
WO 2016/027755 1 PCT/JP2015/072993 

m m m 
: C — 4" 

[0001] £ 
y *mm. <p=pVj-7,(0Ar" mzmmm*z%tzw.&& 

titc^^0 ^ KMbt bx^t 
& j&ife^a) ̂  &3Rxf/x.iz%m<Dtc tbizm^zmWzMTzbfD-zhZo 
flM 

[0002] x'J7P7'fi'>Att^7AlHIE T-Y =1 

LTJA < &*/[:£tiltT"£>£0 UfrU i'JXP7 

-f L&INtIN9K&tffoo/c 

P7^y>, 7^7.Px^>> OftfF&SK 1 2 ) , P^>7.PT-f^> 

&£'©{*ft«]f§©££L/cT7P^K K^OM^^tlT^/co 

JSIU^sMtHC-f >7;Ux>HfH(C^ L3ilNtailiS,t££^t"£ifr 

rfctwifcib^v^p^-r 
SIS tlT IN £ £ £ AN IC^&j-Cfc £ £ £ fc M (hft^tlN'So 

[0003] Sfi^ j£IBfcffl2E0i^, X'JXPT-T vVlttWi^iMs l'JXP7^ 

Kih Ut A g o u r 

i dasf)(i1 9 9 5$CHMR3 64 7 (f'J^P7^i/y, 

£, 0 r 1 9 9 8^(CA B T- 7 7 3 (t7P7^i/>, ) £ 

ffi^lN-e^ai L/Co £ b^zM^]i^tfmbtltc2 -yjUtn'r 

-f K(^fFjtS^5)3b^fe^nTlNi,o 

[0004] -?5s 0^:JJ~7.04" 

p^-r KMb^rtHcM LT&s ^ h 

r>tIN9tz'&ffliK^-r7°©ib^tis«hA,^T? 



WO 2016/027755 2 PCT/JP2015/072993 

£>£0l$fF:fcitK6)o 

[0005] x IJ x >J X • vT *> 

K<h LTs ^^yV-7>©4" 

KMb^Hco 

!±!gIA£>t^LT^£ OftfFiitK 7, 8 BtZf 9) 0 

t^£S£7, 8(C|ES^tl/c^Wy 1 5tfULWb^iTS>§0 

ftfFAitt 
[0006] : Kmnmmwm* 4 74 7 6 8§ 

5 1 7 3 5 9§ 

6 80 9 6 7§ 

: I^HWO 9 8/0 9 9 7 8§ 

: im3lW0 0 2/3 2 919§ 

ftsftXm •• IMWO 9 8/5 6 8 0 1 § 

^£S£7 : I^HWO 2 0 12/1 15 2 5 6^ 

n&xm •• o 14-505723^ 
: B^m^mm^nm2 0 14-0 5 85 0 9§ 

mmmM 
wnhmyk\.&ottz>mm 

[0007] tt©i 'J X'JXP 

"7-f x>yIttta ($1A.tfltttSSlU^Ss Tktf~*-4 P ̂ 7X7 

[0008] fi!T\ p^'f /cip^: 

L/co 

[0009] ^fg^Ccfcy, 

(1 ) 5S [1 ] : 



WO 2016/027755 3 PCT/JP2015/072993 

[<bi] 

0^KH3CT F^O^CH \.>0 ° 3 

X H3cO| iVc"3 PCH3 H3C CH3 
I o, i YY^CHI I 

"3° FcH36j^N--NYCH3 

^bn6H3 CH3 [X] 

[0010] t/c. 

[0011] *fgB£(ZMbi^t)SL< 

£?£ L < & APlttaXti A Pitts & M »EttXMtitt 

Ifflall, vr =i 7°?X^>P<7? $ LTfliJA^/CsStt^ LT 

^ y s ^ -r bft&fr 

Ittta ($1A.tfltttSftiki^Ss lU^Ss 

-f =1 7°7X1V) ft ft L T t ft ft fc J/C S Stt £ ̂  1~ <h ^ 9 M ̂ & £ 0 

mmvmmtemm 
[0012] [H|1]!!Si&$!]3 ©Ip^^^flHo 

[m2]t&i£$!]4 ©ip^^^fnio 

[|§|3]iSit0!J 5 ©Ip^^^flHo 

mmZ^MTZtcdbomSk<DBM 
[0013] &&BBlz&l*Zs ^(DM^ftlZ^n^tl&ik] tit, 

{\tJp±^©^Tti"eti; <s It{\tJpi^<h LTtis $y;U£M£s 7°Pt°^>Its 

mks ^rlts hU7,IU^PM£s -vls-ryMs ;I5Its ^l>®, XT7'J 

>Ms =l/\^It, x^v/UP/x^Its y;UP>Its 

7° h >It, * $ >X)lsfc>It, x$ > 7JU* >It, 2 - t K • dr 



WO 2016/027755 4 PCT/JP2015/072993 

VMM it U>P*it */7>T 
-fx Nx JMbTKHit u>it fiitit a^b 
TK^SL -zi^vits i/z-VISks t°^u>lts ^>^^>11 

, TO U U U ^-&<>:(Z)It<h(Z)j^£#Hf £ 

Z.tifX^, ±^S{\tJP±^<h LTtis h U 0 AilL ^U'i'AilL 

s 7$ Jl&t(D^%:^liZ>Z.tt>iXrSZ>1$, £ <h&&lN 

o 

[00M] ^mmz&^Ts rtrcMSu 
=l ^7X7 <h IN fciffllC^I LTf©4t^®lifIT5lMio 
tUtfeERfc-f £<, -^(Dm^LX'tCD^m^^^ 
tc['JT&£^tZ:b(DX:b£^o 9=7 APfttlffla-h LXl&s 0U3.1& 

al (Hfe7° ili£ 7° K ^ a & £f) % jSiii>RaS ('fbMjSIMJ^a 
s S$i&i$li;&£:) % Hi>RaS (x>-^pp ytix • 7ii-

