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gol Al o GAAZA F83 HEGAZFAY A5 SAE FEA B3 A
=

e 2]
FEo Azl FF AT AEGANTA FAA, D ) AT BF
3 fEA BB AT AZ Pl wat Aold,

19473 O]jr, A 2 TEoA TAA ZEe A5E g LS HEGAZH AV 45 BHiaxo
stk HEZGAIEAS BreEol 2lREF] 30S AHEfY ZAjtete] olmi-olal RNASl ARS W o =M
gz Al S oJA|stt} (Chopra, Handbook of Experimental Pharmacology, Vol. 78, 317-392, Springer-
Verlag, 1985). dAHoz F23F B nYES FoA HEHAZH et WAS 71 ngEE] &3
shelar, o]zl A7 FAAL F849 HAloltt. HEZAIEHA dig weEH ol WA FE 7 kA 7=

o] dth: a) AEZA B ol A& Aol o3 wirlE = YA duA-dEA FEZA, HEZGAEH
o AE U #2A& walstE §% (S. B. Levy, et al., Antimicrob. Agents Chemotherapy 33,1373-1374
(1989); % b) HEHAIZH] ¢ o] Al E3AY wild IS o o)A WalehA] Ee=s 2iE

A

I Fozgste AEA ddd o8] wislE 2lEE H3E (A, A, Salyers, B. S. Speers and N. B.
Shoemaker, Mol. Microbiol, 4: 151-156, 1990). WA 712 & FF 7142 tetA-tetlZ A& WA 2A
Qixtell o3 mPHTE. o5 du ZureEtolAl (Enterobacteriaceae), =Xt (Pseudomonas), 3|22

2~ (Haemophilus) 2 22X~ (deromonas)®t 22 We1gw-54 dtdgol (WA F4dx 2 AE),
2 g2 AALS (Staphylococcus), WHAEl 2 (Bacillus) R 2EREIAZX (Streptococcus)$F e B
-5 drE ol B EAlgt. WA VA F gRE BE 7)1 TetM, N 2 02 XA = g 2F
B Y8 FHEEHW, AHIRIAA, 2EREIAA, A28 (Campylobacter), 7F=\d @Azt
(Gardnerella), NEAF2 L vlo]lmzZefant E5Fo EA3kth (A, A. Salyers, B. S. Speers and N. B.
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Shoemaker, Mol. Microbiol, 4: 151-156, 1990).

53] 8¢ HEHAZEH FFEL A ZHoZAN FXHE 7-(Hudolr)-6-t v e-6-tl SA H EZA &
dolt} (&}7] w= E3] A3,148,212%, w|=+ E3] ARE 26,2535 % vk E3F] A3,226,436% FF). L
, tetB (Z¥-54 "ol A Y] &) 712ES Bidte dae vmAIEe giE] WS dERARE
tetk (REMEZIAA 2N FF) 71&S B{ste g5 288 ofysith. T3, tetM (BREF R3E)
7125 BAshe e Al Edd gig WS vERdT. 2 S HESGAEY 2 A SY 34
1 2 AR HEGAEH 2 v=AZH U 75 5, tetM (FEF B3E) U 2FJAAE B{ste oF
of disll fols Ay E AN A4S JERE AlgF HEHAIEA 31EEe $4S AAS.

Duggar®] ml= 53] #)2,482,055% % LaE 3 I &4& 712 of-dmtol4l RIM. & Alxde= AS 7
Alatar k. Growichet 1 ATzl maF E3 #3,007,9655 % A7) wa AzEd ge MAaE $ESs 7
A8kl ATk, Beereboom®} 1 A9 wlwr 53] #)3,043,875%5 % EHIEZAIEY FEAE sfASkL ).
Boothe®} 1 A%1e] W= 53] #13,148,2125 (W= 53] AIRE 26,2535 % ALeig) 9 Petisio 1 AT

L)
28] m= 53 A3,226,4365 = dHHEol #He AR #&3 HEHGANEZH FEAE
Blackwood®t 2 @7xe] w=r B3 #3,200,1495F ¢ ZAHE 7K HEGAZFY FEAES JfAE L
ATk, Petisi¢t 2 AT wIF E3F #3,338,9635F FHY-~AE ] g T4
4 838 JfAEtal QAth. Bitha®t I A9 w= 53] A3,341,5855F FE 93
e M HEGAFE FTES JfASa vk, Shuel w= 53 A3,360,5575 % &
Ao W7 9-F=ZAHEHANFHS MAst dth.  Zambranoo] vl= £3] A3,360,5615 = 9-UEZH
EgAEZAY Az WHES A Yrl. Martell® 7 AT nmF E3 A3,518,3065 % AAY I
A4S 7K HEGAIZFEES JHAEL Q)

= 53 A5,021,4075 = BIEZAEH WA drHEole] WS FESE Wo] JAEY k. o] W
Mo Add 327 HEGAZY B FAAS T AFRstE AL £, o] EFE AAHoR
A FIA dE B 7k At HESA S setEed daiAe A3
A5,494,903% = FHAS ~HANEGH It X
Zdo] 71A = 3L

dAFstar AA Fok. mH=E 59

oL
o
N
)
(X
-

|
rlet
©
N
riet

(o]
o
h=h
'
oﬁ
=
2
e
<
=
do
>
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|
)
>

SABAL AN QA gk, EF, 4]
4 g olel HEGASR B A Ed Uy
U BgES wASAY AAsD 94 W,

1

SRR AR

o
i3
ot
rlo
QL
~
S
%
1>
l?
fru
=]
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i
rlr
S
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o
t
rlr
)
o
fol
e
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oX,
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7
rlr
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&7 Al A,

2

, Ao wEl AgEE g AR 1 A 129 4, Ao wE ASEE wga
QA 6, 10 T 149 o, A% wel xHE vd, A9 wel XsHE B4 A 2 WA 129
a7|d 2 FZAoBHE MelE ;

X S, obuw. NR R

o O
A"E W s om My FomHE MUmE r|o]i;
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11 12
R 2 R'E 4% S50 1, = Ba 945 1WA 129 Bl AL

R 2R = AFol e} o]E Zzpo] A3H = A4 et 34 & o 3 A 799 3} &@3tea s

of wel AREE WA GAE 1WA 129 D, A9 me ABEE w245 6, 10 ®
AgEE e A 2 WA 129 BAE, wid, Aol e AgNE v 9
A 2 WA 129 2Y1d 9 gRAoRRE duE
RS Aol weh AREE Ba 9as 1A 129 D, A9l o AdEE B 95 2 0A) 129 &
A, A9l ok ABsE B 944 2 U 129 D7D, IRR . A9l mieh AREE wa QA
3}

6, 10 == 149 o}, ASo] wel 3= vBh A5 7 WA 169 oL, Ao wt FEE BA
A4 7 WA 139 okRY, SR, W, Ak P Forre SPHoz U duzdazs SIsy
gold 4 Qi 1 WA 409 AHRARE mReks, 9ol weh ABHE 2 A4S 5 EE 69 dH
o}d, W Ak, M P FoRVEH HPHoR HuE AHZAARZA FAAY Fold + Yt 1 WA 4
A Al AE wishe, A oo Qs ne A4 5 wE 69 duzolAtzndzre A

¥,
RO RE 247 S840 0w wd 925 1 WA 129 o]/,

R} R A9l weh o5 z1zte] Agsl: Ak Axtsl 34 & ) 3 WA 799 23 gatri uge

R 5ol whet A&s= &4 Ak 1 A 129 &4, Ao wet 28s = ok, 4o et A
St = ©A A 7 WA 169 ofH, ofmd Aol whet X &= —CH(CO)0CH ot , -5l whe} 2] 35
= B 9 2 WA 129 CH-2Ad, B Aol wel ASE = B 9k 2 A 129 CH-27)d ol

2
e faolm R WY, oW, n-xEd, -9, -WEdd, usen, oy

2
= o"e A% RE 99, o9, -22a, 1-9g9dg, o2

=B

7] B )9 dREA gof "I FR2, ofue, Aol A Axg 3 UlA] 69 AEFRGY, wA 9
A 1WA 129 4, Aol mek AfE = o, wd, S|l=Sd, @4 dxg 1 WA 129 dEA], g
AR 1 WA 129 N-2E, &4 Ak 3 WA 69] N- f\li &, gl wet AgE = N-(Fa Ak
L Wix 129 &d)-obd, 2 3 Wix] 8¢ a9 e =ASHRRE duE 1 WA 3708 2 &7]el ofs -5
o whel AR A& £ 9=, B4 A 1 A 129 HH Ee B4 ¢ AE guda. 2
o] AR AAGHlA, dAE B4 Ak 1WA 69 Ar]oltt. i 2] vE AAGHelA, dAS
e %1}4 L WA 39 R&7]eltt. TE AAGYEeA, dd2 a1y A 4 uiA 79
e EASH (AN, AEd)el o A

B go] ANne Aol der ALAL Y, AL,

Hzeld, @A, ofuliw, Aohw, BA 944 1A 129 97, =S @ gx A5 1 UA 129] &
B P S R A e P N D I
A, wa QA5 2 WA 129 wa A B B BAAE o e,

W BAAGA ALEE wish gol, 7] Ei o] QWA o] kA Aol 4] Fejd

uhs} e

u2

EE )0 9, 7T ok, ofzURA gof Toh"e 6, 10 Ei
uhel Ba 92, wgAsAE 6 WA 049 Ba 94E 2 BEs A7 ouae, o 7
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[0029]
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[0037]
[0038]
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g, UER, Aohe, dAd, SSS4, 49, $29, S, WASA, ofvlw, dZojw, el
i, =R, HAREnY, ADANSA D AdEve sddos Add 1 U4 49 8w
%

Aol wek Agd ¢ g FAFew, ofdE 1 WA 379 Adr|2 Aol met AgE= dd Ee

o0

)

Yrdelth, A#e dde Fol met 7] A+ 9
B oRAAA ASE ksl o], ¥Rk A4 7 U4 169 oldWolehs goli oldYE AgE AUL o
Mk, o714 ok@y] @ 97 4] old vhsh Aok, k@Y WAISA oz WA % Ay 5

°o] 3k
B Al AR vkel o], Hd e 6-d ©4 WES agE 2t

B ORAANA A Hhsh o], o] "Ar)d e @A, obvli, Aok, Bi A% 1 A 129 24,
JSBH L B Q45 1 A 129 AFAERY SPH02 Add 1 1 3709l Q@)= A ue
AREE wa AT AT S ol BAE A, 2 WA 12709 Ba A4E BAsE A4 D 214
XL_}

;: .
N

B Aol A AFEE uleh o], fof gl Wi @R i R, O, Br Ei 12 o g
B AAel A AL E we gol, fo] "AF2AA"e 3 U4 679 Ba ARE A2 L8 BweA2Y 1y
2 ouat. AZRAY aee dzit AFzEzd, AFEPY, AZ2ad L AFR0d] YA o

of FAHA dert. & o] AAGHAA, AEREAL da A 5 B 69 B Z7]olH

oA ALE Bt ol R3 R % R 7R = A9l wel o5 2o

AztE s A Aot 3

3_

rlr

O

@) 3 ulA 799 e BEeA 1S G45a, o] wee) M-ARH di dEYd 2 oltt,

gol "ol olA7t A7) Aol vhsh ge okU-C0)- /1% @t H-ABH ool MEY 2 1}
zZEdo] xgd,

go] "alzol e 0, N 9 SEREH S¥gow 1A a7he) AEzaAE waets, ae 945

5 i 69 WFE AMRAZY ReAFY 1 gridnt. dEzeld neE A, Aok, JEE,
SE=A, obuli, RZoun, YRZouli, A, ofAS A, -CHLOCOCH D FEBAZRE Hud 1
A 37l ABAE A5l W gD 5 oAk, Aol Wk @ w-ASH slseld wvlels F
d, "Held, 994, HE gol£d o XA, FAHoE MaEFed, Wxedd 2
Aol do] L.

gol "slHlzoletERrd e sE 2ol Y7 47] Held wheh e slH2olA-C(0)- 7B o)m Fr.

