ARG IV EOFARIME A FRAR IS R AT o7,

T i 3] 2

I Na—2A1.0%., ATEMETASA2.0%, BERFTF20.3% , RU~XTH0.5%, 7
FIRIE0.6% . KEH0.2% I L OUREE A LT 20.2% %5 I 6 NAKEER(L TR 2
TpH 7.0IZHFEL 72> —REFHIZ 100 mLATL o~ Av—7 7 Aa3AKI220 mL$D
PEL, 120°C 2057 IR A LT, ZAUZFE R MR DSF28764% (FERM BP-110
94) Z— A4 H P OREEL | 28°C T3 H MRERT# L TIRS — R E LTz, K
T —REFHI500 mLZ 43 L 722 LA =47 7 A24120°C T4 WkE L. /il
1> —R10 mLAREE L, 28°C T3 H W& E B L T2k —REF# IR E LTz, S5
3 REFHIS0 LAFHHIL | BB L2100 LAY v —7 7 — A Z —|ZHTRL2IR Y — R %2
%OFNEGTHAL. 28°CT2H | WM E L TN a3k — PR IR E LTz,

— TN —=22.0% AZ—F1.0%, KEHML.5%., /NERIF0.8%, RU~TT
>0.1%. NaCl
0.1% . IKEEAI /LT 20.2% , 36 L OUEARJRSH0.05% % 5 7+, 6 NAKEE{LFFIw 4
TpH 7.21ZFHE L 7= A2 pE S M350 55 & A1A 7 8 B L 72600 L4515 48 7 o 7 2 5K
RITREOD3R S — RIS TL 245 2 FE A L, 28°C T4 H [l Uik (100-330
rpm ) F5 A& L7z,

EEAEWR610 LIZAMMBI A4 % ZHINL , 7 4 F—7 L A Z N TAIB LT, 5%-
T BR123 kglo A% /—/1610 LA N4, 4RFRHRE . — W@ L | BaSKetz VT
AL ) — VMRS TO LEAHT, fONT2 A ) — VI @ TP A A 2SRk 40 L
ZINZ TIN5 TR VN CL50 LE TR L7, 50%AilE200
mL"CpH3.0IZFHHEL | FERE =5 /L70 L2 M2 Bisbth, —BhErE Lz, FEfE =T /L)
oL, Wil MY S E BN UEERS = T U i Z K Lo 1% | il 2%
SYBfE. BEFEUTz, FRo 7o BRI = T VI A-50 L QVEFIRAMEZ O TIEREL | iR
T U7V C200(RDGHIER AL 640 o)ZNL |, B | A E E LT, £
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[0040]

[0041]

[0042]

[0043]

[0044]

T2 VAT IAREG W% A0 C LTI REIEL . >V 5L 55 L C200(FI i | 4
0 LD ez, ~Fth, 2067 B —~F o 40%7 R —~F | 6
0%7 Ehy —~Fih TR EA20 L O EEE U TR S, 7R R 45 2 R
MAHLE L, W26 4245.0 g& 4572,

OB =S ) — 1500 mLEZRINUIRER LTt R E AT, )
25.4 g& At 1L IR OH 1.0 g% 100 mgd -2 10[a11Z 43 1 TODS-HPLC(A
F =k /LODS-3, ¢ 50 mm x 500 mm, ¥— /LA AR ICEL | 30% 72
=L —0.1%N 7 LA R KD S 100% 7 b= ML TV R % SR BR
BEE L THH80 mL/min, M R210 nmDFfF T, B — 2253 BIULL R4 711
DT TI 3 AGT TENENIRRERLE L7=(7 57 a1:33.4 mg, 7773 al2:
69.9 mg:SF2876F, 7573a.3:52.8 mg, 7T/ aL4—AZ J— LA ER 1 133.0
mg, 7773 a4—AF )= VARG 199.9 mg, 7T/ a-5:80.0
mg, 7773a/6:98.0 mg),

TII A h— AR ) — VAR 99.9 mgDHH50 mgZzODS-HPLC(AF—F /L0
DS-2. ¢ 20 mm x 250 mm, 3 — LA AR HEL | 65% 7 =R L—0.0
1%~ 7 VA A KRR 2 R BR VA IS U CHitd 10 mL/min, I K210 nmod5c
T B 2 g v s LSF2876A 5.9 mgZzhi/z,

TIy A A— AT ) — VAV 133.0 mgZ ODS-HPLC(AF—h/L0ODS-2, ¢ 2
0 mm x 250 mm, ¥ —)LA A m A BN 2L | 35% 7 R R L —0.01%R) 7 L
R A R R FE BRI S U C B 10 mL/min, MHIER210 nmD4AE T, HAY
RR 5 % PR HE [ L SF2876C 20.6 mga 1=,

7503 a1:33.4 mgl N7 T3 a2-3:52.8 mgaZODS-HPLC(AF—h 7L ODS-
2. ¢ 20 mm x 250 mm, ¥ —m LA D)L | 50% 7 E =R L —0.01%
U7 VA e KR 2 TR BRI S U Ciitdi 10 mL/min, F K210 nmOSeft T
. B S Z B R [ LU SF2876D 4.7 mg, SF2876E 4.5 mg, SF2876G 4.8 mgZ 4537~