>J Xs XVTPP'^7 • 7i<>^A^^) 1f^ihnz>* <?z> A&feMt 

LTtis #y*.l& i/iL— Kft^I (ill^^f) s AliaS (Alfaft^: 

) , ^7l/7%>i7l (Sfiik^Ss ^U^>i7 • \-titet) s ^^7 

<;u7>s (J yyjUJiy+fms /<?-( yyjUJiy+fmtet') s TKJUT^^IS 

(SSP^E SlW^I£itea&£:) s (iz^^T7 • ~?)\/izvhy 
xtet) , 7°P7~-Oxm (y°n^ox- IVTPA^-
S (IVTPA'^-' ^P7ii^^) s ^>t°p/<^^—S (^>t°p/< 
0$- • VjLVzL-t&t) % ^KP/^^-IS Gmfctrx'j* 
. Pb7i^a . • "EJljj-tet) , y-Jl^:* 

(f7m /^f77i^a , 
— S (T^^- • y<0 "7 ——s 7*>% bs<2$— • JJJI/37 

h^tlXtit) s (bs»?^7 • -2-f7'f7^^) s J<$ 

'rU^'rXM P -f "TX • 7 ̂ ^ U Tv^^f) s ^-'fizUZS Ottilu 



WO 2016/027755 5 PCT/JP2015/072993 

s • jo $'J Xtet) s < 

Ny7l (^7$ v7 • h7^7T^ 7S ^7N/'7 • RZf 

=!;<$$—m (^'JP/<$$—• "7^P7° 

"7 X <h L T (is M. ga LL i sept i cum% M. genitaUum% M. hominis% M. hyopn 

eumoniae% M. laboratorium% M. mycoides% M. ovipneumoniae% M. pneumoni 

[0015] 

14 ?# b titz fr O tcx U X • V -f *> >Ittta ($JA. M&B 

^7^3^7X7) 

[0016] ±=E^ [1 ] ztfs ^ [1 ] 

-em-ztizik-smzte. jkxf^m^wow^w^z. 
ti5o t/c, 5fc [1] SL< 

ik. SL< 

o 

[0017] © r^j 

($yx.&\ Jk x^y-jk 1-7°pAy-Jk 2-y°u/< 

y-JW 7$ J -)im(D7JV^-Jv%k(Dm%, Mlx^jufO % 

<7 • • L < 51 U v#0/\py Wbj^fbTkffi^ 

^x^JUx —^Jk 71 t: KP77>£L < T 

^7fWA7$ K, iy^^JVTiz K7$ K^©7$ 

, K\ h-h UJU^©#7°P hJUxv 

. mtc2-

7TJ9Jy, ^*y-y, -f V7°P fJUx-^Jk Z-trhX ^^PP^Vf 

[0018] ±=E^ [1] z^nz>*wm\tXtt^CDTkffitl 



WO 2016/027755 6 PCT/JP2015/072993 

o T wim £ ti & tctx. HERG IS gt *> K <P • A P 

450 (c Y p) stePMiSHfc z-ewmt zzt tfx $ &o 

[0019] ±=E5$ [1] T^£ft£*fgB£©-fb£-tl£U< tt'ZCDik. Xtt^CDTkffitl 

gu<mm 
§SSI(C <£ -o tl%> t^s tctpiii^s tlSST^^PV— A^IIlS^tifclSSI 

& txmmt zzt tfx* $• & o 
[0020] ~-D^-'D\>x^(Dm.mmzi^^u^mt, mm 

±IES^ mm 
JkXfiftffiffltLTs TKS ?UIS T^7hP-7, 7JU^ h~7, ^JUP-7 

, *>aiL VJUkTS—Jk "^V-h-Jk U x^1 U P —Jk 7°P tf 

uvyjp-Jk ^yy°y, #A, -tf^x k 

^A, 'J Vg&jJUS/^A* 7K:>Py7\ -feJUP—7* ^^JU-feJUP—7.^ t: 

KP^>7°P tfJU-feJUP—7* kT^JUtfP U KX ZJU^rJUA^ t KP 

dr^X/VJU^-k 7^7 'J yM-?9Z*>0 A, 7^7U>It 

s $ "J 7^>@ts ^'J -fe "J X P>)4s ^ U -7'}4s As)4^©^fi)4^ 

t/c, ±§E©II{*. Eff^yx(i^M(c^(cj^i;T-jis(c^ 

is^y. DiJg&k pHiis^y, 

. tffl©£^J&fl&lc<fcc>T$£&k %%L t> -fizJ^L HJft&k Ms %Ms 

?L&k ifcs&k )±M%L 
xm§kTzzttfx%z0 

[0021] f&AB%lZttLX 1 LT 1 ~ 1 0 0 0 0 

mg£, ^L<(i5~1 OOOmg^l 0 1 0Xtt&[IHC#ttT#M£IIIX 

&m• x&^-tz z. t tfRiffix$>&o tftz%m<»m^ 
WMs t/c, * 

& z. ttRiffix&Zo 

mmm 
[0022] IMmi 



WO 2016/027755 7 PCT/JP2015/072993 

[0023] &-F©##0!k liJ^TCD51S«S-el^ L/c0 

NMR^^hJkBil?ttJNM-ECA6 00 (6 00MHz)% 

l^ttJ NM-EC A 5 0 0 (5 0 OMH z) 