B RAANA A Hhsh o], o "z U e
Hz948 ufat xaE 3 U 89 @S e,
2%dd, gernaZed, oieud, HEes s Fed
gof " RAFL L Ad 2L 2L 717 4] A
o u-AE ddslH A EYs)e) dRs

2, ks 9 goaRy Adud 1 yx 379 3§
x4 de JdE5ed, ddgd, gdHgAd, =

Hpol @2 dA-FHZAIZE7]E o]

7t ek
S5y 19 S@E F AT EWelYAA FUE AT £% Ak Y] SSHeA Wus EAHAE
Gre AvhE 47 Fehe woune] wWe) vol TEE gelth. o Hof, EuleldAARA EAFE
sh5b4) 19] BB 719k gol EAHT
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o o O

y A ¢
5. 7]
[0045] [S) : 7

[0046] 2 o] 71 AAIGE oA, RS Sl wet XFE= B4 4AS 1 WA 69 &, Aol wet 23y
2N NH(BHA ®XH4 5LIX] 6748 AIZRRR)
S owa 94% 2 WA 69 @AY,

“
=8

%S NH(EA TS TR IS )

k olt}.
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HEEA R AAGE A, RS 8] o] ArjEEREH dgEn:

Boune] F7b AAGHOIA, HEA 1 F RS Ba QA5 1 A 129] S22, Aol w A8 s
CHobd i 25 uheh AEE SCLCOCEoFEolt,  Hgas AAFeel A, RS 7] w9 2715

rie

(6aR,
6,6a,

(7aS,
7,7a,

(6aR

(6aR,
,7,7a,8,11,11a,13-2 3| =2 H ES A =[2,1-d][1,3] 2A}ZE-10-7} E & 2olu| = |

6,6a

=13
=

o{%

(e}

n

o] ulghz gk s}t E ol =

7aS,85,11aS)-5,8-H] =~ (T W & o} )-2-(2,2-T] H I H] d)-9,11a,12-EF 3| =FA]-11,13-T] S 2~
7,7a,8,11,11a,13-2 3| =2 H EF A =[2,1-d][1, 3] 2AE=-10-7} B2 B »~ofu]| = |

85,11a8)-8-(tj W & o}n] x-)-9,11a,13-E & 8| =2 A -2-(2-W & -1-Z 2 # d )-11,12-T] & A&~
8,11,11a,12-AA 8| = 2 U2 EFA| [ 2, 1-d] [ 1, 3] XA E-10-F} 2 B »~olu| = |

,7aS,8S,11aS)-2-tert-5-€-5,8-H]| A~ (W& olu] = )-9,11a,12-E & 5| == A]-11,13-T] 24—
6,6a,

7,7a,8,11,11a, 13- 3| 2 H Eg}A = [2,1-d][1,3] &$A}Z-10-7 2 B 2ol = |

7aS,85,11aS)-5,8-H] = (T W & o}n| 1 )-2-[ (E)-2-(2-F ) ol el d ]-9,11a,12-E ] 5| =FA]-11,13-T] S 4~
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[0065]
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[0067]
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[0069]
[0070]

[0071]

[0072]

[0073]

[0074]

[0075]

[0076]

[0077]

SSS0ol 10-1164262

(6aR,7aS,8S,11a8)-5,8-H]| A~ (t] W & o}r] x-)-9,11a, 12-E & 5| =2 A]-11,13-T] & -2
6,6a,7,7a,8,11,11a,13-2 3| =2 H| Eg}A =[2,1-d][1,3] 2 A} Z-10-7} E & »~olu| =

(6aR,7a$,8S,11aS)-5,8-H| A (H W€ o}u] =)-9 11a, 12-E & 3| == A]|-2-[ (E)-2-(4-H| EA]#H| D)o 5 4 ]
U]22%-6,6a,7,7a,8,11,11a, 13- E}S| =2 H| E& A =2, 1-d][1, 3] SAE-10-7 2 8- 2olu| =

(6aR,7aS,8S,11aS)-5,8-H| 2= (W& o}r] =)-9 11a,12-E 2] 3| = F A]-2-

U] 4-6,6a,7,7a,8,11,11a, 13-2g}3| = 2 | Ed} A = [2,1-d][1, 3] 2 A} Z=-10-7} E B ~ofn| =

(6aR,7aS,8S,11aS)-5,8-H| 2= (W& o}m] =)-9 11a,12-E 2] 3| =FA]-2-

U] 4-6,6a,7,7a,8,11,11a, 13-2e}s| = 2 H EdtA = [2, 1-d][1,3] 2A}Z=-10-7I 2 B 2o} &= |

(6aR,7aS,8S,11aS)-5,8-H] 2~ (v W & o} 1] 1= ) -2

11,13-t]£2%-6,6a,7,7a,8,11,11a, 13-SE}3| =2 H E} A = [2, 1-d] [ 1, 3] S A Z-10-7L 2 E- 2 olu] = |

(6aR,7aS,8S,11a8)-5,8-H| A~ (] W & o}m] 1) -2~ [ (E)-2-(2-& F
11,13-t] % %-6,6a,7,7a,8,11,11a, 13- EF| =2 H E T A = [2,1-d][1, 3] A Z-10-7 2 & 2o}u]| = |
(6aR,7aS,85,11a8)-2-(FZ 2 E)-5,8-H| A~ (t]H & o}r] )-9,11a,12-E ] 5| =FA]-11,13-T] S 4~
6,6a,7,7a,8,11,11a, 13- E3| = 2 Hl EgbA = [2,1-d][1, 3] EA} Z-10-7} 2 & ~olm] = |
(6aR,7aS,8S,11aS)-5,8-H| 2= (& o}r] =) -2-[ (Y[ Eo}r =)W E |-9,11a,12-E&] 3| =
&Mﬁﬁ&&ﬂjhj&%ﬂﬁiiﬂéﬂﬂ+ZJﬂHLS%&ﬁﬂ&ﬂééiﬂﬂi,

(6aR,7aS,8S,11aS)-5,8-H| = (M| o}H| 1)-9, 11a,12-E ] 3| =5 A]-11,13-1] %
6,6a,7,7a,8,11,11a,13-S e8| =2 H EtA| = [2,1-d][1, 3] SAIE-10-7} 2 F 2~olH] = |

(6aR,7aS,8S,11aS)-5,8-H| = (UM €olu] =)-9 11a,12-E & | =F A -11,13-H & 4 -2-
6,6a,7,7a,8,11,11a, 13- e8| =2 H Eg} A = [2,1-d][1,3] A} Z-10-7} 2 B »~olu| = |

(6aR,7aS,8S,11a8)-2-[ (FEoln| =)W & |-5,8-H| A~ (T w & o} 1] =
6,6a,7,7a,8,11,11a, 13- e8| =2 H Eg} A = [2,1-d][1,3] $A} Z-10-7} 2 B 2ol = |

(6aR,7aS,85,11aS)-5,8-H| = (t W d o} = )-9, 11a, 12-E 2] 8] =5 A]-11,13-T] =
6,6a,7,7a,8,11,11a, 13- E}S| =2 H E&} A =[2,1-d][1,3] %/\}—é——lo—ﬂ-g%io}u]_c_’ ol

(6aR,7aS,85,11a8) -2~ (tert-F-Eolr ) W& |-5,8-H]| = (t] W & o}r] 1-)-9, 11a, 12-E & 3| =
6,6a,7,7a,8,11,11a,13-= 3| =2 H EgkA = [2,1-d][1, 3] A =-10-7} E & »~olu| =

(7a$,85,11aS)-8- (] H H o} = )-2-[4- (] W D o} .2 ) | d -9, 11a, 13-E 2] 3| = F A]-11,12-T] S A&~
7,72,8,11,11a,12- A3 =2 Y Z e} A [ 2, 1-d] [ 1, 3] S A} =-10-7} 2 B 2oln] = |
(6aR,7a$,8S,11aS)-2-tert-F&-5,8-8] A (t W& o}n] :=)-9 11a, 12-E & 5| = FA]-11,13-T] &4~
6,6a,7,7a,8,11,11a, 13- B8 =2 H| EgtA 1= [2,1-d] [ 1, 3] SALEZ-10-7F 2 B Xoln| = |

(6aR,7aS,8S,11aS)-5,8-0] A~ (v H|&oln| x-)-9 11a,12-E & 3| =2 A -2-(4-v &3 d)-11,13-T] = 2&-
6,6a,7,7a,8,11,11a, 13- E}S| =2 H EgtA = [2,1-d] [1, 3] SAIZ-10-F} 2 5 2o} n] = |

(7a8,85,11aS)-5,8-H] 2~ (T W & o}n| 1= )-2-(3-ZF 2. 29 )-9, 11a, 13-E 2] 3] == A]-11,12-T] & &-
7,7a,8,11,11a,12-AA 3| =2 H EZ} A =[2,1-d] [1, 3] SA}E=-10-7} 2 8- 2oln| = |

(6aR,72aS,8S,11aS)-2-(4-Al o} = d )-5,8-H] A (] W & o} =)-9, 11a, 12-E & ]| Z=EA]-11,13-1] & 4~
6,6a,7,7a,8,11,11a, 13- E}FS| 2 H| E8lA| [ 2, 1-d][1,3] A} E-10-7} 2 B 2o} = |
(6aR,7aS,8S,11aS)-5,8-H] = (H v E o} 1| 1o )-2-[4-(H v D o}r| =) ] D -9, 11a, 12-E 2] 8] =
6,6a,7,7a,8,11,11a, 13- ES| =2 H EA [ 2,1-d] [1,3] FA}EZ-10-7t 2 F-2oln = |

Al d)-5,8-1] 2~ (T W " o}r] 1)-9,11a, 12-E ] 3] =
A w=[2,1-d][1,3] FAE-10-7t 2 B 20l = |

(6aR,7aS,8S,11aS)-2-(5-tert-F-E-2-3| =5
U] 2 4-6,6a,7,7a,8,11,11a, 13- E}S| =2 HE

_18_

Ap-(3) B2l 9-1-2 Y

[(Zz=dolr )

~2-[ (2 Bo}v] 1)
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(6aR,7aS,8S,11a8)-2-[4-(MNA & A]) # d |-5,8-H| A~ (T H & o} m] 1)-9, 11a, 12-EF] 5| = F A]-11,13-T] S 4~
6,6a,7,7a,8,11,11a, 13- E} S| =2 E| EZFA = [2, 1-d] [ 1, 3] SAFE-10-7 2 8 2o}lm| = |

(6aR,7a$,8S,11aS)-2-(2,4-t) 3| =F A H d)-5,8-H] A~ (H W Eolu] = )-9 11a,12-E 2| 3] =F A -11,13-T] S A4~
6,6a,7,7a,8,11,11a, 13- E} S| = 2| EZFA = [2, 1-d][1, 3] SAFE-10-7 2 8 2olm| = |

(6aR,7aS,8S,11a8)-5,8-H] 2~ (t W & o} 1] 1) -2-(3-ZF 2 2-4-W| EA]H d)-9,11a, 12-E 2] 3| == 1]-11,13-t] =
4-6,6a,7,7a,8,11,11a, 13- E} S| =2 E| EZFA = [2, 1-d] [ 1, 3] SAFE-10-7 2 8 2olm| = |

(6aR,7aS,85,11a8)-2-(1,3-H 2] & &-5-2)-5 8-H] A (W &o}u]=)-9,11a,12-E & 3] == A -11,13-1] & -
6,6a,7,7a,8,11,11a, 13- E}S| =2 H E2}A| = [2, 1-d][1, 3] SA}E-10-7} 2 &5 2ol = |

(6aR,7aS,8S,11aS)-5,8-0] A~ (T H|doln| x)-9 11a,12-E g 3| =2 A]-11,13-T] 2 42-2-(2,4,6-E | EA Hd)-
6,6a,7,7a,8,11,11a,13-2E}3| E R E| Eg} A =2, 1-d] [1,3] & AE-10-7} 2 & »ofm| &= |

(6aR,7aS,8S,11aS)-5,8-0] A~ (T H|doln| x)-9 11a,12-E g 3| =2 A]-11,13-T] 2 4-2-(2,4,5-E g EA Hd)-
6,6a,7,7a,8,11,11a, 13- E3| = 2 Hl EgbA = [2,1-d][1, 3] SA} Z-10-7} 2 & ~oln| = |

(6aR,7aS,8S,11a8)-5,8-H] A~ (g | € o}u] = )-9 11a,12-E & 3| EFA|-2-(1-W & -1H-2 5-2-9)-11,13-1] & &~
6,6a,7,7a,8,11,11a, 13- E}S| =2 H E2}A| = [2, 1-d][1, 3] SA}E-10-7} 2 5 2ol = |