75273a:5:80.0 mgZODS-HPLC(AF—F/LODS-2, ¢ 20 mm x 250 mm, ¥
— LA AR HEL | 65% 7 =L —0.01% ) 7 LA R K S i R R
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[0045]

[0046]

B LTI 10 mL/min, IR R210 nmDZAE T B BORR S % Wi oz 5 L SE
2876H 7.0 mg3s L UNSF28761 14.2 mgZ 157~

7573a6:98.0 mglZHERETT /1100
mL, A7 AR 100 mLZ N2 EMEL |, 6 N-3ife% VN CpH2. 01 L | ik,
HHEL | R T L AR AR R E L7z, SN ER =T VR I AZ ) — /13 m
LaNzx AZ )=Vl R E AR T T, Fb e AY ) — )V A G % SF2876]
EL72(14.3 mg),
1. SE28T6AMYE DML AR
(1) 8 L ORIy ok
(2)5373:C H N O S
(3) v AAZ L (HR-FAB-MS): I 1339.2119 (M + H)'| #H5AE 1339.2135
(4) WHESEHE :[0] * =+ 96,57 (c =0.329, MeOH)
(5) SEIMRBILANST L D
[MeOH]: 207 (520), 222/s (450), 250/s (285), 304

ax nm <E%cm>
(185), 345/s (65)
[0.1N
HCI-MeOH]: 208 (440), 224
(420), 250/s (300), 304 (180), 345/s (65)
[0.1N
NaOH-MeOH]:214 (1030), 246/
(360), 300 (200), 345/s (90)
(6) IRIMERIN UL AT Ly - cm - (KBr)
13389, 2940, 1661, 1534, 1516, 1500, 1456, 1427
(7) 'H-NMRZ~Z RV (400MHz,
DMSO—d6) § (ppm):1.13
(d, 3H), 1.90 (m, 1H), 2.14 (dd, 1H), 2.51~2.61 (m,
2H), 2.67 (s, 3H), 3.20~3.33 (m, 2H), 4.64 (d, 1H),
4.82 (m, 1H), 5.14 (m, 1H), 5.20 (m, 1H), 5.33 (m, 1H), 5.46 (m, 1H), 5.84 (s,
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[0047]

1H), 5.87 (s, 1H), 6.10 (s, 1H), 6.43 (s, 1H), 6.59 (d, 2H), 6.89 (d, 2H), 6.97
(m, 1H), 7.18~7.20 (m, 4H), 7.37 (s, 1H), 7.44 (d, NH),

7.69 (d, NH), 8.13 (s, 1H), 8.19 (s, 1H), 8.35 (d, 1H), 8.50 (d, 1H), 8.54 (s,
1H), 8.60 (d, NH), 8.63 (s, 1H), 8.76 (d, NH), 9.38 (s, NH), 10.03 (s, NH)
(8) "C-NMRA~LZ L (100MHz,

DMSO—d6) S (ppm):174.3

s, 171.8 s, 171.3 s, 168.6 s, 167.4 s, 165.1 s, 164.5 5, 164.1 s, 162.2 s,
161.2 s, 160.1 s, 160.0 s, 159.9 s, 158.7 s, 158.7 s, 155.6 s, 153.2 s, 150.3
s, 150.2's, 149.7 s, 149.4 s, 147.0' s, 146.9 s, 141.6 s, 140.7 d, 139.6 s,
139.4 s, 134.4 s, 133.3 s, 129.8 d, 129.8 d, 128.2 d, 127.8 s, 127.2 d, 127. 2
d, 127.0's, 126.2 d, 126.2 d, 126.1 d, 125.0 d, 122.3 d, 118.3 d, 115.4 d,
115.0d, 115.0 d, 111.3 t, 105.4 t, 71.6 d, 66.3 d, 57.3 d, 55.0 d, 51.5 d,
48.7d,42.5t,39d,37.9t,37.7t, 155 q, 11.7 q

() IR : A% ) — )L« T R AR DMSOIZ A

2. SF2876BWEL Wy ERAL SRk

(1) . L ORI - Mt oK

(2) 53 7X:C_H N O S Cl

(3) v AA~Z L (HR-FAB-MS) : I 1375.1899 (M + H)'| FHHfE  1375.1902
(4) BRI AT L A _nm

[CHSCN/O.OOS%

HPO = 4/17R:%]: 208, 222, 250/s, 304, 344/s

(5) 'H-NMRZ~ZFL (500MHz,

DMSO—d6) 6 (ppm):0.79

(d, 3H), 2.07 (m, 1H), 2.24 (m, 1H), 2.65 (s, 3H), 2.68 (m, 1H), 2.71 (m 1H),
3.15 (br—dd, 1H), 3.65 (dd, 1H), 3.75~3.80 (m, 2H),

4.80 (ddd, 1H), 5.21 (m, 1H), 5.38~5.44 (m, 3H), 5.88

(s, 1H), 6.06 (s, 1H), 6.46 (s, 1H), 6.63 (d, 1H), 6.80 (s, NH), 6.96 (d, 1H),
7.08 (m, 1H), 7.22 (dd, 1H), 7.32 (s, NH), 7.53 (s, 1H), 7.77 (d, NH), 8.00 (s,
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[0048]

