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AT, TR G 7 RCEYEZ A 2 B RERMES TCIRBREEEE L V) 7 v E) O ARITE] LEL.
Mycobacterium JEEF D EFET 2 iRIEMERENRE ©H 5 PGL ODIFHMTEIH L | 2 EYEELx BT 5 7
YHOL R ERZ Bf5 L. BRIkt v R LAY L#bEAEE LRI L PGL 2 F 7 v —7 D&M L
Z OERERHE B X V) 7' F VO —INEBIEDOHBIC O W TR DTH B, UTIC, FEEZRIET 2,

BEDEIE

B [7am) <. REAEVKRELZE T 2 KM e e NHE oBfRICOVWTER L, 2N EFIHT 2
TIANAAF Y —DEEEICOWTHBIL 72, ftnT, 7 IS4 Fa Y —ifRicsd 2{tams 47
FV =t 7u—7IconThlE L, Znbofiics T, Fio TEREERE T oMk LN TS
HFREBRR7, 5, BRA VRGOS & SR ORI E BT 2 2 Lick v, BRF v Rl
AVPHET 2 ERMEFETFO 7T I v b 7 —2 e LTORMEERTR L7, #iitl> T, Mycobacterium BB KD
BEilFE CTH % PGL 22T, % O RENHIEM LRI O W THEI L, 2 0 EhaRopndtte, 2hn
BT BN AV RILEVOEAMELIRE L 72, TS, PGL OAYMERERFICER TH 5 0-2 F L {Lhi%
EBUA ) IO K EOMES & BURE L L . EER 2> O L SEIRN R & BGEORF 2 RO b hTwa T &
RIEW L2, X6, V7 F v EOE Lo L VIR L BBl 2 L L b BED Y v o EHHl %
ML 72 Loy BRRA Y LAY 2 #h AL LW 3 Hi7- 2 aMlK A2 RS Lick ), AiffEoEE L
HZHO 2~ & Lz,

2 B EEMN 2O AREIR 277 ) a2 o A LDBiFE L 0-2 F A LB % &3 PGL B2 = v F D& 1E.
PGL DHGEEMAMBIOMEIHE HIE LT, O-X F ML EOHEHEONRN R 7Y a v L& ORFE & %
NZEZIGHL7ZPGLEHZ= v F DA&KITOWTHh~ 7=,

¥ 3. WEE Mycobacterium leprae D’ FEA 3 % PGL-1 B X ' b BUERLE Mycobacterium tuberculosis H3FEA: 3
% PGL-tbl IC&HEN S, ZNZ DA VY T HEDEREN 20 S AGEIRIY 70 A RIS % 7R L 72 (Fig. 1) % DFE,
2 MK A BT 2a-F 47 Y FBXUB-Zva s Fid, 2 (KB Fic 7 o VR R#EL 2 H 3 2 it
GR1,3BXUOSZHVECLICXY, 7Y avfics T 2 BEEEE A FIH L <. VAERNICER T 5
Tl L7z, —HT 2MiKBEBSAFALENTVIa-TL /) P FBXLR 1 2cis 7Y 2y FIEATH Da-7
v Pk, EENICIEBHEENR 2 W CU ML 2 BT 2 2 e T E v, A ) TSRO E HiY
ELT, ThHDnZ Y ay FEEIZ. WIGT 3 2-0- X F Lo Bt 54K 2,4 B3 X O 6 %\ 3 EE 2 Do
FERW 7 ) a v ki ilat 22 & & L,
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Fig. 1 PGL-1 35 X Uf PGL-tb] #EfH = = v b D& RS

9. 2-0-0-7 L7 ¥ F 9 OEEN» DB RINGK ZET L7z (Fig. 2)o W95 7 = = FAfiB LU
FUVZzmmT b4 I &= FREEREL AL LRV T, BEHEA T o— &k 7Y a v b2 BEt L
2o L LEAD, AFETIE, EUa-7 247 ¥ FIERVMHERNICH L ETERr o/, THIX, T
VSt Tk, KIGHERE LT F Y A=Y L4 F v 2FH LT, mEREDO Z L Sel I KIG
DHEFTL T B720THEEEE L, 22T, MAKHRIORE, ) rzouTe b I4— T
., Pz viEEh AL ERBROIVREMEREDOT VI T FAT VRS LN ) I A B AR Y AR
F— bt (BwNOT) ZEHE® 3 &, 4 34— M7 KR CTHEHL 2 ML I ., BZAAKS L2 ) as
MEFT 28T, a-7 L7 ¥ F 9 ZEINELOHWERNICEZ2 22/ L, Toic, ZoiEMELESE
ICOWTHET 22 LT, BUNOTf 233 VROKE DM LICHFES L TWwa Z & 2R T 241257,
ZRIT 2 T, FEEEGAR DO PSR | O RERL ZNAREHE L, R L2 &M2#HT 2 2 &<, SEEH
HEHEZAS A& Lz, bbb, UK LIicks nf#ER2H T 2% ofiftSkicswC, ) ay
MU RIFICHETS 2 —77C, BT REIMEOREELEAT 2 &, wBRMEMIMET L7, iR, METZEL
THRONTZAMAICHE ST, ZAREREO IR ICOWTHER Lz, 2% 0. 4 14— 2wz
LD REFTEINTIHEEL L, B oK T 3 hREKRIC B VT S\2 BICRIZ B IGSETT 5 L E L T
W3,