(6aR,7aS,8S,11aS)-2-(4-tert-F-2 3| d)-5,8-H| 2= (W Ho}r] =)-9 11a,12-E | 3| EFA]-11,13-1] S 4~
6,6a,7,7a,8,11,11a, 13-SE}3| = 2B Eg}A| = [2,1-d] [ 1, 3] SAFE-10-7 2 F 2obu] = U

(6aR,7aS,8S,11aS)-5,8-H] ()W & o} 1] 1= )-2-[4- (S A A ) A L ]-9,11a, 12-E 2] 3] =FA|-11,13-1] F 4~
6.6a,7,7a,8,11,11a, 13- e8| 2 H| E8lA| = [2, 1-d][1,3] $A}E-10-7} 2 B 2~oln| =

B Mess Ao £gH T,
g2 sk skt e &
(6aR,7aS,8S,11a8)-5,8-0] 2~ (T H & o}n| 12)-9, 11a,12-E 2] 3| =& A]-11,13-T] & 2-2-F] ¢1-3-Q -
6,6a,7,7a,8,11,11a, 13- E}S| E 2 H E}A| = [2, 1-d][1, 3] SA}E-10-7} 2 5 Zobi] = |
(6aR,7aS,8S,11aS)-2-(1-MZF &-2-4)-5,8-H| = (Y W Ho}r]| =)-9 11a,12-E 2| 3| EFA]-11,13-T] S &~
6,6a,7,7a,8,11,11a, 13- E}S| =2 H E}A| = [2, 1-d][1, 3] SA}E-10-7} 2 5 2ol = |
(6aR,7aS,8S,11a8)-5,8-1] 2~ (T W & o} 1] 12 )-2-(2-F )9, 11a,12-E 2] 3| =2 A]-11,13-T] & 2~
6,6a,7,7a,8,11,11a, 13-ZE}S| E 2 H E2}A| = [2, 1-d][1, 3] SA}E-10-7} 2 5 2ol = |
{5-[(6aR,7aS,8S,11aS)-10-(o}n| =7} 2H J)-5 8-H] A (T]w|&o}r] x=)-9 11a, 12-E 2] 5| == A]-11,13-1] 2 &-
6,6a,7,7a,8,11,11a,13-S e8| =2 H EZtA| = [2,1-d][1,3] A E-2-H |-2-F L id| D ol AH| o] E

(6aR,72aS,8S,11aS)-2-(1-# Z €] ¢ll-3-2)-5,8-H] A (] W o} )9, 11a, 12-E 2] 3| EEA]-11,13-T] & &~

6,6a,7,7a,8,11,11a, 13- E}S| E 2 H| E}A| [ 2, 1-d][1, 3] SA}E-10-7} 2 5 2ol = |
(6aR,7aS,8S,11aS)-5,8-H] A (T do}r| =)-9, 11a,12-E & 3| EEA]-11,13-T] & A-2-(1,3-E| o} F-2-Y )-
6,6a,7,7a,8,11,11a, 13- eS| =2 B E M =[2,1-d][1, 3]S$AE-10-Ft2H20)m =,
(6aR,7aS,8S,11a8)-5,8-H] A~ (T W€ o}m) = )-9 11a, 12-E & 3| == A]-11,13-T] 2 4 -2-7] 2| d-4-2 -
6,6a,7,7a,8,11,11a, 13-SE}S| =2 H| Eg} A 1 [2,1-d][1, 3] $AFE-10-7F 2 H olu = 2
(6aR,7aS,8S,11a8)-5,8-0] 2~ (T W & o} 1] 12 )-9  11a, 12-E @] 3| =2 A]-11,13-T] & A -2-3] 2] 11 -3- -
6,6a,7,7a,8,11,11a, 13-SE}3| =2 B EgpA| = [2,1-d] [1,3] SAE-10-7} 2 5 2~ 0fH] =

2RE duUHE A50] TawT

H

e FUF A G

rr
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[0099]

[0100]

[0101]

[0102]
[0103]

[0104]
[0105]

[0106]

[0107]
[0108]

[0109]

[0110]

SS=S0ol 10-1164262

Sl a) WA Sl Fol A shet T o] 7-(H 3-8 (] 3)-9-o}u] -
G-t Ed-6-tl S A B ETA 2 = o]o] oMoz FEEe PL -FREdEAd e WA
e

37] shepae) Fea oy

il

)

WA b) 47] FEE HFES ofm RENISH W AA 5] seke] ABE ohwle FHAIE ©

)

ox AREAAA 7] ool B

rir

F5st= 9

tlo

T,
)
c
ox
N
R
gt
i,

o
o
ra
tilo
r >

e QA5 1A 129 22, A9l mel ABEE g
A4 6, 10 T 149 ok, Aol W AfEE wd, Ao weh AREE wa A4 2 WA 129)

=}
g
=}
rlr
&N
A
By
i)
)
(o
fru
=
t
rlr
)
[
rio,
D)
s
—
=
B
o
1o,
e
IS
o
A
+
;UH
i)
’;UI\?
rlr
o
Ho
2
=
i)
o
il
&N
A
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[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]
[0118]

[0119]

[0120]

[0121]
[0122]

on

E=0l 10-1164262

ROERE 27 59902 1, Et a 944 1 UA 128 $hel v, R % R & F9ol gt ol 7t
Zto] AT E Ao Qs A @ W 3 U 799 X3 WS velE FHek;

Ve f2, Aol v AgEE @a Qa5 1A 120 27, A9 gk AgEE ga 9456, 10 ®
= 0] obd, Agel wek ABFE Wa QAS 2 gA 120 BAd, vld, g mek AREE Ba 9
A 2 A 129 &y)d 2 dRAo R RE M,

gl wighg e AAFEl A, X N(OH),0l 3, oF%l RN t-38] ofwloju.

Boupg el uhg A AAGelA, SR [45-(da daa Saa,12aa)]-4,7-0] 2 (e v Rt i) -0-[2-(1, 1-1]

g =)ol ol =]-1,4,4a,5,5a,6,11,12a-=E} 3| = 2-3, 10,12, 12a-E| E &} 3] E%/\]—l,ll—ﬁl%é\_—
p-bEEHZbE B ol = B o]o] ofElH o §§7b5d Po] AxELh,

WA @) WA o) FelA sy o] 7-(A§)-8-(X) #)-9-0}v] -
e E-6-E S A B e 2R e - FRREe Ao vt W AA oY) el e] 2R d3Ee 5

NH,

)

3} kg Al A 8] shebal o] o9-(2-2 22 Y he b do}v] ) 2| g6 v -
o

B o) 9-(2-Z 2R YhE R dopu] 1) X A-6-HH D-6-H| SA B A S UL obgl RRNHS} w417 37

3149 BFES FEE wA
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S=50ol 10-1164262

01231 EFHE, ] et ST B ol Mo HErbsH Fe) Ax Welrh,

OH Q CH s] Q

[0124]

[0125] A7) Aol A,

[0126] Y= g, obulne, NRRD, Ao uwlel MeE= vk Ax 1 ulA 129 97, Aod wet aEE g
QA5 6, 10 == 149 o}, Ago] wet MFH= Hld, A9 wet APHE @x A= 2 WA 129
ayd 2 FRA o ZRE HEIE I,

[0127] R 9 RE 247 5gdom i, B B2 945 1 UA 129 22oA}, R} R 450 we o5 27}
o] AgtEE Ax AAst A F u 3 WA 799 ¥} @alea n2E A6,

[0128] RY @ R 77t =egow B, wm wa 945 1 A 129 Aol AY, R 3 R = A9 wit o= 7t
zto] AgEE= A Qash B @ o) 3 UK 799 ¥ Bess nes F4 1,

[0129] VE 4, A9 mE A= ga 95 1 A 129 947, Ao wle ABEE g 94 6, 10 ®
= 149] o}, A% wi ABEHE wa MT 2 W% 129 AAY, Y, Ao vt AHHE wBa 9
2% 2 A 129 2y 2 stEzlomRE A,

[0130] B ool nlg e AA oA, X N(CH,).0) 31, oF7l RRNHE t-3e ofglo]c},

[0131] Boupglo] upgAF AAFHel A, 3HHE [45-(4a,4aa . 5aa,12aa)]-4,7-H] 2 (T W & obr] 1 )-9-[2-(1, 1-T]
| gl o| glo}lu] i )opA g obm] 1= ]-1,4 4a,5,5a,6,11,12a-2E}8] = 8-3, 10,12, 12a-E| E g} 3| =2 A1, 11-T] & 2-
- ZEHTIEE 2ol E i o]o] ofstH o 585 fo] AxH

[0132] B b o] Z7) A A ofE]

[0133] Sl a) MR S Fol A shehy
He--tSAHEGANZANS -FraeeiEAdes HeAA d7] §54e] TRz BB FSais
e

NHz
[0134] :
[0135] 97 b) 7] ZRE §FES ok RRNESH WS AA 87 8849 5 olnle A= v
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[0136]
[0137]

[0138]
[0139]

[0140]

[0141]
[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

SS=S0ol 10-1164262

NH

)

Mg Ao AFRANA 7] el SR

mlo
I
4
P‘L
i
(o
X

OH 4] OH 0 o] i ﬂ

T
N

e

&71 AelA,

2
X Zea obu. NRR, A9

AR 6, 10 EE 149 ol Z 9o wet XFHE vd, Ao wal JeEE g AR 2 WA 129
dyd W 2 A0 ZHE My,

k=)
;g
i',
e
i

R 2 RE 47 SY2om H, £t ga 445 1 04 129 SAolAY, R3 R 290l wet o5 747
of AFHE Ak QA A T W 3 UA 799 ¥3 w3 ]

b
ko
ich
Gl
ook
o>“
P‘L
K

U 129 @7, Aol W ABHEE B AR5 6, 10 E
x}T 2 WA 129 AAY, WY, Hgo
cEES

= 149] ofd, Aol ueh A&E =
A= 2 WA 129 47d B ERAo 2N

rﬂ
B
r-\o

o

Aa AR Feel A, X3 N(CH),0] 3, ob%l RRNHE t-38 ofwlo]t},

e
z
e
1o,
=
o
N
ol

o] npA g AAGE A, ke [45-(4a,4aa,baa,12aa)]-4,7-H] (T Eobr 22)-9-[2-(1, 1-H
] e)ohA e ofn) i | 1,4,4a,5,5a,6,11,12a—%E]—3]Ei—3,10,12,12a—EﬂEE}OIE%/\]—1,11—ﬂ%i—
28o|E Ei ols] fgHoR 5 §7kT Po| Alxwrh,
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[0150]

[0151]
[0152]

[0153]

[0154]

[0155]
[0156]

[0157]

[0158]
[0159]

[0160]

[0161]

S=50ol 10-1164262

A a) YA S TolM EHehy e s o] 7-(X3h)-8-(X1 %)~
—HHE-6-EH S A H ERA SRS - 22 EY v SA ' WA A &7 stk o] SRR 3

@A b)) B 2R

= 3 3ouESAA 3] 88hA 9] 0-(2-F 2 2 EghE 1 dobn] ) ) Sh-6- ] v E-
Ul S A EERA 2R FEo e @

)

WA o) 9-(2-F 2RI 0 dobu] 1) ) B-6-tl W D-6-0] SA B E2hA 2R L obwl RRNISE WS A7 5]

got el HPgEe FEoks W

&7 Al A,

X F24, olHx=, NR R, A% ot X3y
ARG 6, 10 = 149 o}
dyd W 2 A0 ZHE My,

AU
B
o,
ﬁ>~l~
_{

-
N
ke
o,
o
2
=
;g
ﬁ
e
)
o
AU
B
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[0162]

[0163]

[0164]

[0165]

[0166]
[0167]

[0168]

[0169]

[0170]

S=S0ol 10-1164262

A 1A 129 FhelZA, R 3R = A9l wek o5 2
A 799 E3 Gasn welE Y

Vi i, Aol wel AfEE g A 1A 129 4, Fgel met AdE = ga AR 6, 10 =
T 149 ofd, Aol wet AE = a9 2 WA 129 GAd, vid, el wet AdEHE ga 9