1H), 8.13 (s, 1H), 8.35 (d, 1H), 8.49 (d, 1H), 8.53 (s, 1H), 8.58 (d, NH), 8.66

(s, 1H), 8.91 (s, NH), 9.01 (d, NH), 9.56 (s, NH), 10.10(s, NH)

(6) "C-NMRA~ZI L (125MHz,

DMSO—d6) S (ppm):172.4

s, 171.6 s, 171.1 s, 168.0 s, 167.6 s, 167.0 s, 164.8 5, 164.4 s, 162.4 s,

161.5 s, 160.1 s, 159.8 s, 159.4 s, 158.9 s, 155.9 s, 152.9 s, 150.7 s, 150.3

s, 150.0's, 149.6 s, 147.5 s, 147.3 s, 141.5 s, 141.0 d, 140.3 s, 140.3 s,

134.6 s, 133.6 s, 130.0 d, 130.0 d, 128.7 d, 128.5 s, 127.7 d, 127.7 d, 127.4

d, 127.1s, 126.9 d, 126.3 d, 126.3 d, 125.2 d, 123.1 d, 118.6 d, 116.1 d,

115.14d, 115.1 d, 112.3 t, 105.7 t, 72.1 d, 70.4 d, 57.3 d, 53.3 d, 53.1 d,
49.1t,49.0d,404d,38.4t,38.0t,12.0q, 11.7 q

(DR A% ) — )L« 7B BRI DMSOIZ AR

3. SF2876CHE DOWEA L AR IR

(1) . L ORI - Mt oK

(2)537A:C H N O S

(3) v AA~Z L (HR-FAB-MS): M 1357.2233 (M + H)'| FHERfE 1339.2241
(4) WHEEHE :[@] * = +67.7°  (c =0.388, MeOH)

(5) BIMRMINA~ TV A
[MeOH]: 207 (490), 222/s (455), 253/s (280), 305

nm (B )
(180), 344/s (80)

[0.1N

HCI-MeOH]: 208 (420), 223

(430), 253/s (320), 305 (180), 344/s (80)
[0.1N

NaOH-MeOH]:214 (1040), 245/s

(370), 300 (200), 342/s (110)

(6) FRARBILAZ L v em” (KBr)

ax

13432, 2962, 1734, 1661, 1539, 1516, 1496, 1379, 1311, 1233, 1204
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[0049]

(7) 'H-NMRZ~Z RV (400MHz,
DMSO—d6) 6 (ppm): 1.05
(d, 3H), 2.60 (s, 3H), 2.62~2.69 (m, 2H), 2.90 (dd,
1H), 3.10 (d, 2H), 3.20 (m, 1H), 3.40~3.51 (m, 4H),
4.14 (dd, 1H), 4.23 (m, 1H), 4.69 (m, 1H), 4.75 (dd, 1H), 5.08 (br—d, 1), 5.38~5.
43 (m, 2H), 5.55 (m, 1H), 5.85 (s, 1H), 5.87 (s, 1H), 6.09 (s,
1H), 6.43 (s, 1H), 7.03 (d, 2H), 7.18~7.30 (m, 4H),
7.77 (s, 1H), 8.00 (s, 1H), 8.09 (s, 1H), 8.39 (d, 1H), 8.47 (s, 1H), 8.52 (d,
1H), 8.61 (s, 1H), 8.97 (d, NH), 9.40 (s, NH), 10.00 (s, NH)
(8) "C-NMRA~Z L (100MHz,
DMSO—d6) 8 (ppm):171.0
s, 171.0' s, 170.6 s, 167.3 s, 166.5 s, 164.6 s, 164.5 s, 164.0 s, 162.2 s, 161.0
s, 160.7 s, 160.7 s, 160.1 s, 158.6 s, 156.0 s, 152.3 5, 151.0 s, 150.2 s,
149.8 s, 149.4 s, 148.6 s, 147.4 s, 141.2's, 140.8 s, 140.7 s, 140.2 d, 134.3
s, 133.3's, 129.9 d, 129.4 d, 129.4 d, 129.4 s, 128.3 d, 127.6 d, 127.6 d,
126.9 d, 126.2 s, 126.1 d, 126.1 d, 124.7 d, 122.7 d, 118.8 d, 118.3 d, 114.9
d, 114.9d, 111.5 t, 105.4 t, 73.7 d, 73.3 d, 58.7 t, 56.1 d, 53.9 d, 53.7 d,
48.3d, 38.0°t, 36.5d, 35.4t, 11.8 g, 9.8 g
() IR : A% ) — )L« T R AR DMSOIZ A
4. SF2876DWEL WAL SRR
(1) . L ORI - Mt oK
(2) 53 CHN O S
(3) v AA~Z L (HR-FAB-MS): &I 1327.2133 (M + H)'|, HHE  1327.2136
(@tbﬁ’éﬁ%rg:[a]f =+73.9° (¢ =0.164, MeOH)
(5) IRIMERIF UL AT L - cm - (KBr)

13410, 2922, 2853, 1661, 1534, 1516, 1493, 1421, 1307, 1231, 1173
(6) 'H-NMRA~Z L (400MHz,
DMSO—d6) 6 (ppm):
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[0050]