NH (jBr OBr
M o I (1.5 eq.) o)

0" "CCly Buy,NOTf (0.8 eq.) B2O
NAPO ZZR . Bz0ZZR TRV YYaE 203 p
MeO MeO e,
OMe OH _78to —50 °C NAPO
7 8 92% (o/p = 96:4
(/b ) MeO OMe

Fig. 2 BRI D AER 7Y 2 oAl



REMZFH L7 PGL-1 Bz = v P DGR EMET L 72 (Fig. 3). Z DfE%. PGL-1 fifHz=» + 12 %,
THRD -7 47 — 225, REBEMTRE 14 TR, RIE20% TOARICKI Lz, T/, HoEETh s
PGL-1 iz = v PO HES I VO IO WTH, ARPHEEREZFE#ESTZ ETENETRERKL 72,

8 steps / 38%
L
NH
1)

1 1
SPh ) OJLCC|3 )
MeO Br
BzO@z NAPO Anﬁeoo_&ol SPh Q/
MeO oazmB MeO  Guve OAc o
. Y " How
Br  NIS, TfOH I, Buy;NOTf NIS, TfOH MeO MeO O
> > > HO O o)
HO 2) PPhy 2) DDQ 2) NaOMe MeO o O|v|$eo 4 12
78% (2 steps) 89% (2 steps) 76% (2 steps) OMe
a only a/p =96:4 B only 20% (Total yield, 14 steps)

Fig.3 PGL-1 f§fH21 = F DA

T, PGL-tbl FEfH1 = v P OAREMET L7z, Z 0BT, X L2) a o bEfFic X 2 @Rk
2, WZERORKEOFEZ T2 ZHL2E Lz (Fig.d4). T72bb, FZEMK 14~16 IO\ T,
Bt 3 2 2 fMKERH: o R OFEELZ T, BZEERORKKIEMET T2 L. 5502 =8 17~19 DR
PAMET U 7zo SBPMEAMET 3 2 KIS O W Cld, BEZBEERORKIEME IR TIcfE o T, Pl FFEEST 24
I ANRZT LA F Y ~D Syl HIREEEDHINTER L T 2720 8 ERL Tw5,

o e
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i NAPO Z5Q NAPO 7L
0" "CClg O OMe I, Buy;NOTf O OMe
0 + 0 —_— Q
OMe HO &R —78 to —50 °C OR
OMe Q7 oMe
14: R=Bz OMe 17: R=Bz
13 15: R = BnSO, OMe 18 : R = BnSO,
16 : R = NAP 19: R = NAP
93% 62% 91%
17 : 18 : 19 :
o/p = 54:46 o/p = 75:25 o/p = 85:15
o o o
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Fig. 4 FESZAEARDRKEZNE & B iR 1E D BHFR

BonzmMEEITIC, (RIERLENEZ RS 2 2 L ©, AROENEIT o7z, REZMIC, PGL-tb] FEfH
=y F2%, RO L-Z7 47 =256, REBERLRE 16 T, BRI 26% TOABICHEIYIL 72 (Fig. 5).
T/, WORSETH 5 B L O BHC O WTH . PGL-1 i = v F & FREICARL 72,
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20 21 13 HO
Br Q OH
/@/ I, Bu;NOTf l, BuNOTf l, Bu;NOTF PQzOMe "
OM
HO 2) TBAF 2) NaOMe 2) DDQ MeO~ "¢
88% (2 steps) 82% (2 steps) 80% (2 steps)
a only a only o/p = 85:15 26% (Total yield, 16 steps)