MST,^^ hJU : LCMS-2 0 1 0 E V m i c romas 

s£t Platform LC 

£l"F©##0!k 

hJU (LCMS) 

:Agi lent 2900&<£'0i:Agi lent 6150 

^^AiWaters Acquity CSH C18, 1. 7 yu, m, 0 

2 . 1 x 5 0 m m 

mt : Ajft ; 0. 1 °/o^It#^7j<. Bjft ; 0. 1 K— h U JU 

(£# 1 ) 

^7^XVh:0^(Al/Bi=80/2 0), 1. 2-1. 4#(A& 

/B& = 1 /99) 

3&5£:0. 8mL/^\ *f|±l;£ : U V, ELSD 

(^#2) 

^r>'iv K : 0# (A>ft/B>ft=9 5/5) , 1. 2 0#(A&/B& = 

5 0/5 0), 1. OmL/i 1. 3 8# (A&/B&= 3/9 7) 

3&5£:0. 8mL/$h : UV% ELSD 

JXyitte : E S I 

ESI :XU^hP7 7°U— 

MS : 77^^ hJU 

C D C I 3 : M<7 • P^JUA 

N M R : 
s : h 



WO 2016/027755 8 PCT/JP2015/072993 

b r s : 7°P— V K > 9 U V h) 

d : h 

m : "7>/U5170U V h 

t : h 'J 7° U V h 

q : V h 

[0024] ##0iJ1 N, N-yy V ^-N-^ f >-1,2-^7 $ >©M 

<7>dp-AA> 

[<b2] 

[0025] S^mol/L^JUZ^V^^y-JU^ISSmUC^Ts 

K^It^24.0g©p<^y-JU72mL}^£;igTU ^(CT20 

ftmmw Lfc0 uxmtcW/t£<p • • AU ?K 
&~F2 mol/L 7j<I^b^-h U r>A7K;^)S;&JPA./co • P*,IUA(CT2 

IHttdiU ^Jl^;lET)jilsL/cm(c, %bUtcW/t^T< J *> U ti<fJL> 

h^77 -f — (^^V-y:? • P*,IUA = 5 : \ -frb0 • P^JUA 

®^HCT*iMU H§E<b^tl19.4g£?#fco 

MS(ESI) m/z= 159 [M+H]+ 

1H-NMR (400 MHz, CDC L3) 8 (ppm) : 0.99 (d, J=1.71 Hz, 6 H) 1.00 (d, J= 

1.71 Hz, 6 H) 2.43 (s, 3 H) 2.54 -2.57 (m, 4 H) 2.96 -3.03 (m, 2 H) 

[0026] ##0U2 2-7$ y-N-x^JUZ-tr 

<Xdp-AB> 

[<b3] 

CI 
CH3 CH3 HCI CH3 

O O (X° A X H 



WO 2016/027755 9 PCT/JP2015/072993 

[0027] (1 ) 

>7K;§5Sl08mL^JPA.% ^TI-x^JU-S- (3-*/*? JUT 

$ J 7°P kMU) < KJ^il^249g£iPXtcik, ^SlCTl&l&iS# L 

fco ^PP^UAtCTttlf! L/c0 

TmWbtcmz, t#£>ftfc^;l£Mx^U400mUcKU ^*y-y2Wml 

£}JP*.i£#U £i;/cW£3IXL:P$ Kl*150g£t#/co 

[0028] <Xdp-AC> 

[0029] (2) ±§E©##0U2- (1) (CTt#^tl/c7$ K{*150g©p< $ 7-JU630mL 

10% A^t7Aj^||15g£Jppu 7J<milHET. ^ICT6B^J£#U 

fc0 L/ctis Us H§Efcl^tl64.4g£?#fco 

MS(ESI) m/z= 103 [M+H]+ 

1H-NMR (400 MHz, CDCL3) 8 (ppm) : 1.17 (t, J=7.2 Hz, 3 H) 1.38 (brs, 2 

H) 3.29 - 3.37 (m, 4 H) 7.20 (brs, 1 H) 

[0030] ##00 3 ss [2] 

^ [2] : 

[fc5] 

Ut4] 

o 

[2] 

[0031] <7>^-AD> 



WO 2016/027755 10 PCT/JP2015/072993 

[<b6] 

CH?H£in N<CH3)2 VM3| HQ f 
CVSP Yi H3CT l^CHa 1 I 

HO„,> <^0^0"^CH3 

n CH3 0CH3 

Yr'CHs 
CH3O. OH 

H,C 0 CH3 OCH3 
TT'"CH3 

J CH3Ovj>(. 
CHi CH-i 

[0032] (1) U^Q7f ^>>200g^7"tz K>1.5LIC}^?U 3STKM£30. 3mL£ 

iTLT, ^ sS /-
^./jm L/c0 J5M&£;$J±>Ms ^xnbUtcW/k^ 

I^V>. 7YM.\ti~ K ]J ^t£fflfiW7K£JP 

X.TpH=9(CliSL/c0 ^rtH 

fo&Ltc&s mi±Tm^LZTiz^J^2Q2g^mrc0 

MS(ESI) m/z= 790.6 [M+H]+ 

[0033] <7^-AE> 

[<b7] 