0.74 (d, 3H), 1.06 (d, 3H), 1.99 (dd, 1H), 2.06 (dd, 1H), 2.65 (m, 1H), 2.74

(dd, 1H), 3.00 (m, 1H), 3.78 (dd, 1H), 4.83 (ddd, 1H), 5.18 (dd, 1H), 5.31 (m,

1H), 5.39 (d, 1H), 5.49 (dd, 1H), 5.84 (s, 1H), 5.87 (s, 1H), 6.10 (s, 1H),

6.43 (s, 1H), 6.60 (d, 2H), 6.94 (d, 2H), 7.05 (m, 1H), 7.18~7.20 (m, 3H), 7.49 (s,
1H), 7.64 (d, NH), 8.07 (s, 1H), 8.10 (s,

1H), 8.12 (s, 1H), 8.35 (d, 1H), 8.47 (d, 1H), 8.53 (s, 1H), 8.54 (d, NH), 8.63

(s, 1H), 8.86 (d, NH x 2), 9.38 (s, NH), 10.02 (s, NH)

(7) "C-NMRA~Z L (100MHz,

DMSO—d6) S (ppm):172.9

s, 172.9s, 171.1 s, 170.8 s, 167,4 s, 166.2 s, 164.5 5, 164.3 s, 162.2 s,

160.5 s, 160.0 s, 159.9 s, 159.1 s, 158.7 s, 155.7 s, 152.9 s, 150.4 s, 150.2

s, 149.8 s, 149.4 s, 148.3 s, 147 2's, 146.9 s, 140.7 d, 139.8 s, 134.4 s,

133.3 s, 129.7 d, 129.7 d, 128.2 d, 128.1 s, 127.3 d, 127.3 d, 127.1 d, 126.7

s, 126.5 d, 126.1 d, 126.1 d, 124.8 d, 123.5 d, 122.6 d, 118.3 d, 115.7 d,

115.0d, 1150 d, 111.4 t, 105.4 t, 71.8 d, 66.3 d, 57.3 d, 54.2 d, 52.8 d, 48.8

d, 43.3d, 38.3t,37.6t,19.3 q, 11.1 g

() WA M : A% ) — )L« T R AR HE . DMSOIZ A

5. SF28T6EME DB L2k

(1) . L ORI - Mt oK

(2) 53 C HN O S

(8) v AAAZ L (HR-FAB-MS) : S2IME 1341.2294 (M + H)', FH5LE 1341.2292
(4)th15’m*ﬁ‘éf§“:[a];6 =+87.3° (¢ = 0.416, MeOH)

(5) BRI AT v A
[MeOH]: 207 (480), 222 (440), 252/s (280), 306

nm (E" )
(200), 348/s (64)

[0.1N

HCI-MeOH]: 210 (400), 224

(440), 250/s (290), 306 (200), 348/s (64)
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[0.1IN
NaOH-MeOH]:214 (1040), 246/s
(360), 303 (204), 345/s (90)
(6) IRIMERIN UL AT Ly - cm - (KBr)
13389, 2926, 1659, 1533, 1516, 1500, 1420, 1235, 1173, 1059, 1024
(7) 'H-NMRZ~Z RV (400MHz,
DMSO=d) 6 (ppm):0.90(d, 3H), 1.45 (m, 1H), 1.75 (m, 1H), 1.90 (dd, 1H), 2.18 (
m, 1H), 2.63
(dd, 1H), 2.66 (s, 3H), 2.70 (dd, 1H), 3.15 (m, 1H), 3.45~3.60 (m, 2H), 4.89 (ddd,
1H), 4.94 (dd, 1H), 5.18 (m 1H), 5.36 (d,
1H), 5.45 (dd, 1H), 5.84 (s, 1H), 5.87 (s, 1H), 6.10 (s, 1H), 6.43 (s, 111),
6.62 (d, 2H), 6.94 (d, 2H), 7.01~7.04 (m, 2H), 7.18~7.19 (m, 3H), 7.46 (s, 1H), 7
.59 (d, NH), 8.08 (s, 1H), 8.10 (s,
1H), 8.35 (d, 1H), 8.48 (d, 1H), 8.50 (s, 1H), 8.58 (d, NH), 8.63 (s, 1H), 8.80
(m, NH x 2), 9.38 (s, NH), 10.03 (s, NH)
(8) "C-NMRA~Z L (100MHz,
DMSO—d6) § (ppm): 173.4
s, 171.3 s, 171.3 s, 168.0 s, 167.4 s, 166.1 s, 164.5 5, 164.1 s, 162.2 s,
161.2 s, 160.4 s, 159.9 s, 159.1 s, 158.7 s, 155.7 s, 153.0 s, 150.5 s, 150.2
s, 149.8 s, 149.4 s, 147.2 s, 147.0 s, 141.5 s, 140.6 d, 139.8 s, 139.7 s,
134.4 s, 133.3 s, 129.7 d, 129.7 d, 128.2 d, 128.1 s, 127.3 d, 127.3 d, 127.0
d, 126.8 s, 126.3 d, 126.1 d, 126.1 d, 124.8 d, 122.5 d, 118.4 d, 115.5 d,
115.0d, 115.0 d, 111.4 t, 105.4 t, 71.8 d, 58.2 t, 57.4 d, 57.1 d, 52.7 d,
48.7d, 38.1t,37.9t,35.1t,33.8d,15.7q, 11.7¢
() IR : A% ) — )L« T R AR DMSOIZ A
[0051] 6. SF2876FME OB LRtk
(1) . L ORI - Mt oK
(2)%%5&:(:59H5N OS

