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RZ
A benzolactam \

derivative represented by general
formula (I) and an antiretroviral
drug containing the same as
the active ingredient, wherein n
represents an integer of 1 to 3;
R! represents linear or branched
alkyl, or aralkyl; R? represents
linear or branched alkyl; and
R3 and R* represent each
independently hydrogen or linear
or branched alkyl, provided
when R3 and R4 are bonded
respectively to the adjacent
carbon atoms of the benzene
ring, they may be combined
together with the ring carbon
atoms to form a cycloalkane ring
which may be substituted.
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CORBEIE, NVUS 77 LFEERIZET S, SSIELCIE, JOERE,
it MEREREALEY A VREEREZF L, =4 XOFHE JCERICERR
NyJ5 75 LERBEKIETADTH 5,

BRI

I/ X (AIDS : BREREALERE BV oM VIO I ETHSE
FERERERLEY AN (HIV) OREIZLORIET 2HKETHS, kb
BREGERLEY AN ZORBGUN UTHZERFEIRICHRINTE S
T, LA ROEENHRICFELA BB L > T3, WK, L bov (IR
BEEAHEETAEREZETAML bo A VRELELT, TYRTHF VT3
Fv (AZT), F454F24/22 (DD 1) . BXUFATFTEFV MY
v (DDC) MHFEIN, =1 XDBEIHEINTNS, LMLAERS, IhH
DOEF IHREESORIERNEVL O TRE EOER ICHBI S > o o,
NSOEFH UTiHEARTTEROLBE bRHBE LT - T, DD, i
L hooA L EENE . BWER OV OERIOHENIEI TV 3,
PE-TAREBIL, L hovqibicy UTENCIHEREEZT L. MlasEE
DEWER OVEWRL buw A W 2F & U THRBHFRANE #RET 2 L% H
f9E LT3,

B DB

ARPER, LEOFELEBRTNBBZEN UIER, FREOHFHER VT
575 LEEENL oA VR UTENCHEEERZE L. o, filaE
BHEORWERADIENWT L2 RH Ulee o, JOFEENL A XEOIER - T

BHcARTHAEI L2 REL, FRWZTRT 5ITE -7,
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ThbHL, AEFIINE, Tao—#gl (1)

TIRENBNV T 57 7 LFEEPREZN 3,

AFEP DR ORERRICE NI, LERD—REK (1) TRINBZNUUF 7 ¥ LEE
BEREGURS ELTEUHL boy 12K REE N 2,

BE. FEYPDNY V' Z 7 7 LEFEEKIE, 72 VBRICEEES LEXERF

(X257 5 LEAO I MEHR) ZRRBETCZUETY v—FIL - %7 -

TANRY <IN I)FA4 LT 1. Am Chem. Soc.. 115, pp. 3957-3965,
19935F) (TRREN/ALEda-cRUMLE 4a L ISHEIZRY - T3, &
foo EECOTITHICIE, {L&Mda-cRUMEEM4antiL bu 1 L 2 ER A
ERCRRAR: =¥ (N QAT AN

REAZ LT 3 72 DDFE DI EE

ERE—A%E0 (1) o, ni3 1 ~3DEHAERL, FELIE 122 DKE
ERT o RUSESHF 3B BBEROTVFNE, ELETSVFNELFTT,
TIUFINEELUTE, B, KEH ] ~120EHE -39 BERT L F L ES
BB ENTE, WELLR. AV TOENE, AVTFILE, $-13t-7F
WEZDERT VFNE, HEOIIKREH S ~10D7 LFILE, FZ1E, n-4 7
FE, n-/ ZVE, FEn-THZNEEZHWA I ENTESE, TILFLE
DEELTIE, BIZER YV ONEFIZ T2 R FLESEDEET SN F L EA%
FBIEMNTED. R'IDERTHIRERF (N7 5 LBNOD 2IHRE) &
AFKETHD, RII2HEOIUIKEESED S 3, LE—H (1) TRah3
HiEIZ BT 8~ 0B OBHE AT E LTABAI, RGN LTE
MEXIETHEDMEREDOTHORES &> TNTH L, ZDLSHIT&E
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8 ~10E OBME AT & UTAIGEIT, HEx UThm & X Tm & Dl
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OHFICEE IS, T, JOLIREEEKOVWNLZEEY S EREHOHM
tBEEh3, Bk, EE—#%K (1) TrREhIABEERITH T, §~108D
BHELAFHE U TAIBEIT. RIBLUSMKRERICHE LI ERLE FoF U XA
FNEPR—FHEICH LM% epi-hE ) ZENDH B,
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8 ~1207 VFNEOBEBRMEIIFCRES NIV, FIZE XVITIF 754
BOIMERFFA27 VB EDT I JEELUTAHIIGAIT, &7 &I
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AFERON)F 7 5 LFBEORERED | flz, ER—H=cs 0 To=l;
R'=-CH(CHs)2; R*=-CHs; R®=-n-CioHsy1: R*=H (BL-V8-810) D{t&#. KUn=2;
R'=-CH(CHs)2: R*=-CHs; R®=-n-CioHz2y; R4=H (BL-V9-310) DILEHIZOVTR
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FHICEHEIE TV 5, |