H3C^O 
CH3I N(CH3)2 

H,C »n -•» pCH3 0Y^f"CH3 
& CH3°YJ>0H 

CH3 

HJC\XO 
CH,9H3i N<CH3»2 

n CH3 oCHs °Y^f"CH, 
i &H30YJ>OH 

CH3 

[0034] (2) ±§30###1)3- (1) ?i§t>tlfc77iz3L)U$202g&<? nuftJUA1.8 

LlZ^MLs ^ >21 QmL^iQ A. fcm^U h U *7^V77.4g©^ • P* 

;UA0.8L)§)S^40^^^^T^TU/co L/cti. 30#^ 

jf#L/c0 J5J»(Ct°U^>158mL£JP7lT\ fc&T. K U >57. 9g© 

^PP^I/AM^ITUT, ^lCT15£f^ig#bfc0 



WO 2016/027755 11 PCT/JP2015/072993 

£ JP*T£ • • *JUAlCTdi u ̂ ^iJi%<?**>0 

A-c&jt LT)ti® Lfco Lxmbt^ 
dpHt>©1 :im£)%M%1]\}7LXmWLs M^dr+f>£JP;i^^CT«*|# 
L/co £L/c®{*£}jIIXL. Mtx^;U^^drHt>©1:2;Fb^)^-e^)f L/C 

^ETlfc&LT*-#*- M*220g£f#/co 

MS(ESI) m/z= 816.5 [M+H]+ 

[0035] <Xdp-AF> 

[fc8] 

[0036] (3) N-^PP=l/\^iH $ K99.7g^^PP/1xjUA1L(C)^?L. -25°C(C)£ 

iPL/co < K210mL(Z)^ P P*JUA0. 21)^^20^^ 

AHniTLT, 15£f^J£#Lfcm, ±IS (2) Ste 

©^PPMA 1 L)^£30^pPW}T;f§TLT. 15£f^i£#Lfco J5J&&IC 

h U >136mL©^ P P*JUA0. 21}^^JPX.T, 30£f^l£# Lfc0 

J5(CtSfflmW?J<£JPA.TtT?Ls 9 P PtfUU-MCTL/c0 

^$IJi £ 9* *> 0 A j£ L T }Jli® L /eft, £ ;lE)lls L T 

?# £> ft fcggjS (C Mtx <h ^ dp V > (D1: £jp it ̂  iZ X 

#L/C0 £L/c®<*£}jiixL. mm^jut^^vy(Di:2m^mtX)mL 
X9 h>l*109g£t#/co ;!)<&£ ;$J±>lif5 LTt# b ft/c^;l£r> U £ <fJl«t) =? 

A^P7 h^77<- (Mtx5l>'U:^drHt>=1 :1/)v^7"tr h>:^dpHt>: h 

= 10:10:0.2)(CTffML/cm, ±§E<h ̂ HO^^CTi^b 

LT^ SVte59.5g£?#fc0 



WO 2016/027755 12 PCT/JP2015/072993 

MS(ESI) m/z= 814.5 [M+H]+ 

[0037] <Xdp-AG> 

[fc9] 

H3C^O 
CH3T N(CH3)2 

H3C^0 
CH3T N(CH3)2 

[0038] (4) h 'J -OAB-Sy K210g K«h 

"f- h7t KP7 ̂  > CD5:1;fb-n)^££l. 2UC}§$? Ls 70%7K^'fb^" h U ^ A32. 6 

g£'>m-f-^PPlT. ^lCT1.50#^J£#Lfco ±IB (3) •??#£> 

tl/c^r h>{*155g©^ h^t; KP7^>0.8L)§)S;&)^TLT, ^SICT30# 

mmWLtco LS 

L/Co 7,KJi£Mlx^KCTtt!±!L. 

£H^7j<T?2fc& L fco tc^BM £^7X^-7 V* is 0 Aj£ L T)Jli® 

L/co LTX7t\dp'V'f^146g^:t#/co 

MS(ESI) m/z= 784.5 [M+H]+ 

1H-NMR (600 MHz, CDC L3) 8 (ppm) : 0.90 (t, J=7.57 Hz, 3 H) 0.97 (d, J= 

7.34 Hz, 3 H) 1.04 (d, J=6.88 Hz, 3 H) 1.07 (s, 3 H) 1.14 (d, J=6.88 

Hz, 3 H) 1.18 (d, J=5.96 Hz, 3 H) 1.21 - 1.36 (m, 7 H) 1.42 (s, 3 H) 

1.47 - 1.55 (m, 1 H) 1.67 - 1.73 (m, 1 H) 1.83 - 1.98 (m, 5 H) 2.02 ( 

d, J=1.83 Hz, 6 H) 2.18 - 2.29 (m, 1 H) 2.25 (s, 6 H) 2.58 - 2.69 (m, 

1 H) 2.63 (d, J=4.13 Hz, 1 H) 2.80 - 2.89 (m, 1 H) 2.94 (d, J=4.13 H 

z, 1 H) 3.12 - 3.26 (m, 1 H) 3.17 (s, 3 H) 3.34 (s, 3 H) 3.43 - 3.51 

(m, 1 H) 3.66 (d, J=6.42 Hz, 1 H) 3.94 (brs, 1 H) 4.57 (d, J=7.34 Hz, 

1 H) 4.73 (dd, J=10.55, 7.34 Hz, 1 H) 4.80 (q, J=6.42 Hz, 1 H) 4.98 
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MS(ESI) m/z= 878.6 [M+H]+ 

1H-NMR (600 MHz, CDC L3) 8 (ppm) : 0.85 - 1.41 (m, 25 H) 1.64 - 1.78 (m 

, 3 H) 1.79 (s, 3 H) 1.90 (dd, J=14.67, 5.04 Hz, 4 H) 1.86 (s, 3 H) 2 

.04 (s, 3 H) 2.19-2.28 (m, 1 H) 2.25 (s, 6 H) 2.60 - 2.68 (m, 1 H) 