2 14 12 6
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(3) v AA~ZIL (HR-FAB-MS): FZHIME  1341.2290 (M + H)', #F 5 1341.2292
(4) FBERIE L] * = +116.9°  (c = 0.851, MeOH)

(5) SIMBILA~T PV A
[MeOH]: 206 (460), 222 (444), 250/s (260), 304

_nm (E%Cm)
(180), 348/s (60)
[0.1N
HCI-MeOH]: 210 (370), 222 (410),
250/s (270), 304 (180), 348/s (60)
[0.1N
NaOH-MeOH]:214 (1030), 245/
(340), 300 (190), 342/s (80)
(6) IRIMERIN UL AT Ly . cm ' (KBr)
13410, 2983, 2940, 1660, 1534, 1516, 1497, 1424, 1312, 1231,
1175,1024
(7) 'H-NMRA~Z L (400MHz,
DMSO-d) 6 (ppm):0.74(d, 3H), 1.07(d, 3H), 1.99 (m, 1H), 2.06 (m, 1H), 2.65 (s,
3H), 2.68 (m,
1H), 2.74(m, 1H), 3.16 (dd, 1H), 3.78 (m, 1H), 4.80 (ddd, 1H), 5.19 (dd 1H),
5.24(dd, 1H), 5.37 (d, 1H), 5.45 (dd, 1H), 5.84 (s, 1H), 5.88 (s, 1H), 6.10 (s,
1H), 6.43 (s, 1H), 6.63 (d, 2H), 6.97 (d, 2H), 7.06~7.08
(m, 2H), 7.19~7.20 (m, 3H), 7.51 (s, 1H), 7.65 (d, NH),
8.00 (s, 1H), 8.10 (s, 1H), 8.35 (d, 1H), 8.46 (d, 1H), 8.50 (s, 1H), 8.56 (d,
NH), 8.62 (s, 1H), 8.82 (m, NH x 2), 9.38 (s, NH), 10.02 (s, NH)
(8) "C-NMRA~LZ L (100MHz,
DMSO—d6) S (ppm):172.8
s, 171.2's, 170.7 s, 167.8 s, 167.5 s, 166.7 s, 164.5 s, 164.2 5, 162.2 s,
161.3 s, 160.6 s, 160.0 s, 159.2 s, 158.7 s, 155.7 s, 152.9 s, 150.5 s, 150.2
s, 149.8 s, 149.5 s, 147.4 5, 146.9 s, 141.4 5, 140.7 d, 140.0 s, 139.9 s,
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134.4 s, 133.3 s, 129.7 d, 129.7 d, 128.2 d, 128.2 s, 127.3 d, 127.3 d, 127.1
d, 126.8 s, 126.4 d, 126.1 d, 126.1 d, 124.7 d, 122.6 d, 118.4 d, 115.7 d,

115.0d, 115.0 d, 111.4 t, 105.4 t, 72.0 d, 66.3 d, 57.1 d, 54.2 d, 53.0 d,

48.6 d, 43.3 d, 38.2t, 37.6 t, 194 q, 11.7 q, 11.0 g

() IR : A% ) — )L« T R AR DMSOIZ A

7. SF2876GIE DB LA RIMEIR

(1) . L ORI - Mt oK

(2) 53 CHN O S

(3) v AAZ L (HR-FAB-MS): S 1339.2122 (M + H)'| #H5E 1341.2136
(4)tbij’@%f§“:[a];ﬁ =+62.0°  (c = 0.205, MeOH)

(5) BRI AT v A
[MeOH]: 207 (320), 221 (304), 252/s (176), 305

_nm (E%Cm)
(120), 346/s (44)
[0.1N
HCI-MeOH]: 208 (240), 223
(276), 250/s (180), 305 (120), 346/s (44)
[0.1N
NaOH-MeOH]:213 (940), 246/s
(230), 300 (130), 343/s (60)
(6) IRIMERIN UL AT Ly - cm - (KBr)
13389, 2930, 1659, 1533, 1516, 1499, 1420, 1312, 1233, 1175, 1024
(7) 'H-NMRZ~Z RV (400MHz,
DMSO-d) & (ppm): 1.00(d, 3H), 1.94 (dd, 1H), 2.27 (s, 3H), 2.65 (s, 3H), 2.70 (m,
2H), 3.12
(m, 2H), 4.79 (ddd, 1H), 5.19~5.22 (m, 1H), 5.30 (dd
1H), 5.37 (d, 1H), 5.45 (dd, 1H), 5.84 (s, 1H), 5.87 (s, 1H), 6.10 (s, 1H),
6.43 (s, 1H), 6.61 (d, 2H), 6.92 (d, 2H), 7.03~7.06 (m,
2H), 7.17~7.19 (m, 3H), 7.51 (s, 1H), 7.62 (d, NH),
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8.08 (s, 1H), 8.11 (s, 1H), 8.36 (d, 1H), 8.48 (d, 1H), 8.55 (d, NH), 8.63 (s,
1H), 8.81 (m, NH), 8.84(d, NH), 9.38 (s, NH), 10.02 (s, NH)
(8) "C-NMRA~ZL (100MHz,
DMSO—d6) § (ppm): 208.0
s, 172.2s,171.2 s, 170.9 s, 167.9 s, 167.4 s, 166.3 5, 164.4 s, 164.1 s,
162.2's, 161.2 s, 160.3 s, 159.9 s, 159.1 s, 158.7 s, 155.7 s, 153.0 s, 150.4
s, 150.2 s, 149.8 s, 149.4 s, 147.2 s, 147.0 s, 141.5 s, 140.6 d, 139.9 s,
139.8 s, 134.4 s, 133.3 s, 129.6 d, 129.6 d, 128.2 d, 128.2's, 127.3 d, 127.3
d, 127.0d, 126.6 s, 126.3 d, 126.1 d, 126.1 d, 124.8 d, 122.6 d, 118.4 d,
116.2d, 115.0 d, 115.0d, 111.4 t, 105.4 t, 71.8 d, 57.1 d, 53.8 d, 52.7 d,
49.4 d, 48.5 d, 38.1t, 37.5 t, 28.3 d, 13.2 g, 11.7 g
() IR : A% ) — )L« T R AR DMSOIZ A
[0053] 8. SF2876HE DOPEE b2k
(1) 8 K OV ey R
(2)537A:C H N OS
(3) v AA~Z L (HR-FAB-MS): I 1170.2137 (M + H)'| F5E 1170.2124
(4) RS L] * =+116.5°  (c = 0.381, MeOH)
(5) AP A~Z PV A
[MeOH]: 207 (380), 220 (380), 250/s (180), 308