A 2 WA 129 4o)d 2 dzAo g e AEEg,

Boapg o] wpeA g A Feel A, X= N(CHy),0l 1L, obil RRNHE (-38 ojulo]t},

L

shgr e AAGHelA, BEE [45-(da daabaa,12aa)]-4, 7] 2 (F o R obE] i) -9-[2-(1, 1-v] Wl ol &l o}
") )obMeol ) =1-1,4 4a,5,5a,6,11,12a-=E}S| = 2-3,10, 12, 12a-H| E}3]| =5 A]-1, 11-U] = A -2-L} ZERA
s solu= i o]o] kel o 3§7b5E Pol 4] Wel o8] AlxHTh,

SR @ A e 4
B el A AFEL 7] WA 1o Wt golaAl AxE & 9l

XYk 7] AOE mhsh Be W 7-(A8)-8-(AF)-9-okv oG-t W D6t SA H ERFA FY 1 EE o]
o st 2,3-HFRE25,6-0 Aobe-1, 4-M A7 (DDQ)S EA) sl 2ejsl = RCHosh

=2 31;17];:5} oﬂQ_
=SAbE 2 9 3% FEET CPE A, F7hE J1AE ek o, X 2 v7h 47] Aol vhet ¢
18)-8-(A#)-9-obv se-6-t D-6-| S A ESpA FY 1 EE olg] ofHoR gt AL
NN EE ol = (DNF)Sh e Mg gl FolA 2-2EE-1 1 1-EeliBAl-olgi WA 2

22Y-N=SAE 43 F5ekn, 9ol weh @ed b, o 95k F7hE WeAA Asd opow A
SAG (38 B). ob®l 58 ZA5REIAA 0-(2-X 8 ofv] Y Fh 1 ob] 1) %] g-6-1] v ©-6-5] S A o]
Y 62 FEad Py D). LR L R ECOE S s RE
0-(2-2 2 2 Y7h B dobu 1) A S-6-d W F-6-H S A B EetA S 72 AHAIT, o] 9-(2-FR =™}

Zx dolr] ) x| $H-6- HIW]E]E_(;_EH%/\]E]]EE]—/\]%% 7S o}l 99} Z=rlE ¥ AA 9-(2-%|3F o}n-vE Ft=
Bdoln| ) A &-6-H i d-6-H SAHESA W 65 52 5 3

F7ER, 7-(A]8)-8- (X 8)-9-o}r] 1--6-1 v &l -6- 1 & A
S HeztErdrovtEd wgAA B 8& F5
Al atell RCH:Br= GASIAIA SALE 105 530 (%

HEAZd 1 EE o9 ofstd
b F N NHolameRdgeln e ¥
C

).

ot
Lo
M o2

e

vt s, e 1T F 9-(2-AF opvevld 2R dolr] ) A $-6-T v d-6-vI SA H ESFA E 7 6]
Az A ol 9% t-H-dolyleltt,
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S=50ol 10-1164262

W I

2HH ¢ (Conty
CI0ATZRAEOtR!,
RCH,Br

[0171]

[0172] HESA) TIelA yebd mpeh o], X 3 Y7b 7] Aold mpeh 22 & 7-(X]$)-8-(A]8H)-9-0} v =6t ]
-6-tSAHESAI ™ 1 = o9 kgt or 31873 45 e Legdad=g hgAA Wd A

= =
25A1E FEA 1S FEEt. Y A=2SAE FEA 1S A AERIAA NopiE FEA 128 55
S

o
v 11
OCH,
SCOCH,
H,CO OCH;,

NH, 2ZE iAHZ

HsC
[0173]
0174] W AREE Aok R AR HAsEA FASE APl AFF S FAM FAB. F7] 58} Rope)
A B4 g EASE OF 28717 AT A Al HFeok FL AT Aolth. ol F
4w #A, Bestd s, L gns 240 od w9 BeE @+ dvh. &% B P A
B W 27 F Aol ARHA 2 5 Ak WS 24 AFH ABIO] @ olH @ AT Y
Ao A A4 Aol th
O175] A7) wgAel gE F AE ugy FUL Y. aeBE, odd GBS Holw b, $F 1
B YA AA PO EAT £ Aok, B Age e AAHANZYE AFEe FURE A of



[0176]

[0177]
[0178]
[0179]

[0180]

[0181]

SS=S0ol 10-1164262

sich, dele] FetEe] A JATFERe B XA AAHW(X-ray crystallography) o2 ZAg 4 T},
2 o] g Sy or FEUted A THANA TAE WS AMSstY &FvE, 2, A, v
1 - =i

- .
U4, 93 2 & 93 22 35 F= 771 2 #7719, 2 sk ®YA (Mannich) 7] T7P€i
(R

A 5% 4 At (Richard C. Larock, Comprehensive Organic Transformations, VCH Publishers, 411-415,
1989) vl sl s, B dyo] 3R Al BEAA . 29Tyt oald | AAY m:= 3t
A 22 T 9 EE 24, dERA, A, AlZEHR] e thE ofbu A 9, R EAN], 2
A, WANY, UMY, FANY, BYLENY Ex bPLERAT BS §714 PezA FEUT
F A NS GHAE A9 Tl Aol SA Aolve, old@ AL AT U v
A ool wpEA st

EZ s A8 A4

NGB G B4 B2t P

A2 oA FE (MIC)

G2 254 AW, FAAS AP B I AT BES 9 9 995 WS DS B

o
2 ulo]m B 3|A W ow =A%t (1), Hel-3E [ BE2 (MHBII) (BBL Cockeysville, MD)E A& =
oA AlgH wixoltt, ZF AL A4 FHES FgFds vlo]ARElE ZEOEE 7 fUAE HFE
3lo] 100 w HF Hu
18-22A413F F<t Q1 )
A3 At FaAY A F

3;
9

7] @fell 35°ClA

1. NCCLS. 2000. &7]4 o=
vol. 20. 9 A7 F=& AT IH %%ﬁ (Mol <<l
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10-1164262

B

(7-X&E)-8-(X&E
MIC(48/ml)

01.22+0l GG2270 (tet(M))

01.22+0l GC4559 (27 3 GC4560)
01.22+0l GC4560 (IMP SS1#0IH )
0l.22t0l GC2203 (ATCC HZX3)
01.22+01 GC1073 (tet(B))
HAOIRHSAGCII3T (UN)

HA.OL2H S A GCB466 (tet(M))

0l A0t A GCB467 (tei(M)+(K))

HA.0 2 2 A GC1079 (tet(K))

10 M A.OL2 A A GC4536 (A DI AMP — ML)
11 MA.OF2 A GC2216 (ATCC =2)

12 OL. I 2 2IA GC4555 (ATCC ti=7)

13 OL.I 22| A GC2267 (tet(L)+(M)+(S))

14 OL.IZEIA GC2242 (832 010] A-LEA)

15 HA. S DLIOH* GC4465 ( A4H)

16 HA HDLIOH* GC1894 ()

17 OIA.TI QAU A* GC4563 ( 21 41)

18 o1 JtEr2 82| A * GCBY07 ( AU &)

19 0101 Xl 21 Z 2o Xt <> GC6896 (ATCC HZT)
20 MI.2HIZ+A GC3066 ATCC (HE7)

O ~NoOoS N

)-9-(X| & &
MMWBMW

AW 1

>64
>64
32
>64
>64
16
32
32
16
16
16
32
32
16
16
8
8
>64
>64
_>64

ctAl 28

=)~

Wwom
0x|m

A2 HAIWHS3

>64 >64
>G4 >64
8 16
>64 >64
>64 >64
8 2
8 2
8 2
8 1
8 2
8 2
8 2
8 2
8 2
8 2
8 8
>64 >64

A4

>64
>64
16
>64
>64
16
32
32
16
32
32
32
32
32
16
32
16
16
>64
>64

HAIHS5

>64
>64
4
>64
>64

N N N N N NN

- o
oo ®o

>64
>64

& A0l 6

>64
>64
8
>64
>64

[0182]
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10-1164262

* I

(7T-X&d)-8-(x&&

MIC(4g/ml)

01.22+0l GC2270 (tet(M))

01.22H0l GC4559 (2 7= GCA4560)

01.2 20l GCA4560 (IMP SQ1B0IX)
0l.22+01 GC2203 (ATCC =)

01.2 201 GC1073 (tet(B))
HWA.OFRUPAGCII3T (L&)

0l A.0L2 8 2 A GCB4686 (tet(M))

0l A0 2 A GC6467 (tet(M)+(K))

0l A.0L2d 2 A GC1079 (tet(K))

10 0l 20128 2 A GC4536 (A 014 MP -/ A4 HLY)
11 A . O8I 2A GC2216 (ATCC iZx7)

12 Ol.I 2 21A GC4555 (ATCC &)

13 Ol.I22IA GC2267 (tet(L)+(M)+(S))

14 Ol.MZEIA GC2242 (U3 0HOIAI-LH &)

15 A% DLIOH* GC4465 ( 24

16 MA.SDLIOH*GC1894 (2 4)

17 MIA.T QK Ul A* GC4563 ( 2 4H)

18 ¢ JtEF2 82| A * GCBI07 ( A H)

19 01 01 XI. 218 21 &t <> GCB896 (ATCC zE3)

20 M.2HIZHA GC3086 ATCC (HET)

OO~ WN -

)-9—(xX| &
SEt=2o 8

SANH 7

00 0O 00 QO 0 Q0 W W

-
(<]

hr oo

>64

E)-

B

HECZAIZE!

g4

AN 8 Al AlGI 10
>64 >64
>64 >64
16 32
>64 >64
>64 >64
8 8
16 16
8 16
16 16
16 16
8 16
32 16
16 16
8 8
32 16
16 8
16 16
64 >64
>64 >64
>64 >64

AN 11

>64
>64
>64
>64
>64
32
64
32
64
64
64
64
>864
64
32
32
32
32
>64
>64

[0183]
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10-1164262

* III

(7-X&=)-8- (X &= )-9

01.22H0l GC2270 (tet(M))

0.2 20l GC4558 (2 7= GG4560)

01.2 20l GC4560 (IMP S¢1 01Xl )
0l.22t0l GC2203 (ATCC ZE+)

0l.2 20l GC1073 (tet(B))
HA.OLRURAGC1131 (2 4)

ol A.0L 22 2 A GCBABS (tet(M))

M A.0F2 2 A GCE467 (tei(M)}+(K))

A0 2 2 A GC1079 (tei(K))

10 1 A.0I2Y A GC4536 (ADIMMP - MAIU)
11 HlA.0I2E A GC2216 (ATCC HE3R)

12 OL.M&A2IA GC4555 (ATCC x+)

13 Ol Z2IA GC2267 (tet(L)+(M)+(S))

14 OL.THZ2IA GC2242 (83010l AI-LI &)

15 HA.S2LI0H* GC4465 (U4

16 flA.2Li0F *GC1894 ( 2 &)

17 A TIQE U A* GC4563 ( 2 4)

18 ¢ JLEF2 82| A ¥ GCBY07 ( A4H)

19 OO XI.01 Z 2 ¢ ;<> GCBBY6 (ATCC E2)

20 M. 2HIZHA GC3066 ATCC (DI ET)

©O~N®OTA~ N~

MIC(zg/ml) st

AN 12

>64
>64
4
32
>64

o™ PhooKOO0EOPMDEO OOA

V.
o =
&

—(xl &
fE2 &
4

v

Ell
- &
A0 13

>64
>64
4
>64
>64

AR R L R EES

-
o o

>64
>64

0ilm

A28

AW 14

>B4
>64
16
>64
>64

EH oo ®ONMD®LD

>64
>64

AW 15

>B4
>64
32
>84
>64
64
64
64

64
64
64
64
64
64
>64
>64
>64
64
>64
>64

AW 16

>64
>64
16
>64
>64
16
16
16
16
16
16
16
16
16
>84
>64
64
>64
>64
>64

[0184]
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10-1164262

*x IV

(7-X&t=)-8- (x| & &l)-9-(X &
MIC(#g/ml) stet =2 &

0l.22t0l GC2270 (tet(M))

01.22+0l GC4559 (2 7= GC4560)
0l.2¢20l GC4560 A__s_ummmo_u.ﬂ_u
0l.22t0l GC2203 (ATCC x1)

01.2 20l GC1073 (tet(B))

O A.OLRUSAGCTI31 (U4)

Ol 2012 2 A GCBABS (tet(M))

ol A.0L2 3 @ A GCB467 (tet(V)-+(K))

o A.0FRE 2 A GC1079 (tet(K)