2.65 (d, J=4.13 Hz, 1 H) 2.86 - 2.97 (m, 1 H) 2.95 (d, J=4.13 Hz, 1 H 

) 3.15 (s, 3 H) 3.22 - 3.29 (m, 1 H) 3.35 (s, 3 H) 3.38 - 3.47 (m, 1 
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H) 3.66 (d, J=6.42 Hz, 1 H) 3.79 - 3.88 (m, 1 H) 4.56 (d, J=6.88 Hz, 

1 H) 4.72 (dd, J=10.32, 7.57 Hz, 1 H) 4.79 (q, J=6.27 Hz, 1 H) 5.01 -

5.09 (m, 1 H) 5.83 (dd, J=10.55, 2.75 Hz, 1 H) 6.66 (s, 1 H) 7.07 (s 

, 1 H) 7.34 - 7.38 (m, 1 H) 8.08 (s, 1 H) 
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J1 %<7* isOl*T?$£ j£ L T}Jli® L. L Tf# b titc 
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L>\ $ J —Jl/:28%T y — 77K=25:1 :0. 1 15:1 :0. 1) (CTffMLT^-
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o 

°^o 
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U N, N-^/if J1/-N' >-1, >195^ I^JPTLT 

, ^W^100°C(CT1B^if#L/co JSJfo&lCB^x^k 

ATK;^ £ JP A. TL fco ^$IJi £^ AT?$£ j£ LT)Jt 

®U h^77 

-f - (£ • P<Jv/UAfrP>£ • p^Jv/UA:* * y->'U:28%7>;E-77j<=12:1 :0. 

1) s #IXffl&Ji£P"7 hy^7<-(^PP^>'UA:p<^y->/U:28%7>;E-

77K=20:1:0. 1)(CTffML. ^ [3] T?^£ft£fc^62.7mg£?#fc0 

[0046] &fc\ ^ [3] ^£S£7, 8(Cfc?£ lAMb^t)<h 

LTIES^tl/c^Wy 1 5-efe^o 

[0047] ^«yi ^ [1 ] x^nzit-SMfDmit 

5fc [1 ] : 

[-fbi4] 

[0048] <*=£ —AK> 
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[-fbi 5] 

[0049] (1) [2] T?^£ft£fc^tl277g£;p-fe h-h IUU3 

15mUC^fl¥ U ##0U 2 4g£1, 8U [5 

,4,0]-7-t7>^-tr> 191mL£Jppu ^(CT1. 50#F^J£# L/c0 J5J&&IC7JC50 

0mL^JPx., ^l^U400mUCTttdi ^8Ji£8&fl]&i&7k"C2fc&, fife 
;lET)jilsb/co 300mL 

.h^dpHtV 300mL<fcy^rHU. *-/<*-Stt 83.5g£?#fc0 

T>1ML {¥*£11 200mL, 200mL)t" 

- M*34.4g£f#/c0 ^^(C}«^;lET)jilsL. 

P7h^77^- (^••/1xjUA:p<^y->/U:28%7>;E-77j<=99:1 :0. 1fr 

^85:15:1.5)-effML/cti(C, 100ml_<h^drHt> 100mL<fc y ̂  

HU *-/<*-M*16.3g£f#/c0 fulfil 7 ATl#^tl/c-^©7 7 

£*>a V£#M±"C\ 7$ 7 *> U P"7 h^77 -f -

JU : ^dpHt>=20 : 80 L/c^C, 20 

0mL,h^drHt> 200mLi;ymS0H0'r^o^-e^-/<P<- M*55. 3g£f#/c0 d 

Ste£^b1±T189.5g?#fco 

MS(ESI) m/z= 912.6 [M+H]+ 

1H-NMR (499 MHz, CDC L3) 5 (ppm) : 0.85 - 0.90 (m, 6 H) 0.95 (d, J=7.55 

Hz, 3 H) 0.99 - 1.29 (m, 19 H) 1.33 (s, 3 H) 1.44 (s, 3 H) 1.50-1. 

65 (m, 3 H) 1.68 -1.73 (m, 1 H) 1.84 - 2.00 (m, 3 H) 2.05 (s, 3 H) 2 

.21 (dd, J=14.75, 3.09 Hz, 1 H) 2.26 (s, 6 H) 2.53 - 2.60 (m, 1 H) 2. 

62 (d, J=4.12 Hz, 1 H) 2.63 - 2.70 (m, 1 H) 2.86 - 2.91 (m, 1 H) 2.93 
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(s, 3 H) 2.94 (d, J=4.12 Hz, 1 H) 3.06 (q, J=6.86 Hz, 1 H) 3.27 - 3. 

36 (m, 2 H) 3.34 (s, 3 H) 3.41 - 3.50 (m, 1 H) 3.68 (d, J=6.17 Hz, 1 

H) 3.73 (d, J=10.29 Hz, 1 H) 3.76 (s, 1 H) 4.20 (d, J=16.81 Hz, 1 H) 

4.49 (d, J=16.81 Hz, 1 H) 4.63 (d, J=7.55 Hz, 1 H) 4.68 - 4.77 (m, 2 

H) 5.04 (dd, J=4.63, 3.26 Hz, 1 H) 5.25 (dd, J=10.63, 2.40 Hz, 1 H) 6 

. 17 (t, J=5.66 Hz, 1 H) 

[0050] <7>dp-AL> 

[<b16] 