Fig. 5 PGL-tbl $§fH1 = F DA

PAEDFER D & @ITR 2 O IEXBEE % (R 5 2 UG IC X > T, PGL-1 3 X U PGL-tbl D KAR 3 B
FITHL, 20O SETH BB LR 2 HIcowTh AR L7z, I 5, EEN»OUEIRZ Y 2>
MEEBIFKT 2 2 LT, O-AF MR B DAY o> OSN35 PGL B2 = v + ORIRN A& % &
L. REFEDHEREZIHO 2L L,

F3E LdEGR Ay 7Y v I RIGE a7 e — 7 ORI & 2 o AV RERHl ) <. PGL #ifH = v
N DRGEE B o it & B DA Z HAY & L <, ZiRAaEEmE L ez A3 2017 v —70&K
& Z DRERERHI 1< DV Tk R 7z,

T TR —T OB E LR L (Fig.6). $7hbb, 417 v—723 1%, BREN A 0MEE A
SEWA Yy TV SRV T, B2 EICTHEA AR L PGL B = v 24, BRIRF U HELAEY 25 B
X OBEREE L = v F 26 2> 5 one-pot IGICTHKT 5 2 & L7z, 8wR-HHEiA v 7'V v 7 OmEWERERIAAE
Lk oT, MAEOHEHL = v b 24 ZEHENICEBICEATE 2 L WFEL 72, T, Ay 7Y v I RISIC

AW Z 8T 2488H o=y oL Z0EKEIT> 72,
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Fig. 6 77171 — 7 O

BURA 7 v 2 il iy 7Y v VRO ERE L7 (Fig. 7). Z 0%, &dh 11 o PGL € 7 vk
BXOST 70 —7%., onepot KIGTHRRED L EIECTAKT 5 Z LICHII L7 (I : 52-90%), —K&
BHDA y 770 v ZROGIC BT 5 ISR, v 2 o=y P OB8#EEEICKE IRFEL 7z, TLC HTic
Ko TRIGZBIFL =035, e IcHiR (~80°C) T2 2T, BENMEG 22T &%, BIFENL
FERFR L% R L 72,
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Fig. 7 #Efii 7 v 7 ) v 7% H\v 7z PGL 358k D A K

RRIC, AL 72ALEY O REHEIERIC oW T, RIEMENENIEE TDM TiEt b L 2 Bfidk~2ormn 7 7 —
VEMAWCEHHG L 72 (Fig. 8)o £ D%, @O PGL == v P AR L IR L <, #@fh v 7Y v 7ic X -
THEE 2=y P ZEA L7 PGL 7 MEDS X 0 mEMGifERZHE 32 2 &, @ PGL-1 BTl RAR D 3
WA, PGL-tb1 BU-Cld 2 BB E IC B W TR D B AEYEE 2 RS L, @ 47 r—7

IZ oW zb
EVREEPRFEINE ZE ZHL 2L L, RS, #HXETu -7 Th YRR HERF L T2 & p
b, S0t 7 e —7HFOEMEEEIEL 72,
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Fig. 8 PGL &7 MLAYIC 1) 2 SufiZIbEReaT Al

BUR+A v BAYE ERMER T L@ A vy 7Y v 2 X 3 PGL Bl = v F KD A RE % B
FL. ThzHw<, At 11 FEOFEROABICHYI L7z, &KL ALEYEE O AVIREERHE L . Heikhy
BRI 2 R T IR % R L7z, X 51, PGL DAEVIKSEE R MR L - £, Elmh v 7Y v
TRIGIC & o T HNESBEC MRS E L EATCE 222 b, RAKOERERZHL 2L L,

FA4E [ BRFYENEYMEH G2 Y 7F VEOLBEEIEMEAEK | <Tld. fis 55 Bk X 3 KARY)
HThs) rF v HOLKERARAKZ BN E LT, BIRF v R LEWE ZHREESR T & T 2 AN & 2
DIz DTjERmEE L, ZNE2MH LY 7F vy dREKIC oW T~ 7,

T, VI F Vv OLRERARAKIC O WT, ZOABREBKDOIEER{T-72 (Fig.9)., a7y 7Fv
. R EEE 3T B XU 38 OFRIEROSHKILIckoC, B TE2LE X, ThbDRFEFHKIX
fir & &AL DI ZAAL A FIE S N BRI A Y FEAW 39 B XU 40 ICB T 28kt A vy 7 ) v itk o C
BN TEDLLFEZRTz, ZORE V7 FVIAK AN EFEELHBFEROTRET L — VIO T, BIR
AT VICHT RIS R GE R, BIRR 7 — MicRd 2 G ERET2 2L & Lz, BIRK T v 39
B4, T/ TAFART VAl BRIRY vy 2 2Hv 28N e FedvRbick-T, 2hzthy
TATLULAERNICERT 2Lt L, bbb, YZvicT s 2o FekskvHElbosb, 2o
BEBORIGEXZay bue—1d 22 LC, VREREZFIEHTE 2 L& 27, 2o IGEROHEICS
WX, BRIREEE AT AV I VvEAWT, A7 v 41 LoEfEOKRE X ICk > CTHITHITE 2 AR L 72,
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Dibenzylbutane  Dibenzocycloocatadine 40