AF— LHDORIEFHEILUTDBEO TH 3,
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k) N-bEFoFany( I K, DCC/CHsCN;
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o, MlREESORIERAMEREIN TS, #-T, £EHORNY T 7 5 L
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LA EREEE, ARE. EREENIHEREESOHFEHHEORA AR %
V'3 2 ESTE 3o |

AFRBEOHL oA N ZFOBREEIL, PHEITEROBNELSL bo
AN ZABGHEOBECEEOERS LCERFITISU T, HEFHICIOEEE
RaNS 30, —HxICi3. BRA1HSH20, 0.1~100 ng BETH 5,

Lt fl |

LITF, AFEBAE/ONICL O S SICEEICHIT AN, £ERRBINSDE
FFICREZNS Z L3780,
EMEf 1 (£)-BL-V8-310 . (£)-epi-BL-V8-310 DA

FULIINTAUTER 25.0 ¢ %, 7K 20 mlRU=% ) —)L 80 mlicB& L.
Pd/C 220 mg ZMMATKFEU. 3£) #BA LT, flEEREL, BKZREMLT
p-E FOFUXFARUZXTNTE R 25.2 ¢ 2187, £BHZ ML 100 ml
KU 48% HBr 50 mlic¥fR U T 2 BI&H Uico RIDRAKKHFICESE, BFHRL
FIUTHIH U, BB 2KE X Uik TIaREEE U, ER UK, BEZE
BEZE Ul 0N\FH UM OEEM LT, EASHRE 37.5 ¢ 2/ (R .
82% ) o mp 97.5-98.0°C,

JEF#ESHT : CsH0Br HzfE  N: 0.00%; C: 48.27%; H: 3.54%

SEHE  N: 0.00%; C: 48.19%; H: 3.49%

11.65 g @ KNOs ZiEEREE 200 ml (2 O°CTINZ. 1BeR@H Lo ZOBEK
CEEOT oLk 22.29 g% 0CTINA., ERTARERREL, RICRZZE
OATKHFITE 2 ITESEB A F U T U, BHEZK, SMERK, K,
ST A K OIRIC R U TRl Lictk, BEEBE LU, BAZERLZ TV —n-
NFF U SERER LT, EGSHRR 20,14 g7 (OE : T4% ) o mp 77.5-
78.0°C,

TELHT - CH.NOBr  EZRME  N: 5.74% C: 39.37h H: 2.48%
SEHfE  N: 5.46% C: 39.53% H: 2.44%
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500 MIO=ET7 5 X2l 1.61 g @ NaH#E AN, n-NFH 0 TC=EEEE LT,
NFY LV EBEREL, TUT U TEBR L%, INF 50 ml 2502 T NaH% B
SET, YOVEEVIFNTERT IR 9.00 g % DMF 40 mlicis@LT 0°CT
MA 7o [IBRENMEE LU/, EZO= hodk 9.93 ¢ & DMF 50 mliciEfEL
TA, FiRT 2.5k Lic, IFZBEZE U725, BEC N HCL %00
A CHHER T F IV CTHIM U, AHEA KR ORI AEKTHSE L, MgS0, ET&
BB U7t BIEERIE Utc, BEEVYAFAAS LI O b IS5 T 4 —12k b
RERU, BRERK 1495 ¢ %87 (NE:98%) .