nm (B )
(150), 346/s (50)

[0.1N

HCI-MeOH]: 208 (296), 212

(340), 250/s (180), 308 (150), 346/s (50)
[0.1N

NaOH-MeOH]J: 214 (980), 246/s

(256), 305 (156), 346/s (50)

(6) FRARBILAZ L v em” (KBr)

ax

13389, 2983, 2963, 2924, 1661, 1538, 1516, 1497, 1420, 1362, 1311,
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1235, 1173, 1075, 1024

(7) 'H-NMRAZ~Z RV (400MHz,

DMSO=d) 6 (ppm):0.88(d, 3H), 0.93 (¢, 3H), 1.33 (m, 1H), 1.64 (m, 1H), 1.99 (m,
1H), 2.05

(dd, 1H), 2.64 (s, 3H), 2.75~2.81 (m, 2H), 3.2 (m, 1H),

3.35~3.40 (m, 2H), 4.89~4.98

(m, 2H), 5.29 (m, 1H), 5.53 (dd, 1H), 6.67 (d, 2H), 7.04~7.10 (m, 4H), 7.16~7.25
(m, 3H), 7.49 (s,

1H), 7.80 (d, NH), 8.08 (s, 1H), 8.15 (s, 1H), 8.43~8.44

(m, 3H), 8.49 (s, 1H), 8.74~8.80 (m, NH x 3)

(8)"C-NMRA~Z L (100MHz,

DMSO—d6) 6 (ppm):

173.6 s, 171.3 s, 171.2 s, 169.3 s, 167.7 s, 166.7 s, 164.2 s, 161.9 s, 161.0

s, 160.4 s, 159.9 s, 159.1 s, 155.7 s, 153.2 s, 151.7 s, 150.3 s, 150.2 s,

149.3 s, 147.7 s, 147.0 s, 141.6 s, 140.3 d, 139.6 s, 135.2's, 129.7 d, 129.7

d, 129.1 d, 129.1 d, 128.0 d, 128.0 d, 127.9 s, 126.8 s, 126.7 d, 126.4 d,

126.2 d, 124.3 d, 122.3 d, 118.5d, 115.6 d, 114.9 d, 114.9 d, 56.9 d, 52.7 d,
52.2.d, 48.6 d, 41.2 t, 38.2't, 37.9 d, 37.5 t, 25.0 t, 15.2 q, 11.6 q, 10.6 g

() IR : A% ) — )L« T R AR DMSOIZ A

9. SF287614E DB L 2 E IR

(1) . L ORI - Mt oK

(2) 53 C HN O S

(3) v AA~Z L (HR-FAB-MS): &I 1309.2386 (M + H)', HHE  1309.2393
(4)tbij’@%f§“:[a];ﬁ =+103.3° (¢ =0.549, MeOH)

(5) BRI AT v A
[MeOH]: 207 (480), 220 (470), 250/s (280), 305

nm (E* )

X

(190), 350/s (60)
[0.1N
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HCI-MeOH]: 209 (400), 222
(436), 250/s (280), 305 (190), 350/s (60)
[0.1N
NaOH-MeOH]:214 (1040), 244/s
(356), 303 (200), 345/s (80)
(6) IRIMERIN UL AT Ly - cm - (KBr)