[0051] (2) ±§E©^«yi- (1) M*189g£p<^y-JU 

4i0muc^$u 

h^77<- : ^dpHt>=20 : 80 frb 100 

: 0)£<fctf*> 'J P"7 V9=y~? <— {0 P P fc)VA: ^ $ J — )V 

:28%7>^-77K=99:1 :0. 1 ̂ ^85:15:1.5)-e30ffML/co 

30^*1#u item 
blZ*/ U t\f )lt\=> P 

7h^77<- (<7 P P/lvJUA:* $ 7->/U:28%7>;E-77j<=99:1 :0. 1 AN^>8 

5:15:1.5) TltM U 20mL 50ml_i: y L 

. J]ft;pt^M*2.99g£?#fco 

MS(ESI) m/z= 870.6 [M+H]+ 

1H-NMR (499 MHz, CDCL3) 8 (ppm) : 0.88 (t, J=7.38 Hz, 3 H) 1.00-1.08 
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(m, 9 H) 1.09 - 1.27 (m, 1 H) 1.10 - 1.15 (m, 9 H) 1.18 (d, J=6.17 H 

z, 3 H) 1.24 (d, J=7.20 Hz, 3 H) 1.36 (s, 3 H) 1.43 (s, 3 H) 1.58 (dd 

d, J=14.24, 10.46, 7.20 Hz, 1 H) 1.62 -1.78 (m, 3 H) 1.88 (dd, J=14. 

92, 4.97 Hz, 1 H) 1.91 -2.00 (m, 2 H) 2.23 (dd, J=14.75, 2.74 Hz, 1 

H) 2.28 (s, 6 H) 2.42 - 2.50 (m, 1 H) 2.59 (dd, J=7.03, 4.29 Hz, 1 H) 

2.62 (d, J=4.12 Hz, 1 H) 2.89 - 2.96 (m, 1 H) 2.93 (d, J=4.12 Hz, 1 

H) 2.95 (s, 3 H) 3.08 (q, J=6.86 Hz, 1 H) 3.18 (dd, J=10.29, 7.20 Hz, 

1 H) 3.27 - 3.39 (m, 2 H) 3.32 (s, 3 H) 3.42 - 3.50 (m, 1 H) 3.71 (d 

, J=6.52 Hz, 1 H) 3.76 (d, J=9.95 Hz, 1 H) 3.77 (s, 1 H) 4.21 (d, J=1 

6.81 Hz, 1 H) 4.50 (d, J=10.63 Hz, 1 H) 4.52 (s, 1 H) 4.76 (q, J=6.52 

Hz, 1 H) 5.04 (dd, J=4.80, 2.74 Hz, 1 H) 5.21 (dd, J=10.63, 2.40 Hz, 

1 H) 6.25 (t, J=5.66 Hz, 1 H) 

[0052] <Xdp-AM> 

[fc17] 

[0053] (3) ±§E©mfe0U1 - (2) Tf#£>ftfcJ]tt7t^M*104g£i* J -)l 12 

0mUC^$U ##0J1 Tl#£>tl/clb^t)56.5g£jQ7U 20#m$tiS3& L/c0 

7K£JPPL^L/CO 

jtttdiu 7K-e&)#L/co 

;iET)jiisu/co 

> 600mL«fcy^rHU. ^ [1] T?^£ft£<b^41.4g£?#fco 

£$$J±~F*£ft§U 'J PV h^77 4 - (^PP 
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A : ^ 7->/U:28%7 > ̂ - 77K=99:1 :0. 1 ̂  ̂ 85:15:1. 5) "eftM L/eft (Clt 

Itx^U 100ml_<h 500mL<fcypi!|6||U [ 1 ] 

62.1g^t#/co £(D&. 9 (C LTt#btltcg, [1] ^ 

It"C103. 5g^rt#/c0 

MS(ESI) m/z= 1028.8 [M+H]+ 

1H-NMR (499 MHz, CDCL3) 5 (ppm) : 0.87 (t, J=7.20 Hz, 3 H) 1.00 (m, J= 

10.60, 6.50 Hz, 15 H) 1.06 -1.26 (m, 22 H) 1.38 (s, 3 H) 1.42 (s, 3 

H) 1.52 - 1.79 (m, 4 H) 1.84 - 2.07 (m, 5 H) 2.29 (s, 6 H) 2.35 (s, 3 

H) 2.39 - 2.55 (m, 5 H) 2.57 - 2.64 (m, 1 H) 2.83 (d, J=14.75 Hz, 1 

H) 2.89 (dd, J=9.26, 7.20 Hz, 1 H) 2.94 (s, 3 H) 2.95-3.03 (m, 2 H) 3 

.08 (q, J=7.09 Hz, 1 H) 3.17 (dd, J=10.12, 7.38 Hz, 1 H) 3.22 - 3.32 

(m, 1 H) 3.28 (s, 3 H) 3.34 - 3.48 (m, 3 H) 3.64 (d, J=7.55 Hz, 1 H) 

3.73 (d, J=9.61 Hz, 1 H) 3.78 (s, 1 H) 4.08 (q, J=6.40 Hz, 1 H) 4.21 

(d, J=17. 15 Hz, 1 H) 4.40 (d, J=7.20 Hz, 1 H) 4.57 (d, J=16.81 Hz, 1 

H) 4.95 (brs, 1 H) 4.99 (d, J=4.80 Hz, 1 H) 5.11 (dd, J=10.63, 2.06 H 

z, 1 H) 6.39 (t, J=5.66 Hz, 1 H) 

<fc y titca 

[0054] ummi -fvehnmrn 

(CLS i &) izmvcmfcistco ztc 
. ##0!|4©5S [3] L/c§iti$g 

1 (C^j\L/co A% BS CS DS ES FS QS H% \ S J% K$. 