B ERET A ZANRY ML 2 CiqHaoNo0s  FESRME 380. 1219
EHME  380.1217

-/ Z MY 7 2= R ARy L7 a3 R 4.47 ¢ % THF 30 mlicisR L.
TNITUTEBRUAZRT SR ANT, BIEAE0 ‘CITHHEI L, 9.5 mmol On-
TFNIFILEMA S, 0°CTIRREE LR, BIKE -T8°CITIHH L,
C OEHIC EEEOERY 2.18 ¢ @ THREHK(10 nl) 2B TEA Ui, SRR
EW%E-78 ‘CTINME, &5 CCT2BBRICE 1. LED N HC1 %40
ATREZEFEE T, THFEZBERE L%, BEIC N HCl £z T
FUTHI Urco FHIE 2K R O faf &tk CIEKSES L. MgS0, ETEgas
ek, BREBE U, BREVIAFAMIS L0 M5 T 4 =2k DR
U (B : BRIV n-ANFH =1 :1) . BEH 1.07 g %8B (XK .
56% ) o

EREDOF VT 4 Uik 4.42 g ZEiEE 20 nl KR OEERE 10 nl ORAMICHEL
TREECNCER Ui BEEZEELTY-IWROT 3 ) BEB, T4 ) —
W0 mZERSIATAR-TEF/THEL, -20CUTIZREENSEFF+
=12 g ZHRAICHT Uice CORISRICERZDT 3/ BEMZ. FET—H
B U7, BEABESE L%, BEICANEE KA TEHE = F U T
Ufeo FRIBZAAMEEK, /K, SRAEKCIEREES U, MgS0, TER L%
BEEZBE U, BEEZEMAXF LY 100nlITBR L. BED Boc.02Mz T—
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& Lz CORINRARBERMELT, YU IFAASLI70v bS5 4 —
ICXOBRU B BB F L n-N\FHr=1:1),

BonfAL&M% THF 90 mliA#E L T, LiBH, 1.42 g2 MA CTER TEHEL
foo RERSIEIRZBIERME U7, MOKFICEBECMA T L., A%
10% 7 = VEkisIE, K, AEMAEKDOIETHS L%, MgS0, TERL, &
EBEUlce BEEVIVASFNVASLIOR M7 4 =12k ORBEL (B
R LTV /n-NFH =1 :1) | EEHRY 2.32 ¢ 287 (E : 590,

EEE FoF vk 2,32 g #15) —)b 20 mliZiEfE L. 10% Pd/C 200 mg
ZMATKFERSE T 7RR#RE U, A mE Uik, BREZEH LI B
Ben-NFY U ol U TREERG 2.04 ¢ 257 (O : 940, mp 72-
73°Co
DIFRET ZANYT MV 2 CoalaoNo0s EEFRME  406. 3195

SERIfE  406. 3179

it

¥R 1.21 ¢ RUOEOKERR 2.60 ¢ OREAM% 60-70°CT 2 BRIMB L/, =
ORIGIEZ 0 CisiEi U, R OBTAERY 2.04 ¢ @ THREHK (30 mD)ZNZ
T, EET6 KERE L, BEABERE Uk, BECANEEKEMAT
FERR T 5L THI Utco AREAK, fafl &k CIERDER L TMgS0, TR L
foth, BEABEU, BREEVIAFNAS L0 5T 40—t UTH
B (B BT F L/ n-ANFH =1 :1) . kREHRYOERL 27l
1.75 g&87c (N : 90% )

ERETHONIERI XTIV 1.61 g % THF 100 ml IZBEFE L7, ZDEIKIC
1.0M BH: > TMFIAHE 16 mlZMNZ T, 0°CT4EREEHRLI., VED 10571y
B KR A Z TREIOBH, 248 L. RIGKEBTERE Ui, BEIC 10%
7 L UBKSR AL CRER = F )V Tl Ufc, BRBAK, fafaiik TIER
B U, MgS0. THEBRUR, BEEBEL, BREZV VATV AS L)Y
NSO 4— (BE BRI FV/nAFHU=1:2) ICLOBEL., Filx
F/n-NFY U oBER LT, BadRa 1.30 ¢ 2\ (RFE:89% )
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mp 72-73°C, .
B REET A ANRY ML - C2sHaaN203 HERiE 420. 3352
SEHIfE 420. 3315

(£)-RNUIN 3 AFN 2= M) INFTRAFNZAN KN —FFIT S )
TP, I=7> (Kogan) SOFEITH T OL)-Val »SEBK L7 (Kogan,
T.P.. Somers, T.C., Venuti, M.C., Tetrahedron, 1990, 6623), FSDETLik
.27 gzr7rooxy Y 30 kU2 6-LFDY 1.05 ¢ DREMIBEHEL., b
UIL—F 1.84 ¢ ZMAT 24 BREBHK L BONERIGEANEY Y 74
WNAZLIOR 5T 4— (BAFL Y/ BEETFIL=20:3) THRLT.
EEMRY 1.62 ¢ 287 (K :80%) ,