13389, 2965, 2932, 1665, 1534, 1516, 1496, 1422, 1379, 1314, 1231,
1173, 1076, 1024
(7) 'H-NMRA~Z L (400MHz,
DMSO=d ) 6 (ppm):0.88(d, 3H), 0.93 (¢, 3H), 1.33 (m, 1H), 1.64 (m, 1H), 1.95 (m,
1H), 2.05 (m,
1H), 2.64 (s, 3H), 2.75 (m, 1H), 2.79(m, 1H), 3.18~3.26
(m, 2H), 3.37 (dd, 1H), 4.91 (dd, 1H), 4.97(m, 1H), 5.29 (m, 1H), 5.53 (dd,
1H), 5.84(s, 1H), 5.88(s, 1H), 6.10(s, 1H), 6.44(s, 1H), 6.67 (d, 2H), 7.07~7.09 (m
, 4H), 7.16~7.25 (m, 3H), 7.49 (s,
1H), 7.80 (d, NH), 8.08 (s, 1H), 8.17 (s, 1H), 8.36 (d, 1H), 8.48 (d, 1H),
8.50(s, 1H), 8.63(s, 1H), 8.75 (d, NH), 8.77(d, NH), 8.79(d, NH), 9.38(s, NH),
10.02(s, NH)
(8) "C-NMRA~Z L (100MHz,
DMSO—d6) 6 (ppm):
173.8 s, 171.5s, 171.4 s, 169.5 s, 167.9 s, 167.6 s, 164.7 s, 164.4 s, 162.4
s, 161.2 s, 160.6 s, 160.1 s, 159.3 s, 158.9 s, 156.0 s, 153.3 s, 150.6 s,
150.4 s, 150.0 s, 149.6 s, 147.9 s, 147.2 s, 141.8 s, 140.8 d, 139.8 s, 136.4
s, 134.6's, 133.5 s, 129.9 d, 129.9 d, 129.3 d, 129.3 d, 128.5 d, 128.3 s,
128.2 d, 128.2 d, 127.0 s, 126.6 d, 126.5 d, 124.5 d, 122.7 d, 118.6 d, 115.9
d, 115.2.d, 115.2 d, 111.6 t, 105.6 t, 57.2 d, 52.9 d, 52.4 d, 48.8 d, 41.4 t,
38.4t,38.1d,37.7t,25.2t, 15.4 q, 11.8 q, 10.8 g

() VRFRME : A% ) — )L« 7B ARHE . DMSOIZ A%
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[0055] 10. SF2876J4'E DOWyEEAL ek
(1) €0} ORS00y ok
(2)431X:C HN O S
59 50 14 10 6
(3) v AA~Z L (HR-FAB-MS) : S2Ifl 1339.2118 (M + H)', H5iMl 1339.2135
(4)tbﬁﬁﬁ%r§“:[a];‘°’ =+45.1° (¢ =0.101, MeOH)
(5) EEAMRN LA L A

[MeOH]: 206 (380), 221 (360), 252/s (220), 306

nm (E* )

(140), 354/s (36)
[0.1N
HCI-MeOH]: 210 (310), 222
(340), 252/s (220), 306 (140), 354/s (36)
[0.1N
NaOH-MeOH]:214 (990), 245/s
(380), 302 (160), 345/s (60)
(6) IRIMERIN UL AT Ly . cm ' (KBr)
13482, 1719, 1655, 1534, 1516, 1500, 1418, 1367, 1312, 1233, 1026
(7) 'H-NMRA~Z L (400MHz,
DMSO—d6) 6 (ppm):0.68
(d, 3H), 1.29 (m, 1H), 2.34 (m, 1H), 2.60 (m, 1H), 2.76
(m, 1H), 2.76 (s, 3H), 3.26 (m, 1H), 3.91 (dd, 1H), 4.30 (m, 1H), 4.87 (dd,
1H), 5.00 (m, 1H), 5.08(m, 1H), 5.31~5.34 (m, 2H), 5.54
(dd, 1H), 5.93 (s, 1H), 6.08 (s, 1H), 6.15 (s, 1H), 6.62 (d, 2H), 6.80 (s, 1H),
6.94 (d, 4H), 7.13~7.24 (m, 4H), 7.46 (d, NH), 7.89 (s,
1H), 8.16 (s, 1H), 8.24 (s, 1H), 8.29 (s, 1H), 8.60 (s, 1H), 8.65 (d, NH),
9.06(d, NH), 9.36 (d, NH), 9.78(d, NH), 10.10(s, NH)
(8) "C-NMRA~LZ L (100MHz,
DMSO—d6) 6 (ppm):
172.8 s, 171.7 s, 171.5 s, 168.6 s, 168.3 s, 164.7 s, 163.9 s, 162.6 s, 162.0
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[0056]

[0057]

s, 160.9 s, 159.9's, 159.8 5, 1568.9 s, 158.6 s, 155.7 s, 153.5 5, 149.9 s,
148.6 s, 148.5 s, 148.4 5, 147.1 s, 146.9 5, 142.3 d, 141.7 s, 139.7 s, 139.4
s, 133.5's, 131.9's, 129.7 d, 129.7 d, 128.3 d, 127.9 d, 127.1 d, 127.1 s,
126.6 s, 126.2 s, 126.2 d, 126.2 d, 125.0 d, 124.9 d, 123.5 d, 118.7 d, 117.8
t, 115.0d, 115.0 d, 114.0 d, 103.6 t, 71.4 d, 67.5 d, 65.0 t, 57.1 d, 54.8 d,
52.2.d, 48.4 d, 41.7 d, 38.9t, 37.7t, 11.8 g, 9.7 g
(IR : A% ) — )L« T R AR IR, DMSOIZ AR,
Nl