Fig.9 U 77 v DLk GEIC B T 5 0 & T

T, VT AT UAERN e Fa kv RO 21T o7, Z O, BRIRELZEAL Y = v 2w
2L, F)TAFART Y FOBEWBIKICE > T BRRF 7 v icBT 2V T AT LA ERERGcE 22 8 %
B IC Lz, Tabb, VAERMNICKE REWME BT 2K 7 vEH WS Z L TE rans BRI, $72. &
DNS REWEEZHET 2K 7 Vv ERHWSE Z L TRV cis BRMECTERIREZ v 3B oNns b2/l LE, 6
L FFEBRRY v RV & VT AT LUAEFERRB L AW b b, BRREROFEREL R L 7,
L2 Lo, ZUOLDBRRKZ vERVIERN A Yy 7Y v 7 Cid, HWE T E3RICZIT) BN TE Inh
o, BIRRS — M 2 Hi- ERMHZT LT 2L CRCcE 2L EZ, *DlREITICL L LT,

BETORER, TN ZNOBREZ vicxf L <, BY AR 77 282 FHI 25 2 L ClRIRF 7 -+ %
HElcE 3L, . BRI SLAERMED SBRE 7 Vi T 2 BRSO 22 8 L7z, fin Tl B
WRI - 2 BREETLT2EEEND Yy 7Y v I X > Tic R ) 7 F LBV E AL, %@%ﬁ%«
D& T L 72 (Fig. 10), BRIRE 7 — F 2 wC, At 9D ) 7' F L&Y% PRRE D & @R
Wbto%@%\Ch&@Uﬁ%Vmé%®5%\4O®W6%KOWT\@W&ﬁ%?@ﬁmmléiﬁ%
~OLEHEREI Lize bbb, threo DML A A ET Y 7 F VLAY 43 B X 44 5513, BELRY
I—TMUIC K o TH)-LH I v (47,48%/2steps) B L W exo BRILKIGIC X o Tx)-7 17 v (48,83%) D
2O ENENER L Tze —T7 Ty erythro DHMNIE L ZH T2 Y 7 v LEY 45 5LV 46 225 13, B3R
BREEDBICICE > T (2)-Tv 7V 7F v (49,67%/4steps) BLX LT =/ —=ADofihy 7)) v 7tk ->T
-7 VH Y EFY VB (50,36%/5steps) D2 DEAKL 72,



1) CSA, MeOH

2) DDQ, Silica gel 0]
DCE { :@7 0
0,
48% (2 steps) o 7-;.,,,@ Yy

3 M HCI, MeOH
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83%

TS (48)
1) CSA, MeOH
2) TsCl, Py., CH,Cl, HO Q O o)
3) LiAlH,, THF MeO 8)—s 0
050 45 4) Hy, Pd/C, THF
67% (4 steps) TUDF (49)

BnO OBn
1) CSA, MeOH
MeO O O OMe  2)TsCl, Py., CH,Cl,
3) LiAlHy, THF
MeO OMe
4) Hy, PdIC, THF

0.0 5) CuCl,, n-BuNH,
2 46 MeOH

36% (5 steps)
Fig. 13 #GHA v 7Y v 72 X B ) 7' F VB OREEE & KRV~ D Z )

h
y o

IWITUHZ RUZB (50)

BRI -t 2 HRMRTFL L AT 2 ) 7 v ol —MEBIEZFFE L 7z, 7z i /B L 72BIREK 2
— ME RIS L EEREZ G L, B FEE AT ERICER T 2 KIRWRCED KW 7 rET L — Vi
FLTh, REFICRICOHET L 72, BIKAKR 7 — b ORIBAL 72 3 34- & 5 BERA 7 v OA/MKTIE, v
) TNAFART v EOEWEE X UCBRRERL ORI T X — 2 2 HiT 5 2 LT, 340L 4 DL
WAL (cis, trans) ZHIE L CHEEAZAEKTCE 222 AB L, Lo T, RARCHEET L) 7F v
7Tk, ZOHBREREZED-AMERICT L2 20, REBEMOFEHEZIHL 221 L 72,