10 A0l S A GC4536 (A DIAMP — ML)
11 HA.OIRAURA GC2216 (ATCC UZER)

12 Ol.MZ2IA GC4555 (ATCC IX7)

13 OL.TNZ A GC2267 (tet(L)+(M)+(S))

14 Ol.MASIA GC2242 (B2 0H0IA-LI &)

15 MA.2LI0H* GC4465 ( o1 a)

16 tlA. %2LIO0H*GC1894 (2 4)

17 Ol A T QAU A* GC4563 (&)

18 o JIE2 &2 A* GCB07 (2 AH)

19 0101 X, 212 2 o1 Xt <> GC6896 (ATCC THZET)

20 M.2HIZvA GC3066 ATCC(I=2)

CoOo~NOOTA~AWON -

A 17

>64
>64
4
>64
>64

o}

0 o o 00 0

® 5

=)-H

s &

A A0 18

>64
>064
4
>64
>B4
4

SRR DS

16

16

>64
>64

0E||11

Al 28l

AN 19

>64
>64
4
>64
>64

SO AD®ONMOENDSEAN

%%
s

A0 20

>64
>64
32
>64
>64
32
32
32
32
64
32
64
64
32
>B64
64
32
32
>64
>64

A0 21

>64
>64
>64
>64
>64
64
32
32
32
64
32
>64
64
32
>64
>64
>64
>64
>64
>64

[0185]
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10-1164262

B

(7-X1&&)-8-(x &=
MIC (#g/ml)

01.22+0] GC2270 (tst(M))

0l.2210l GC4559 (2 7= GC4560)
0l.2c0l GC4560 (IMP S HOIA )
0l.22H0l GC2203 (ATCC x=)
0l.82H01 GC1073 (tet(B))

A OFRASAGCTI3T (L&)

O A.OL2 Y 2 A GCB466 (tet(M))

HA.OF2Y 2 A GCB467 (tei(M)+(K))

0 A.0L28 2 A GC1079 (tet(K))

10 O A0l 2 A GC4536 (A0IAMP — ML)
11 HA.OFRA LA GC2216 (ATCC Tx7)

12 OL.MA2IA GC4555 (ATCC x)

13 OL.WZ2lA GC2267 (tet(L)+(M)+(S))

14 Ol.MZ2IA GC2242 (B3 0H0IA-LIA)

15 OlA. 52LI0F* GC4465 (L 4)

16 A F2LI0F*GC1894 ( 2)

17 A T 2HU A* GC4563 ( 2 4)

18 @1.3tEL2 82| A * GCBI07 (U4 )

19 0I0IXI. Q1 22 o1 Xt <> GCE896 (ATCC S
20 Ml.2tHI2tA GC3066 ATCC (HZE7 )

Coo~NOOohON

Mo (x| &)~
CEECIEE:

AN 22

>64
>64
8
>64
>64

BBomwowowoowown

— -
Do

>64
>64

Ell
&

ctAl28

°l|m

Al 24

>64
>64
32
>64
>64
32
32
32
32
32
64
32
32
32
64
64
32
>64
>64
>64

A0 25

>064
>64
8
>64
>64

Brrorhoproro

_
[o> 0> V)

>64
>64

a0 26

>64
>64

>64
>64
64
>64
>64
>64

[0186]
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10-1164262

*x VI

WO ~Ne;OoS N

(7-Xg=)-8-(X & & )-9-(X & =)-Hl
MIC(ug/ml) StEt2

01.22+0l GC2270 (tet(M))

01.22+01 GC4559 (2 73 GC4560)
01.22+01 GC4560 (IMPSe1& 01X )
0l.22t0] GC2203 (ATCC E7)

0l.22H0l GC1073 (tet(B))
HA.OGISUSAGCII31 (2 a)

Ol A0t Y 2 A GCB466 (tet(M))

ol A.0L2 3 @ A GCB467 (tet(M)+(K))

0l A0t Y 2 A GC1079 (tei(K))

10 (A0l A GC4536 (AOIAMP -4 U )
11 MA.OF2H A GC2216 (ATCC =2 )

12 OL.I 2 2IA GC4555 (ATCC =)

13 0L 2 A GC2267 (tet(L)}+(M)+(S)

14 OL.THZ2IA GC2242 (010l ALY 4)

18 A= DLIOH* GC4465 ( a1 n)

16 A .S QLI0F*GC1894 (4)

17 Ol A T QAU A* GC4563 ( o1 ar)

18 o JLE282 A * GCBY07 ( U AH)

19 001Xl Q1 B 2 o1 & <> GCE896 (ATCC HZE>)
20 M. HIZHA GC3066 ATCC (HE7)

alAlo 27

>64
>64
32
>64
>64
8
16
8
8
16
8
16
8
8
64
64
64
>64
>64
>64

X
9

sl

g

[

A0l 28

>64
>64
16
>64
>64
8
8
8
16
16
8
16
8
8
32
64
16
64
>64
>64

0x|m

ctAl 28

AN 29

>64
>64
8
>64
>64

o8B oo nmon

v
)

>64

S A 30

>64

>64
8

>64

apamhmmmmhﬁ

@ —
Ve Ie)]

>84
>64

alAL0 31

>64
>64

4
>64
>B4

—_
PhOD®OODO ODODDOOON®

>6.
>6

[0187]
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10-1164262

* VII

(7-X&&)-8-(X|g&)-9-(X &= E
MIC(ug/ml) 3tEI 89| &7 &4

01.22+0l GC2270 (tet(M))

0l.22+0l GC4559 (2 =3 GC4560)

01.2 201 GC4560 (IMP S O0IM )

01.2 201 GC2203 (ATCC ZET)

01.2 201 GC1073 (tet(B))
HAOLRUSAGCTIST (LA)

0l A.OL2E 2 A GCB466 (tet(M))

0l A0t 2 A GC6467 (tet(M)+(K))

0l A.0L28 2 A GC1079 (tel(K))

10 HA.OL2Y 2 A GCA536 (A DIAMP —4RILH)
11 HA.OIRA2A GC2216 (ATCC &)

12 OL.Z2IA GC4555 (ATCC &)

13 Ol.I22IA GC2267 {tet(L)+(M)+(S))

14 0. Z2IA GC2242 (81300l A-LH &)

15 MA.%DLIOH* GCA465 ( A4

16 MA.LDLIOH*GC1894 { 2 4)

17 AT U A* GCA563 ( o1 )

18 o J}E}282| A * GCBI07 ( 2 &)

19 0101 X1.21Z 2 01 5 <> GCB896 (ATCC =)
20 Ml.2HIZ+A GC3086 ATCC ( HX )

O ~NmOo~WND -

)-EIECIAI S8l
& A0 32 & AIG 33
>64 >64
>64 >64
>64 16
>64 64
>64 >64
>64 16
>64 32
>64 32
>64 16
>64 16
>64 16
64 16
>64 16
64 16
16 16
8 32
16 8
32 8
>64 32
>64 >64

A0l 34

>64
>64
32
>64
>64
32
64
64
32
64
32
32
32
32
32
64
32
16
>64
>64

e Al 35

16
8
0.50

& Al 36

—_

B s A ANABRORDANS AN

>6:

[0188]
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10-1164262

F VIl

(7-X&d&)-8-(xl

E)-9- (X &
_,\__QE\ Vmﬁ_m\_

0l.22+0] GC2270 (tet(M))

0l.22H0] GC4559 (2 2z GC4560)
0l.22H0l GC4560 (IMP S B0l )
0l.22t0l GC2203 (ATCC Hx7)

0.22t01 GC1073 (tet(B))
HA.OLSULAGCTIS (2U4)

0l A0t H 2 A GCB4686 (tet(M))

Ol A0 2 A GCB467 (tet(M)+(K))

Ol A0 2 A GC1079 (tet(K))

10 HA.0LSY A GC4536 (A0IAMP -4 HUL )
11 0 A.0r23 2 A GC2216 (ATCC 01x3)

12 0.2 2lA GC4555 (ATCC UER)

13 0.2l A GC2267 (tet(L)+(M)+(S))

14 Ol Z2lA GC2242 (2t 0F0IAl-L1 &)

15 A= DLI0F* GC4465 ( o1 ar)

16 A S2LOF*GC1894 (24 )

17 M AR A* GCA563 (214 )

18 o IIE}28 2| A * GCB07 (A N)

19 0101 X.91 = 2 01 X <> GC6896 (ATCC HZET)

20 M. 2HHIZFA GC3086 ATCC (=)

OoOo~NOG AN

v

OI||'|'|

Bl
= &

e A0l 37

Bt NN ROLEBNN NS

>64

CHAl 2

el A0 38

32
32
8
32
32
32
32
>B64
64
16
32
16
64

-k
N N N

64
>64

A0 39

32
32
8
32
32
32
32
>64
64
32
32
32
64
32
8
8
8
8
64
>64

[0189]

Sol g, 3

= qAY ok 0.05 WA 5% &

Al s

o}
=4

518

o8 %

]

)

/\01-

o]

=
°

1

KR
=

, o BeE

[0190]

A Fo] ok 0.05 WA 5% 3

ol ol

ToR

*

A, BEA

518

[ 75-1'

100.0 mg

ok
O

°F 2.0 mg WA

=

AF 1 kg

[0191]

el

A
N

=
)

N

!

ojy

BN

vl ) W

N

[0192]

el

il
Njo
il

OC

A FeE, Hl-ol2Ad Avg

€]
=

=1]
=

A4, AW ¥eW E, ofAmEB A BHT

R
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[0194]

[0195]

[0196]

[0197]
[0198]

[0199]

[0200]
[0201]

[0202]

[0203]

[0204]

[0205]

SS=S0ol 10-1164262

A-34 Ex -3 Aedelth. 47 8§ AT Folsk va s,

°of & sAEE MAT Ev HAU FAL £ otk f7] 97 Be oA 58 doerMe o 44
FEs FHets S B dHAL SusA-L2dAZ R A0 22 AudAt A e =
oA Az = glrh. Wabe B3 FEAE, A, FdEd FEE 2 o Fo o5 e T
A vk AWl A B AR 2 Sl A, ols AlAl wiAd=e] Y Wt HRAE
gt

FAHG o2 Ao ofsty APl e e BE WAEA, 9 FAVe S e A B #EA
o F4 Axg At AV 2. BE A9, 37 A "ol glojok sha &old TS
ol & AER FEAdS JPAok sk 7] AFE Ax B A 23 Sell A Fgsfof shar whe o}
A 2 vAdwe o AEortE HEHolol . wAl= dFE 5o, &, dgs, e (dE
sol, FEAlE, T2 FE 3 N FEdEd FEE), olf Add dE, R A o9
shs &l e A vEd & v

+ uEE 2w WE AP AoR sME = ke = oby] 54 AAldeh #Rste] Bp Al
71AE Aotk

B AS] AAld

AAld 1

(6aR,7aS,8S,11aS)-5,8-H] A (W do}r| 1=)-2-(2,2-T) #HdH]|d)-9, 11a, 12-EF 3| == A]-11,13-T) & 4-
6,6a,7,7a,8,11,11a, 13- e8| =2 HE A = [2,1-d][1,3] SAIE-10-7 2 B 2ol =

o9-olm) :=m) = A1 ZE 34k (0.500 g, 0.748 mmol)S F4 D
3.74 mmol, 5 FYH)Z H3ATE. o]ojA, o] &AL DI (
2o A 5 FQF WA Y. ESt M BEe AAHEL
g, 0.300 mmol, 0.4 B3] A2 F-ES Hrisdv. g 5

LA 7l B-EidAGLds| = (0.779 g,
85 g, 0.374 mmol 0.5 % Y2 AEsta A
i B 101 ¥ &S BT, DDQ (0.068
B 3 oMAEYEH (7.5 m)S Hrleta, A

O
o_,

g E3HES oHZ (750 mo)ell MM F-Avk. FaM uAE o7ste] AAsIAL AAg dHER A
o 0.430 g9 = AHES Ta—o}“v} o] E4S& & (75 m)ol %oHAl%l pH 2.29] &HE& A1, o] §HS
g 2=2de (2 X 100 m) o2 FE330T. +359 plE F4 dEYotE 3.07H4] AsA7]aL, &9& H&E
2EWE (2 X 100 )22 A FE3UT. 9] {§7] FEES AXA71a (NaS0y), o 3atar oF 2 meo
o704 58k, A WEkE (1 m)E H7ista, 559 98 €2 F9o 1 M HCIZE A7F A&t
Ak 1E FHES OMoh Mz dd2z Adstglon, g ool A2AA Hl 9ozA BYES
T3