# L ©gag^ic M-T^M i cm g/mi) 
2 L/co 

[0055] 
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[H1] 

litl^l# 
Haemophilus influenzae ATCC43095 A 
Haemophilus influenzae MSC17946 B 
Haemophilus influenzae MSC17960 C 
Streptococcus pneumoniae ATCC49 619 D 
Streptococcus pneumoniae MSC07465 E 
Streptococcus pneumoniae MSC08607 F 
Streptococcus pneumoniae ATCC700904 G 
Streptococcus pneumoniae MSC07365 H 
Streptococcus pyogenes ATCC12344 I 
Streptococcus pyogenes MSC07812 J 
Streptococcus pyogenes MSC07811 K 
Staphylococcus aureus ATCC29213 L 

[0056] [MZ\ 

KG® A B C D E F 
##$]4s5l;[3]C7Mt£tl 4 8 4 0.03 0.03 0.06 

4 8 4 0.06 0.03 0.06 

G H I J K L 
##!M4,5);[3]CEHb£!$l 0.12 4 0.06 0.25 4 0.5 
HMM-U5£[i]£Hb£^ 0.12 4 0.06 0.12 2 1 

[0057] mmnz 

•i yy)\zJiy+fm (Haemophilus influenzae) 39ffl§I©[§aJ*^iittt£:^KN 

3 L/co 

[0058] [^3] 

MIC50 MIG90 
##0|J4, S[3]0Mb-&!$I 4 8 
sjftfci'u smaMb-a-ti 4 8 

[0059] tti$$y3 -f y7)iJLy-Vm$%kW]^iz.&tfz>fem®]^UWi 

llgih LT, Haemophilus influenzae ATCC43095$fc (HK^#"^-A) 

fco =l u-K^^±fe"e 1 
<;uXx> IJ y=$-t y yj\— K-r >71 

-*>* a 1 L/c0 o tl^^E 7 < 
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t/c&7 -f JUXx> u h-f >7zL-^a >i£±fe 

-e^IKU gffls)S«hL/co v** (I CR1, m^s 4Mtt) 

0. 0 5 m L£E3IftSfflLT!§lfe£l±/co Sfflam&2. 25x1 O^CF 

U/^X£/c&9. 0 0 x1 0 5 C F \J/^^XZfo-itc0 frb 1 B 

1 02 Bm. 1 [ 1 ] -em-ZtlZlk&yn ( I 0 0^J;tf2 00m 

g/kg) (0. 1 m o I/L^ h tr* <fctfO . 5w 

/v%j^it7j<m^KuoJx&tefDmmmm zmn&s-istco mi3Bm<DB 
ASM (U¥6R ^i^ufc0 

[0060] ^ UC^lNT(Z)^(i^T(Z)ai'J-eS)^o : Steele 

£ *:p<0.05% **: p<0. 01 ^ISte^U 1 s [ 1 ] ©'fb'n^M I C{it(i 4 yu, g / 

m L% ##$!]4 % ^ [ 3 ] CD'fb'ntM I C{it(£4 yu, g /m L 

[0061] ^mcisiNT, U&M^tLTfDBteSM&lZ* (CFU/fffi 
) (Dnmnm. i ogttmtz) tLxmtzttt^o 
^&^¥(»ft£a$U£5. 8 8 ± 0 . 14 [log (CFU/flft)] 

Xfo-otco HMJI©^ [1] 1 00a<tt/200mg 

/k gflHa-moBftSMmZs 54±0. 49 [log (C F 

U/B) ] £<fctf2. 8 3 ± 0. 53 [log (CF U/B) ] T?£>y. & 

fa&^-hJzblxLT^StcM^L/co mmzs ##0!|4©5£ [3] 
£{b^t) ( 1 0 0^2 OOmg/kg) (0. Imol/L? 

<fc 0 . 5 w/ v %j^It7j<^^- K U ^ 

zmn&s-btco (c F u/B) 
km~F i ogttmtz) tLzmtztttzt, mmsBmmm^rn 
m&s 5. 6 7 ±0. 3 2 [log (CFU/B) ] Zfc-otc 

o ##0!J4 (DJ^ [ 3 ] tl'S'fb'nt 1 0 Ofecttf^ OOmg/kg^ 

^tl^tl4. 3 7 ± 0. 27 [log (CFU/flfi) 

] 2. 5 3 ± 0. 23 [log (CF U/B) ] T&y. 

•hiblxLT^E^M^L/co J^±<fcy, HMJI©^ [1] 



WO 2016/027755 22 PCT/JP2015/072993 

L/Co 

[0062] mmni I'JX (e rm (B) 

Wfa iz & 

[0063] llgih Lt, Streptococcus pneumoniae 1101 (EliJ^^iittt) ^rffltN/c 

o 0 v o I h>y KHZL-^T 

v h ̂ ttiglfelCgSflD U )iJt (0 D 6 0 0) tfm 0. 3 <h ft £ £ Zi%m L /c 

0 £ti£3 0 v o I %#iMbr>^i£n;i;fe!]Q h -> K t ZL—f y h^{*i£±fe"elt 

IKu mmfatbTc0 -?<yx (CBA/JNI, 5®t$) izmm 
0 . 0 5 m L LT^^1±/co 7 . 5 0 x 1 0 4 C F 

u1. 6 5 x 1 o5c F u/^^x-e^-^/co giSB^e> 1 a 

1 ®2ar^ mfetfyi 05fc [1 ] (30^1 OOmg 

/kg) (0. 1 mo l/L7^SWVii§)Sil5«tt;0. 5 w/ 

v%j^it7j<m^Kuzmnflts-istco mi3Bm(DB 
ASM (U¥5~6R ¥*^it±*I3M^) ItmZlZ^Ltco 

[0064] ^2(C^T0#t^&^T0®1'J--e£>£o : Steele 

M *:p<0. 05% **:p<0. 01 ^lil, j£ [1] I CfllttO. 2 5 

yu, g / m L% ##$!]4 % ^ [ 3 ] 04b "n^M I C40t(£ 0 . 1 2 yu, g / m L 

[0065] 8 3 ± 0. 08 [I og (CFU/flft) ] 