SE28T6MH DU TE % | FE R RATIRIE IS L D e/ N6 B PR FEMIC)E LT
W L7z, BaGE I H©— 538 L7 BRI 45 x 10" CFU/welllZ72% 19 SF2876
WEE G T A —T VAT VR
2T — =k T AT 7t TP CAMHBE RS LIE2.5%Y < I
MR 27— — b b7 H — R HER PHLHBE R ICHFEL | 37°CT18~20
PRS2 L7z, AR Z R LITRT,
[#1]



PCT/JP2009/056055

28

WO 2009/119710

ETARY 821« g21< N ¢ < g 51 # aH1+ (dSHdy sewownzud g
ETARS TR g21< % 4 C al Ze 8 aH1+ sEUoWNsd g
TS 800 2o 8100 5100 8100 e00 e0o G100 8lLO0D AHA D (3dh wniosey 4
5214 Bo0 820 100 3000 8100 E00 Bo0 CLO= 8100 HNE D Wniosey 4
8al< AL 50 80010 80010 8000 8100 E00 CL0= BLO0 HHAY D Sljem=er o
AR g0 820 800 800 5O Zlo A 500 800 AHAY D tFSIAY sn=dne g
TR 50 ¥ 200 800 Bomn 2o Al 800 800 JHNY D (FSHMD sn=dne g
8Cl< < g CeD 520 5210 STl 50 800 <l HY D Sn=dne g
MBfBeds 1948245 HBI8ddS DRSS 4Bi8745 dBIEC4S  AD/824S OB/8I4S g8i8ddS WDIBS Wi s

(/2 O

HIADETEL BRI

-
—

AL 7228, Y2

o> TCh

K

by
Re

éim5o

LLE | AR ERED
ARFE IR D PH

-
—



WO 2009/119710 29 PCT/JP2009/056055

i RO FIPH
(1] FRA () TRSNHT AT T M AW E L2 DB PR SUHH,
k1]

S
&
S |\ ;>\ITR5
“*”h’j(“njhf T

(O] 0] -

\‘N Ns,S
R4
o pe

-~
Rs NH S-S R
N O
r H N RZ
¥/ N
3—7\ﬂ' H
0

OH

(1)

(A R 1E-0OH, -H, =0%,
R (3-Cl, ~OH, ~H, R & #2722 T-O-Z K,
R [3-OHE7E-Hz
R 3-CH /zid-Tz,
RJi“/“?EF‘m??;‘/\ ~NH | ifdiRZk%%c:focofV%me??:—‘/ix%/v%
& (-NH-C(=CH )CO-NHC(=CH )CO-0-) &I T 5 21T, )

[2] le;sotzﬁRzﬁﬁﬂ%%c:f;of—o—%\ R 73-OH, R #3-CH | HOR575§V?EF‘E7?;‘/
THDHERE LA S E T Z ORI AN TR SO,

[3] R 23-OH, R 73-CI, R 2%-OH, R 23-CH | H-OR 3T ERRT 7= ThHRIH
1REH D AW FT2 132 DR PR TP RSO,

[4] R 23-OH, R 73-OH, R 23-OH, R 2*-CH , B.-OR 23T ERRT 7= Th DR
W1 RCd DA S ET132 DR PR A SO,

[5] R 23-OH R 73-H, R 23-OH, R 23-H, H2R 23V FERRT 7= Th DRI 1
L DB W FII T DREK RN TR SN DI

(6] R 23-H, R 23-OH, R 73-OH, R #-CH , HOR BT ERRT 7= ThoinRIR
1REH D AW FT2 132 DR PR TP RSO,

[7] R 73-OH, R 23-H, R 73-OH, R #-CH , HOR BT ERRT 7= ThoHinRIH
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(8]

[9]

[10]

[11]

[12]

[13]

[14]

[15]

[16]

[17]

1REHROAE AW ETITE DR AR SN D,
R 7320, R #3-H, R #3-OH, R 73-CH | HOR 3T ERRT 7= Th o R
LR O LS FI21 2 OREE PR TR SO
R 23-H, R 23-H, R 73-H, R 25-CH \ H-2R 25-NH THoiiRE 1RO &M E
72T DR ERN RSN DI,
R 23-H, R 23-H R 25-H R 23-CH | BOR 3 FERRT T=0 Thoi R 1R
B EW EIITE DR TIFR SN OHL,
TRL(2) THLOINDLEW FIITE ORI ANTTFRSNDHL
[fk2]
S
HaN N“/E: l '\N ;3:::’0
E% 0 NS °=Z=
X 5

NH
N\
HOo_ NH o S OH S
Mo H iy 0”0
517\5" H

OH

(2)
JARE ) 57 TR L., G RE L RRE O G E EPE T DRENE AT EYD
ZREFR L, T ORI LFSRE O G E HEET D2 L2 R e 95, 55k
WL Db G o ik,
AR DA W E 1 TF ORI BRSNS | A ELTER
THZEERHEE T DI FAAD,
RUIRSE FFPR LD DAL EHITHE AT 555 KA 1 35EHk o0 = HAH .,
PUEAICHDRERIALSE I 1470800 = 340 %),
TR /) 2T @89 DA ) Nonomuraea sp. SF2876#% (FERM BP-11094
) U DI RBR T D K 1 250k 0 BiE ik,
AR LGOI G W% A pET DR 124 T 52L& RE# 9 D Nonomuraea sp.
SF28764% (FERM BP-11094) SUIE% 28 BLAK,
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