AeE 1HNR A& § 4.26 (s, 1H), 7.13 (s, 1H), 7.26-7.45 (m, 8H), 7.63 (s, 1H), 9.08 (s, 1H), 9.54

Adzow, a7 AAle 2 WA 379 71AE 2 B e Wl AS ARSskE Al 1o AAlE] e

B el wpel A28k
AAld 2

(7aS,85,11aS)-8- (T W & o}n| -)-9,11a,13-E 2 3| =F5 A -2-(2-H &€ -1-Z 29 d )-11,12-T] S 2~
7,7a,8,11,11a,12-A A} 3| =2 U L ELA 1= [2,1-d] [1, 3] SAFE-10-Ft 2 20| =
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S=50ol 10-1164262

[0206] HyC
[0207] MS m/z 492 (M+H)
[0208] HRMS: CoelaN;0-01 T3k AIAFX] | 491.16925; A =X] (ESI+), 492.1765
[0209] A 3
[0210] (7aS,8S,11aS)-8- ()W A o}r) = )-2-[4- ()W D o}m) =) H D 1-9, 11a, 13-E 8] 5] == A]-11, 12-T] 2 &
7.72,8,11,11a,12- A 3| 2 2 U Z e} [ 2, 1-d][ 1, 3] 2 A} E-10-F 2 B 2ol =
NH
HiC——N
[0211] CHa
[0212] HRMS: CaoHaoN;0700 thdk AlAkx] | 566.1958; A=Xx] (ESI+), 557.2030
[0213] AA G 4
[0214] (6aR,7aS,8S,11aS)-2-tert—45-€-5,8-H| A~ (v & o}n| x)-9, 11a, 12-E & 3| == A]-11,13-T] & A&-
6.6a,7,7a,8,11,11a, 13- e8| 2 E| E8lA| = [2, 1-d][1,3] SA}E-10-7} 2 B 2ol =
HsC. .CHz  HsC. .CHs
N
MS (ESI) m/z 539.3 {M+H);
MS (ESI) m/z 270.4 (M+2H);
[0215]
[0216] HRMS: CosHaN,0,7HCLO w3k A|AFX] | 574.2194; A ZX] (ESI-), 537.23462
[0217] A 5
[0218] (6aR,7a$,8S,11aS)-5,8-H] 2~ () v & ol 1=)-9, 11a, 12-E 2] 3| = F A -2-(4-v & 3 d )-11,13-1] $ 4

6,6a,7,7a,8,11,11a, 13- E}3| =2 E| EgfA| = [2,1-d] [1,3] SA}E-10-7} 2 5 2~ 0fH] =
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S==35| 10-1164262

H;C

MS (ESI) m/z 573.3 (M+H);
MS (ESI) m/z 287 (M+2H);

[0219]

[0220] HRMS: CylloN,0,2HCIO] ThEF AAF2] . 608.2038; A= (ESI-). 571.21905

[0221] oA o

[0222] (7a$,85,11a8)-5,8-1] = (W& o}u] 1 )-2-(3-ZF 2. 29| d)-9,11a,13-E 2| 3| = FA]-11,12-1] S &~
7.72,8,11,11a,12-81A} 8] = 2 B B2} 4 = (2,1-d][1,3] S A E-10-7h 2 2ofu =

[0223] F

[0224] et 1

[0225] (6aR,7aS, 89, 11aS)-2-(4-A o} =5 Y ) -5, 8] 2 (T W& o}n] 12)-9 11a, 12-E 2] 5] =2 A]-11, 13-1] & 2
6,6a,7,7a,8,11,11a, 13- €} 3| = R B EebAl =2, 1-d] [ 1, 3] S AFE-10-7F 2 B 2~olw] =
&
N

[0226] MS (ESI) m/z 584.4 (M+H);

[0227] HRMS: CylLeN-O2HCIO] THEF A1AF2] . 619.1834; A= (ESI-). 582.19817

[0228] oA s

[0229] (6aR,7a$,8S,11a8)-5,8-H] = (H v D o} 1) -2-[4-(H m D obr| :2) 3 D ]-9, 11a, 12-E 2] 3] =5 A]-11, 13-1] &4

6.6a,7,7a,8,11,11a, 13- e} =2 | E2bAl| 2= [2,1-d] [1, 3] S AFE-10-7F 2 5 2= 0b W] =
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[0230]
[0231]

[0232]

[0233]

[0234]
[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

S=50ol 10-1164262

HaCp
CH,

MS (ESI) m/z602.2 (M+H);
MS (ESI) m/z 301.8 (M+2H);
HRMS: CaoHasNs0,7HCLO thak A|AFx] | 637.2303; A =%] (ESI-), 600.24521

A 9

(6aR,7aS,8S,11aS)-5,8-H] 2~ (H W e o}r] = )-2-(2, 2-t) ¥l dH| d)-9, 11a, 12-E 2] 5] == A]-11, 13-1] & &-
6,6a,7,7a,8,11,11a,13-2 3| =2 | EF A = [2,1-d] [1,3] LA} Z-10-F} 2 E »oln| =

MS (ESI) m/z 661.3 (M+H);
MS (ESI) m/z 331.3 (M+2H);

HRMS: CasHagN,O;?HCLO thdk AAFX] | 696.2351; 2=x] (ESI-), 659.24957

AAld 10

(6aR,7aS,8S,11aS)-2-(5-tert-F-E&-2-3| ==A| ¥ d )-5,8-H| (W H o} = )-9 11a,12-E & 3| == A]-11, 13-
U] $4-6,6a,7,7a,8,11,11a, 13- E}S| E 2 E| EEFA =2, 1-d] [ 1, 3] SAIE-10-7} 2 H 2oln| =

HaC CH

MS (ESI) m/z 631.4 (M+H);

HRMS: CaHasN,Os?HCL Ol that AlAER], 666.2456; A=2] (ESI+), 631.27753

AAld 11

(6aR,7aS,8S,11aS)-2-[4-(M A A D |-5,8-H] 2~ (v H o} 12 )-9  11a, 12-E 2] 3] =5 A]-11, 13-1] S 4
6.6a,7,7a,8,11,11a, 13- e8| = 2 E| E8lA| = [2, 1-d][1, 3] SA}E-10-7} 2 B 2ol =
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[0242]
[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]
[0251]

[0252]

[0253]

S=S0ol 10-1164262

MS (ESI) m/z 665.2 (M+H);
HRMS: CyHagN,Os?HCLO th3k AAFX] | 700.2300; 2Z%] (ESI+), 665.26096

AAd 12

(6aR,7aS,8S,11a8)-2-(2,4-H 3| =5 A D )-5,8-H] = (T v o} 1= )-9  11a, 12-E 2] 3] =5 A]-11, 13-1] S 4
6,6a,7,7a,8,11,11a,13-2E}3| =2 | Eg} A =[2,1-d] [ 1, 3] S AE=-10-7} 28 »olu| =

MS (ESI) m/z 591.2 (M+H);

HRMS: CaoHsoN,Oo?HCI ) thdk AlAkx] | 626.1780; A=Xx] (ESI-), 589.1927

AAd 13

(6aR,7aS,8S,11a8)-5,8-H] A~ (H W & o} 1] 32 )-2-(3-ZF 2 Z-4-W| EA]H d)-9, 11a, 12-E 2] 3| == 1]-11,13-t] =
%-6,6a,7,7a,8,11,11a,13-SELS| =2 H| ES A =[2, 1-d][1, 3] SAE-10-7 25 2ol =

CHj
MS (ESI) m/z 607.3 (M+H);
MS (ESI) m/z 304 (M+2H);

HRMS: CyHaFN,Os?HCL O T3k AAEX] | 642.1893; A =X (ESI-), 605.20519

AAd 14

(6aR,7aS,85,11a8)-2-(1,3-Hl 2] &%&-5-U)-5,8-H] A~ (tH Holu| =)-9 11a, 12-EF I ==A]-11,13-1 4%~
6,6a,7,7a,8,11,11a, 13-SE}3| =2 B EgpAl| = [2,1-d] [ 1, 3] SA}E-10-7F 2 5 2~ opr] =

_40_



S=50ol 10-1164262

MS (ESI) m/z 603.3 (M+H);
MS (ESI) m/z 302.1 (M+2H);

[0254]

[0255] HRMS: CayHagN,0o7HC1 ol T8+ A12FA] . 638.1780; 212%] (ESI+). 603.20953

[0256] AAld 15

= (6aR,7aS$,85,11a8)-5,8-H] 2=(F M D obu| 12)-9, 11a, 12-E 8] 3| =5 A]-11,13-1] §4-2-(2,4,6-E &) W] S A 5 ) -
6.6a,7,7a,8,11,11a, 13- B3| =2 H| EebA =2, 1-d] [1, 3] §AFE-10-7k 2 5 2~ o0pm] =

[0258] MS (ESH) m/z 649.2 (M+H);

[0259] HRMS: CasllsgN,00?HC 1o T3 AlAFX] . 684.2108; 2123 (ESI-). 647.23441

[0260] e 16

. (6aR,7aS, 85, 11a5)-5,8-H] 2= (t] vl & obu) 12)-9, 11a, 12-E 2] 3] =5 A]-11,13-1] §4:-2-(2,4,5-E & | S A 7 D )-
6,6a,7,7a,8,11,11a, 13- E}3| =2 E| EgpA| = [2,1-d] [1,3] SAE-10-7} 2 5 2~ 0fH] =

[0262] MS (ESI) m/z 691.3 (M+H);

[0263] HRMS: CaslloN,Op?HCIO] Tt A|FX] . 726.2668: 2123 (ESI+), 691.29817

[0264] gl 17

[0265] (6aR,7aS,8S,11aS)-5,8-H] 2= (F] M " o}1] 12)-9, 11a, 12- E 2] 3] =5 A]-11,13-1] & 4-2-E] <l-3- -

6,6a,7,7a,8,11,11a, 13- B} 6| =2 B EebAl| 1= (2, 1-d] [1, 3] SAFE-10-7F 2 55 2~ 0pv] =
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S=S0ol 10-1164262

MS (ESI!) m/z 565.2 (M+H);

[0266] MS (ES!) m/z 283.4 (M+2H),

[0267] HRMS: CosHloeN,0-S?HCI S thak AAFR] . 600.1445; A== (ESI-), 563.15992

[0268] R

[0269] (6aR,7aS,8S, 11a5)-2-(1-Wl 23 &-2-91)-5,8-H| A~ (T opr| 1)-9, 11a, 12-E 2] 8] =5 A]-11, 13-1] S~

6,6a,7,7a,8,11, 11a, 13- E}8] = 2 Bl E2h A 1 [2, 1-d] [1,3] S AFE-10-7} 2 B 2ofn] =

MS (ESI) m/z 599.3 (M+H),

[0270] -
[0271] HRMS: CaoHsoN,Os?HCLO thak A|AFX] | 634.1830; A =%] (ESI-), 597.19811
[0272] A A4 19
[0273] (6aR,7a$,85,11a8)-5,8-H| 2= (T] W R o} 1| 12)-9  11a, 12-E €] 3| =5 A]-2-(1-W D-1H-21 =-2-9 )-11,13-t] § &=
6,6a,7,7a,8,11,11a, 13- E3| = 2 Hl EgtA = [2,1-d][1, 3] &A} Z-10-7} 2 & ~olu| =
M{CHz)z MICHz)2
M Ha