Zfo-otco 1 0^ [1] T?^£ft£4b^$l 3 0£<fctn OOmg/ 

k g$^ig¥0Sfift£sim. 14±0. 19 [I og (CFU 

/B) ] 2. 2 8 ± 0. 24 [log (CF U/flft) ] T&y. UW 

^^JzhlxLT^StCjl^L/co mWZ, ##0!|4 05£ [3] 

4b^t) (1 0, 3 0aJ:tf1 OOmg/k g) £/cM4* (0. 1 mo l/L 

=7 9 h tr^- <fc 0 . 5 w/ V K U ^ 

) ii3a5. 91 

±0. 1 8 [I og (CFU/B) ] Xh-otc0 Mi4 0^ [3] 

tl£4b^t) 10, 3 0 ait; 1 0 0 m g / k g ^ 
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5 . 8 6 ± 0 . 12 [log (C F U/B) Is 5. 2 2±0. 16 

[log (C F U/B) ] 3. 65±0. 36 [log (CF U/B 

) ] ##0iJ4 05S [3] 1 OOmg/kgjS^ 

^wyi [1] 

T^£ft£<b^m##0ij4©5S [3] 

L/co 

[0066] mmn5 ittt (m e f (A) 
HJ$I (c a 

LTs Streptococcus pneumoniae 1028 (EmJ^^lttt) ^rffltN/c 

0 v o i K>> KHIH 

v h^ttiglfelCgSflD Us )iJt (0 D 6 0 0) tfmo. 3 £%;&£.-&&m btc 

o £ft£3 0 V o I %#iMbr>^l£n;i;fe!]Q h y KtzL—r v 

IKu mmfatbTc0 -?<yx (CBA/JNI, 5®t$) izmm 
&0. 0 5mL^lIgIUti^tfco glai(i3. 4 5 x1 04CF 

U/^0X£tcte3. 9 0 x1 0 4 C F \J/^^XZfo-itc0 JgfflSB frb 1 0 

102 0f|% ^wyi©^ [1] (3, 10, 3 0^ 

1 OOmg/kg) (0. Imol/L^n^<fctf 

0. 5 w/ v%j^It7j<^^" k "J 0 L/co Sffl3 

(U¥5~6R £^3(C^L/c0 

[0067] Steely 

£ *:p<0. 05% **:p<0. 01 ^lil, ̂  [1] I CfllttO. 1 2 

yu, g/niL, 4 % [ 3 ] CD'fb'ntM I C{it(£ 0. 0 3 ju, g/m L 

[0068] Ute&5-m<DBto£mm&6. 94±0. 07 [log (CFU/flit)] 
Zfoitco mfe0iJ1©5£ [1] 3, 10, 3 0£<fctf1 

OOmg/kg^M^tlttt, ^tl^tl6. 4 5±0. 18 [I o 

g (C F U/B) Is 1. 3 0 ± 0. 00 [log (CF U/B) ] . 1 . 

3 0 ± 0. 00 [log (CF U/B) ] 1. 30±0. 0 0 [ I o 



WO 2016/027755 24 PCT/JP2015/072993 

g (CFU/W ] T&y, 1 ©ss [1] -emtstizib-SM i o, 

3 0^1 OOm g/k g 

U incite, ##0!|4©^ [3] T? 
( 1 0, 30J5J:(f100mg/kg) JfcW (0. 1 

mo I /L =?$ V \Z-tyWB8&&&Xf0. 5 W/V%J^I|7K^^-K U ^ 

fc&Pfe-^U/dSJU. &ffi3 

T-7. 0 3 ± 0. 22 [log (CFU/fl$) ] Zfo-?tc0 ##0!)4CDj£ [ 

3] 10, 3 0acttf1 OOmg/kg^M^i 

Hi£(£s ftlftl 5. 6 7 ±0. 38 [log (CF U/B) 3 s 1 . 3 0 

±0. 00 [log (CF U/flrfi) ] £J;TM . 30±0. 00 [log ( 

CFU/B) ] zfoVs #^4©^ [3] -em-znz>4b^ti 1 os 30 

fccfcTM 0 0 m g / k g LTiICl'> Lfc„ /c 

/cL^yt:^ti±lP^ii^T^^L/c0^##^4 0^ [3] 

tl 30fiW100mg/kg o fcQ J^±<t U, Hi 1 0 

^ en [3] 

L/Co 

£H±©f!]fflRrlBtt 
[0069] 

AUttlfflM"pv-f =17°^X1vf c^INffiM£ # U #£fl£3feCDv£n7< 

fci 'j x • v < v > it 14 a 

(0!l A tiltf4S$ 5t lli^as 0^7X7) & £ (C ft L T t ft 
n/ctrcM^tt^^u. nnn° ^ 
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im&mw ^[1] : 
E4bi] 

CH3?H3HQ 

JOT "O" "*CH, 

^NTCH3 

CHJ0H ®HS CH3 [ I ] 

[|*>RII2] II5R111 (clBilcD'fb^g L < Xti 

mm 
[!*>RiI3] 11^1 fc§eic©4b^gL<(£^©^^c!^£ft£i^ Xii 

^ ti b ©7jcffitie u < n e> e> & e>gtf n* 4b 
-£s* 
nn 