Bl

MS(ESI) m/z 612.2(M+H) ;
[0274]
[0275] HRMS:  CasHygNsO,?HCLO T3k AIAEX] | 647.2147; =X (ESI+), 612.24406
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SSS0l 10-1164262
[0276] AA 4 20
[0277] (6aR,7aS,85,11a5)-5,8-H] A (H W o} =) -2-(2-F)-9, 11a, 12-E 2] 3| =FA]-11, 13-H] S 2-
6,6a,7,7a,8,11,11a, 13- B} | =2 B EebAl| 1= [2, 1-d] [1, 3] SAFE-10-7F 2 5 2~ 0pv] =
MS (ESI) m/z 549.3 (M+H);
[0278]
[0279] HRMS: CosllueN,0s7HC1 Ol 18+ AIAFA] . 584.1674; A=X] (ESI-). 547.1822
[0280] AA 4 21
[0281] {5-[(6aR,7a$,8S,11a8)-10-(o}r| =7} 218 )5 8-H] A (t]w| & o}r] 1=)-9 11a,12-E 8] 3] == A]-11,13-1] & 4
6,6a,7,7a,8,11,11a, 13- E}s| =2 H EG A = [2,1-d] [1,3] &AL E-2-L |-2-FH W g oAl H ol E
N0
O
HsC
KO
(0282] MS (ESI) m/z 621.2 (M+H);
[0283] HRMS: CyiHaoN,052HC1 O] T3 A|FX] . 656.1885: 2123 (ESI+), 621.21807
o AA 4 22
[0285] (6aR,7aS,85,11aS)-5,8-H] 2= (Tl W " o} v 1= )-2-[ (E)-2-(2-F &) ol Bl 4 1-9, 11a, 12-E 2] 8| =5 A]-11,13-1] & &-
6,6a,7,7a,8,11,11a, 13- E}8| =R H Ee}A| = [2, 1-d] [1,3] S AE-10-7F 2 35 20| =
Vo
\o
MS (ESH) m/z 575.2 (M+H);
[0286] MS (ESI) m/z 288.3 (M+2H);
[0287] HRMS: CaollagN,0s7HC1 ol T8+ A12FA] . 610.1830; 22X (ESI-). 573.1985
[0288] AA 4 23
[0289] (6aR,7aS,8S,11a8)-2-(1-M 2 E] al-3-21)-5, 8-H] ~ (] W & o}n] 1-)-9 , 11a, 12-E 8] 8] == A]-11, 13-T] & A-

6,6a,7,7a,8,11,11a, 13-5BF8] =2 H| EbA =2, 1-d] [1, 3] §AFE-10-7k 2 5 2opv] =
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[0290]
[0291]

[0292]

[0293]

[0294]
[0295]

[0296]

[0297]

[0298]
[0299]

[0300]

[0301]

S=50ol 10-1164262

MS (ESI+) m/z 615.1 (M+H)+);
HRMS: CaoHsoN,0,S?HCLO T3k AlAEX] | 650.1602; 2= (ESI+), 615.19036

AAd 24

(6aR,7aS,8S,11aS)-5,8-H] = (W eo}u] =)-9 11a, 12-E & 3| == A]-11,13-1] 2 A~-2-(1,3-E] o} Z-2-Y )-
6,6a,7,7a,8,11,11a, 13- E} 8| =2 E Ea}A| 2= [2, 1-d] [1,3] S AFE-10-7} 2 8 2~ofn| =

MS (ES!) m/z 566.4 (M+H);
MS (ESI) m/z 283.6 (M+2H);

HRMS:  CoHosN:0;S?HCLOl thdF AAFX], 601.1398; A=x] (ESI+), 566.16973

AA 4 25

(6aR,7aS,8S,11a8)-5,8-H] A (T W€ o}m] =)-9 11a, 12-E & 3| =2 A]-11,13-T] & 4&-2-[(E)-2-F d ol g] D ]-
6,6a,7,7a,8,11,11a,13-2 3| =2 B EF A =[2,1-d] [1,3] LA} Z-10-F} 2 E 2oln| =

MS (ESI) m/z 585.4 (M+H);
MS (ESI) m/z 293.3 (M+2H);

HRMS: CaoHaoN,0,2HCLO thdk AlAkx] | 620.2038; A=x] (ESI+), 585.2329

AN 26

(6aR,7a$,8S,11aS)-5,8-H| A (g w| & olu] =)-9 11a, 12-E &) 3| = ZA|-2-[ (E)-2-(4-H| EA #| D)o "l D ]-11, 13-
U] %4-6,6a,7,7a,8,11,11a, 13-S eS| =2 H EdpA = [2,1-d][1, 3] FAFE-10-7} 2 5 20w =
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[0302]
[0303]

[0304]

[0305]

[0306]
[0307]

[0308]

[0309]

[0310]
[0311]

[0312]

[0313]

S=S0ol 10-1164262

ch—o
MS (ESI) m/z 615.3 (M+H);
MS (ES1) m/z 308.3 (M+2H);

HRMS: CaHaN,0s?HCL O th3t AlAEx], 650.2143; A=) (ESI+), 615.24413

AA ) 27

(6aR,7a$,8S,11aS)-5,8-H| A (g & olu] =)-9 11a,12-E &) 3| = ZA|-2-[ (E)-2-(3-H| EA gl D)o "l D ]-11, 13-
U] %24-6,6a,7,7a,8,11,11a, 13-S eS| =2 H EgpA = [2,1-d][1, 3] FAE-10-7} 2 5 2o} w] =

O-CHj

MS (ESI) m/z 615.4 (M+H);
MS (ESI) m/z 308.3 (M+2H);

HRMS: CaHaN,Os?HCL O that AlAEx] | 650.2143; A=) (ESI+), 615.24419

AAld) 28

(6aR,7a$,8S,11aS)-5,8-H| A (g w| & olu] =)-9 11a, 12-E &) 3| = ZA|-2-[ (E)-2-(2-H| EA g D)o 5l D ]-11, 13-
U] %4-6,6a,7,7a,8,11,11a, 13-S eS| =2 H EgpA = [2,1-d][1, 3] FAFE-10-7} 2 5 20w =

MS (ES!) m/z 615.3 (M+H);
MS (ESI) m/z 308.3 (M+2H);

HRMS: CasHauN,0s?HCI O thdk AlAFX] | 650.2143; A=) (ESI+), 615.24408

AAld 29

(6aR,7aS,8S,11aS)-5,8-H] 2~ (W & o}u] = )-2-[ (E)-2-(4-ZF 2. 23| d) o 8D ]-9, 11a,12-E & 5| == A] -
11,13-122%-6,6a,7,7a,8,11,11a, 13- E}3| S 2 H E& A = [2,1-d] [ 1, 3] S A} Z=-10-F} 2 & 2 o}n] =
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SS=S0ol 10-1164262

F
MS (ESI) m/z 603.3 (M+H);
[0314] MS (ESI) m/z 302.3 (M+2H);
[0315] HRMS: CollyFN,0.7HC10] W3+ AIAFX] . 638.1944; A1=x] (ESI+). 603.22476
o AAld 30
[0317] (6aR,7aS,8S,11aS)-5,8-H| = (M " o} 12)-2-[(E)-2-(2-FF . 2o ) Bl d]-9,11a, 12-E& 3| =FA]-
11,13-F] % %:-6,6a,7, 7,8, 11, 11a, 13-% B} 8| = 2 B 2 &bl e [2,1-d][1,3] § AFE-10-7h 2 5 20 v] =
MS (ESI) m/z 603.2 (M+H);
[0318] MS (ESI) m/z 302.3 (M+2H);
[0319] HRMS: CollyFN,0.2HCI0] T3+ AIAFX] . 638.1944; A1=%] (ESI+). 603.22469
o AAld 31
[0321] (6aR,7aS,8S,11a8)-2-(4-tert-5-& 5 d)-5,8-0] ~ (] w & o}n| 1-)-9, 11a, 12-E 8] 8| == A]-11, 13-T] & A-
6,60,7,7,8, 11, 11a, 13-5 53] = ] Eeh 122, 1-d] [ 1,3] S A E-10-7h 2 2 o} o] =
HsC
MS (ESI) m/z 615.3 (M+H);
[0322] MS (ESI) m/z 308.3 (M+2H);
[0323] HRMS: CaiHlsaN,0.2HCIO] Th&F AIAFX] . 650.2507; A= (ESI+), 615.28057
o AAld 32
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S=50ol 10-1164262

10323 (6aR,7aS, 85, 11a5)-5, 8-H] 2= (H | o} ] 1) -2-[4-(F A S A]) |  1-9, 11a, 12-E2] 3| =5 A]-11,13-T] 4~
6,6a,7,7a,8,11,11a, 13- B} 8] = 2 6 E oA [2, 1-d] [1,3] S AHE-10-7h 2 B ol m] =

E

H
3 MS (ESI) m/z 659.4 (M+H);

[0326] MS (ESI) m/z 330.4 (M+2H),

[0327] HRMS: CagoN.OsZHCIO] T3 AIAFA] . 694.2769; A== (ESI+). 659.30693

o AAld 33

[0329] (6aR. 725,85, 11a5)=5, 8- 2= (T] ¥ & 6} 1] 1)=9 112, 19-E 2] 8] =2 A]-11,13-T] & 2—2-3] ] T 421 -

6.6a,7,7a,8,11,11a, 13-5 E}8] = 2.8 B 2hA = [2,1-d] [1,3] $A}E-10-7} 2. 3 2of) =

HiC. .CHs  HaC. .CHj3
N N
4 B _oH
T T
N =
>0 O oo o
N
N—7 MS (ESI-) m/z 558.4 {(M-H)-);
[0330]
[0331] AN 34
[0332] (6aR,7aS,8S,11aS)-5,8-0] A~ (T H|&oln| x)-9 11a,12-E g 3| =2 A]-11,13-1] 2 4~-2-9] g ¢1-3-YU-
6,6a,7,7a,8,11,11a, 13- eS| =2 B E& M [ 2,1-d] [ 1, 3] SAIE-10-FF 2 H 2opn| =
!
MS (ESI) nvz 560.3 (M+H);
7 (M+2H);
[0333] MS (ESI) mvz 280.7 ( )
[0334] HRMS: CogHaoNs0,?HCLN th3k A|AFX] | 595.1834; A=X] (ESI+), 560.21353
[0335] AN 35
[0336] (6aR,7a$,8S,11a8)-2-(F 22 v & )-5,8-H| 2~ (T W & o}n| )-9, 11a,12-E 2] 3| =& A -11, 13- &4~

6,6a,7,7a,8,11,11a, 13- E}8| =R H Ee}A| = [2, 1-d] [1,3] SAFE-10-7F 2 5 20| =
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S=S0ol 10-1164262

MS (ESI) m/z 531.2 (M+H);
MS (ESI) m/z 266.3 (M+2H),

[0337]
[0338] AA 4 36
[0339] (6aR,7aS,8S,11aS)-5,8-H] 2= (e o}r] = )-2-[(C [ o}r =)W ' ]-9,11a,12-E & 3| =5 A]-11,13-H] S 4~
6,6a,7,7a,8,11,11a, 13- e} =2 H Eg A = [2,1-d] [ 1, 3] SAE-10-7F 2 B ~olu| =
N-CHjz
HaC
MS (ESI) m/z 540.4 (M+H);
[0340] MS (ESI) m/z 270.7 (M+2H);
[0341] HRMS: CoHaNsO-?HCLOl thak AALR] | 575.2147; A=X] (ESI+), 540.24506
[0342] A Al 37
[0343] (6aR,7aS,8S,11aS)-5,8-H] A (W do}r| =)-9,11a,12-E 3| EZA]-11,13-T) & A -2-(F ZFd-1-dH &)-
6,6a,7,7a,8,11,11a, 13- e} =2 H Egt A = [2,1-d] [1, 3] SAE-10-7F 2 B ~olu| =
MS (ESI) m/z 566.4 (M+H);
MS (ESI} m/z 283.9 (M+2H);
[0344]
[0345] HRMS: CaoHa:N:s0;?HCL1 el that AlAkx], 601.2303; A=) (ESI+), 566.26066
[0346] B Be| AAl4
[0347] AA 4 38
[0348] (6aR,72aS,8S,11aS)-5,8-H]| A~ (W €o}n]1=)-9 11a,12-E & 3| == A]-11,13-1] & A -2-[ (X2 Ho}u| =) v & |-

6,6a,7,7a,8,11, 11a, 13- EF8] = 2 B B2} A 2w [2, 1-d] [ 1,3] S A H-10-7h 2 2 2ofm] =
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[0349]
[0350]

[0351]

[0352]

[0353]
[0354]

[0355]

[0356]
[0357]

[0358]
[0359]

[0360]

S=S0ol 10-1164262

9-otn| =m] =AW FAFA (1.0 g, 1.50 mmol)S DMF (50 me)oll &3f|A7]a 2-F22-1,1,1-EZ W EA o &
(0.463 g, 3.00 mmol, 2 BF%) &Ho= AHalgivt. AP FHFo] FEEWEN=IAE FEAZ HAeS
HolE: w7bA] vgES Ao wukAZt. 1 og, o] &S n-X 2oty (10 me, #F)ow A3t
rHlEESALER Y] HES HoE w7k wyAZT. EFES 7S shel
x < AAS o, odHZ (1 ¢)oll A3 Fa HCl/ANE2E H7kste] 95 A
. o] AAE AMEE EIER dAsta I skl dxAIZT. 2 aAE E (100 me)ol EAIA
FRolR 0.5 unit¥ FAAOR FFATAL HEZEWEOR F&
-4.5001 4 FEE B8S Fof ARAIIL (NaS0y), H#star A #zxd w7px] FFHA A
7hetal &N S dElE T 1 M HCIE AHagict. FAH| 1AE o Hste] Rol Al

= AlAska dE skl AEAA HCL oA BAHE 0.067 g 53kt

i
oft
Me
o
o
5
(K
i
=
o
o

N

AdE 1H MR A% § 0.94 (¢, 3H), 1.73 (m, 2H), 4.31 (s, 1H), 4.65 (s, 2H), 7.78 (s, 1H), 9.15 (s,
M), 9.67 (s, 1H).

lo
Lot
%
it
ro
ok
e
oo
il

Ad#oz, a7 Al 39 WA 410 7jAE B 2 Ab&Eh Al e 38 GAlE]

=% el we Alzsklt
(39 BERH A=x7)
A A9 39

(6aR,7aS,8S,11aS)-2-[(F-go}r] =)W el ]-5,8-H] 2 (T W g o} =)-9 11a, 12-E 8] 3| =FA]-11, 13-1] 22—
6,6a,7,7a,8,11,11a, 13-SE}3| =2 E| Eg}A| = [2,1-d] [1,3] SA}E-10-7 2 5 2obi] =

MS (ESI) m/z 568.3 (M+H);
MS (ESI) m/z 284.8 (M+2H);
MS (ESI) m/z 305.2 (M+ACN+2H);

HRMS: CogHarN;0;7HCL O T8 AI2bA], 603.2460; 23] (ESI+), 568.27616
(%% B)
AA e 40

(6aR,7a$,8S,11aS)-5,8-0] 2~ (Y w|€olu| x-)-9 11a,12-E & 3| =2 A]-11,13-1 2 A-2-[(Z2 o} )& |-
6,6a,7,7a,8,11,11a,13-2 3| =2 B EF A = [2,1-d] [1,3] LA} Z-10-F} 2 E »oln| =
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[0361]
[0362]

[0363]
[0364]

[0365]

[0366]
[0367]

[0368]
[0369]

[0370]
[0371]

[0372]

S=50ol 10-1164262

MS (ESI) m/z 554.3 (M+H);
MS (ESI) m/z 277.7 (M+2H);

HRMS: CogHasNsO,7HC1 o th gt AlAEX], 589.2303; A2 (ESI+), 554.2604

(%% B)
A4 41

(6aR,7aS,8S,11aS)-2-[(tert-F-Eotn| )W |-5,8-H] 2~ (T W H o} 1= )-9  11a, 12-E 2] 3] =5 A]-11, 13-1] & 4
6,6a,7,7a,8,11,11a, 13- EFS| S 2 H| Eg} 4 =2, 1-d][1,3] LA} E-10-7} 22 2ofn| =

, 1.50 mmol)S DMF (20 me)oll &&A171a 2-F22EWEAld e (0.35
2 A, g BFo] FRZMENZSALE FEAR] AFS W
DA AT, e, o] §98 t-Fdolwl (7.3 ml, o st A
SARERS H3E RoE w7 wkAZY. EES Y Sl sF5d
A %, AElZ (1 ¢)ol M3 #a HCl/oﬂEﬂ £ H7tetel 95 AAAZT
deler d4dsta g st dxART. = LAE (100 m)ol &3HA A pH 29] &
A dEUYolR 0.5 wmit¥ £AHo R FFA7|a HIEREWuor FE5.  pi

4-4 5914 FEdE TS ol AxA7IAL (NaS0,), oldetar Ao Axd w7hA sFAZH. &2 F9]9
eSS Frketal &S dEla T2 1M HIZE Asidit. Hdd d2AE ofFfsto] op A= dH=
2 AAst AF dtoll AXRAIA Kl FozA AHES S50,

tlo
112
rlo
2
= FJ

4z o

o
=
E]
=
golul
o
Rl

W

MS (ESI+) m/z 568.4 (M+H)+);
MS (ESI+) m/z 284.9 (M+2H)2+);
MS (ESIH) m/z 146.3 (M+H)+);

HRMS: CooHaNs0-?HCLO] T3k AALX] | 603.2460; A=x] (ESI-), 566.26087

B Co A
Ao 42

(6aR,7a$,8S,11aS)-5,8-H] A~ (H v & o}u] =)-9 11a, 12—Ea]*‘s] ZA)-11,13-1 2 A2-2-E] & A-
2,3,6,6a,7,7a,8,11,11a, 13-H 7} =2 H E&} A =2, 1-d] [1, 3] SAE-10-7t 2 B o] =
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[0373]
[0374]

[0375]

[0376]

[0377]

[0378]
[0379]
[0380]

[0381]

[0382]
[0383]

[0384]
[0385]

[0386]

[0387]

[0388]

S=S0ol 10-1164262

2 FEol 1, 1-glegtErdroln S DMSO (30 ml) 9 9-olm=-m o)Ak &9 (0.668 g, 1
mol)ell H7FeAt. 2 tg, o] WEES A2dA 2 WH 1243F Fob WHRAAT (o] MS(ES)E
g3y, 2 F EFES yod JdEER BEHea uAS 2yt 371 4A glo] EAS oS dAdA
AF&-3Fi T
MS (ESI) m/z 515.2 (M+H);
HRMS:  CoyHaeN,0,S?2H,80,01 thak AX=], 612.1196; A== (ESI+), 515.15934
AAHoz  3}7] A 43 WA 440 ANAE B dgo] FES W (S ALEEE Ao 4204 AFAF
wlo] whal Az %ot
W Co AHAld
34 0
A A 43

WA {[(6aR,7aS,8S,11aS)-10-(o}r] =7t 2 1 d)-5 8-0] ~(t] W & o}r] 1-)-9 ,11a,12-E g 3| =2 A]-11,13-T] & A&~
6,6a,7,7a,8,11,11a,13-2 3| =2 | E A = [2,1-d] [ 1,3] 2 AL Z-2-A | E] Q. o} M E| o] E

\]

] telax2gdogotnl s NN-tIWEXFoln|= (DMF) 59 (6aR,7aS,8S,11aS)-5,8-H] 2= (v v o}n]
)-9,11a,12-E& 8| =5 A]-11,13-t] § A4-2-F]| £ 4-2,3,6,6a,7,7a,8,11, 11a, 13-t 7}3| =2 B EhAl| 1= [2,1-

F

11,315 AE-10-7 25 0l (A1 42) Bl Ahalan 58 Sk WEAU F, 1.2 G Mavn
ERoPAHCIES Ahsg. g EHBL 1AL B wMAsE EFES U8 dHEE 2% o
WAE e A% FEeel AAHAL.

MS (ESI) m/z 663.2 (M+H);
MS (ESI) m/z 332.1 (M+2H);

HRMS: CysHauN,00S?HCLO] tHF Al4bX], 698.1813; A S%] (ESI+), 663.2115

AAd 44

(6aR,7a$,8S,11aS)-5,8-H| A (g W& o}u] = )-2-[ (4-ZF 2 2 A )E] 2 1-9,11a, 12-E & 3| =EA]-11,13-1] & -
6.6a,7,7a,8,11,11a, 13- E}3| = 2 e Ed} A =2, 1-d] [ 1,3] 2 A} Z-10-7} 2 &2 ~o}n] =
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F
[0389]
[0390] B AN FFES 4-ZRe 2 A RZrlo|EE AlgelE AAd 439 WY DB AFgete] Azttt
[0391] NS (ESI) m/z 622.9 (M+H);
[0392] HRMS: CyiHa FN,O;S?HCLO T g AlXEx], 658.1664; 2Z=*] (ESI+), 623.19689
[0393] 3 DO AAld (FFE 1 WA 4 WA 6)
[0394] A Al 45
[0395] [4S-(4a ,4aa,5aa,12aa)]-4,7-H] 2= (" o} 2)-9-[2-(1, I-t] W e H o} v i) o} A H o} 1] 1 |-
1,4,4a,5,5a,6,11,12a~%E}3] =2-3,10,12, 12a- B E&}3| == A -1, 11-U] & A -2- U ZEFA 7 2 5 s obi] =
[0396] (B> HCL); (frel f471)
H:*C.\\“N /CH:, H;;(:\.N /CH:
g
- ﬁ\)J\ : e
>( .
H E
O
HaG ki, o OH o o
[0397]
[0398] 9-obm =m = A E - A (1.0 g, 1.50 mmol)S DMF (20 mb)ol &38jA)7]aL 2-F 22 EgHEAdE (0.35
g, 2.2 mmol, 1.47 F&) &doz AgsIrt. AL B30 SERZHMENZRSAE FEARY] dES Ho
Z W74 BgES AR kAR Y. 1 gE, o] §9S t-FHotyl (7.3 m, FF)o R Ay st &
2 Ego] t-Reolumre Wl=SALER] A3 WoE wj7hA] wHkAIAT.  EFES 73S &l w58
o Fge] t-FHolul s AAT the, oEHE (1 ¢)oll AA3] 2 HCl/oEH2E H7bste] & HAAIZT
o] AE MEL duzg Ay AT dto] ARAHY. £ uAZ & (100 m)oll &3|A1A pH 29 &N
S AT, o] pHE FA FEUYR 0.5 mnit¥ EAHOR AeA7|a tEERWee R F&330Y.  pH
4-4 5914 FEFH IS Bol UXAZ|L (NaS0), ddstar A Axd w7t wFAZT. 22 F39
eSS H7bsta §4E oEH2 Fo 1 M HCIE AHssith. H™E aAE oq7sie] Bof A= dH=
2 AAen AF skl AXAA HCl doz BAAES 535190,
[0399] Ao 4125EH 92 AFES 4 o2 1 WA 24417 5 HElste] Ao 459 Bk HCl €& 53}
.
[0400] NS (ESI+) m/z 586.4 (M+H)+;
[0401] 3t7] Al &2 W Dol 71AlE W AR WS o] &3k Al X3Sl
[0402] A Al 46
[0403] [4S-(4a ,4aa ,5aa,12aa)]-4,7-9] 2= (D o}u| = )-9-[ (T & o}u] ) o A R o} 1] = |-
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1,4,4a,5,52,6,11,12a-2 B3| = 2-3,10,12, 12a-H| E&} 3| Z 2 A -1, 11-T) & -2} ZEFAI 7} 2 & 2olm| =

MS (FAB) m/z 558 ((M+H)+;

[0404]
[0405] AA ) 47
[0406] [45-(4a ,4aa,5aa,12aa)]-4,7-H] = (H " o}r] 1) -9-[ [ (n-F-" o} 1| =) op A & o} 1] 1 ] -

1,4,4a,5,5a,6,11,12a-S B} =2-3,10,12, 12a-E| E&}3]| == A1, 11-0] & A-2-U ZEHAl 7 2 2 2 olm] =

N
¥|-I— NH,
o

MS (FAB) m/z 586 ((M+H)+;
[0407]
[0408] AA ) 48
[0409] [45-(4a ,4aa,5aa,12aa)]-4,7-H] = (H " o}r] 12)-9-[ [ (Z 2 F o} =) op A & o} 1 |-

1,4,4a,5,5a,6,11,12a-S B} =2-3,10,12, 12a-E| E&}3]| == A -1, 11-0] & A-2-U ZEHAl 7} 2 2 2 olm] =

N
e ¥”‘H
[e]
MS (FAB) m/z 572 ((M+H)+;

[0410] -
[0411] A A9 49
[0412] [45-(4a ,4aa,5aa,12aa)]-4,7-H] 2= (t) v oln] .2)-9-[(F R Z oA E)olv] = ]-1,4,4a,5,52,6,11, 12a-%E}

3 =2-3,10,12,12a- B E&}3] = F A -1, 11-U & 4-2- YZERIFI2 5 ~oju| =

Ny v

[0413] MS (FAB) m/z 549 ((M+H)+;
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