FECOERSH) 949 mg # X% ) —)b 120 ml iZERR L. Pd/C 145 mg =MZ T
KRBT T 5 BRI Urc, PA/CEME L cth, BIEZIEE L, Bohih
VRVERUN- E FOFUR79 04 IR 400 mg 27 & b= MY L 20 mliz
e Uico 336 mgDDCC D7+ b= MY LI 5 nl % 2 ORI A 2E T8
WUl BEERERR L, BRERBR LT VG Ui FEMARKLTHE
BERRE UTcth, BEEVIVATANASLIOT NS T 4 — 1o L (B - B
BIFN/BEAFL =1:5) | EEMRY 917 ng %87 ONE: 96% )

EREDEY 1.28 g % CHsCl 35 mlicyAE L. TFA 18 ml %20°CTMAT,
S SITEIRT 2 IR Ulc, BEARIESE L, BIEE 2 £ OFBLF LIcs
U7 SAIEEK 120 ml #10A T 6 BRI Lrcth, RICHESE £ T
HUTKBERE Ut BBV BOMAAIK TS L. NgS0, TEE L7
%, BRERE UL, BEEVYNFAASLIOT N5 T 4 — (Bl : Bk
TFN) K OMBL, (£)-BL-V8-310 394 mg (I : 48%). BT (+)-epi-
BL-V8-810 359 mg (MUK : 45%) %15 7=,

(£)-BL-V8-310 : MEESHRE. mp 107-108C,
TR : CosHaoNoO:  EESRME N: 6.96%  C: 74.58% H: 10.51%

12
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SEQIfE N: 7.14%  C: 74.57% H: 10.68%

(£)-epi-BL-V8-310 : fEETZL—7, mp 117-118Co
TERHT : CasHaaN202 HEmfE  N: 6.96% C: 74.58% H: 10.51%
SERIfE N 7.11%  C: 74.33%  H: 10.68%

2 (—)-BL-V8-310 . (—)-epi-BL-V8-310 DA

(F)-RUIWN 8 AFIN -2- ) IhFa i FNRNKZN—FF )T %
JI—t4h, LREOa-H U S5OFEIZRK-T D-Valdhs&amk Uiz, EMf 1
ERIBRDFEIZ &L > TETHE (CosHaaN20s) 154 mgin &R D)Lk 205 mg A&
=L (I : 90%). X5iT (—)-BL-V8-310 55 mg (YN : 4220 KT (—)-epi-
BL-V8-310 43 mg %787z,

(--BL-V8-310 - EEMRE, [ 1*=-278.2 ° (c=0.64, CHCLY)
(=)-epi-BL-V8-310 : fEEibiRM. [a 122=—140.3 ° (c=0.75, CHCs)

Enefl 8 (+)-BL-V8-310 . (+)-epi-BL-V8-310 DAL

(=) RV 8 AFIN -2-M)INF O XAFNANKZN—FF ) =T ¥
JI— b, FREOI-HFVS5OFEIIE-T -ValhS5ER Uiz, Ehaf 1
ERBRDFEIZE » TEILHE (C25HiaN205) 168 mgh 5V DILEE 184 mg % B
L (N 750, 502 (+)-BL-V8-310 52 mg (IR : 499) R TF (+)-epi-
BL-V8-310 51 mg (IR : 48%) Z87,
(+)-BL-V8-310 EEHRY. [a ]§2=+280. 3% (c=0. 61, CHC13)
(+)-epi-BL-V8-310 : fEGWHMRY. [a ]§2=+137.1° (c=0. 70, CHC13)

EMEfl 4  (£)-BL-V9-310 . (£)-epi-BL-V9-310 DA

EHEf] 1 ERROAEIZK > TRELU/= b ok (C:HNOBr) 10.19 g, 1,2-x
FoIF =V T1.41 ¢ R p- MV ZIVK VBE 10 mg% MV Y 100 ml i
BREL. T4—V  R¥=7 - Iy ik 0kzEE£BRELENS 3. 5KME
fllco RItRZZRETHAL, BBz F IV THRLUT, fAMEEK, K, fa
MEBEKDIETHHE L. MgS0, THRIBBIHEELABEELEL, BEZ VYA

FNASL2O M NS0 40— (B EBAEAFLY) ICXORBEL, 75—
13
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VR 11.64 g (IR - 97 2F 70
IDTEI—IUEK 6.90 g RNy 60 mliCIEEL, MY T xR RT 4
v 6.90 g AMA T2 BEMBGER Uiz ERUICEBRERIL, PED ML
VTHE LT, BEIMK 8.35 g (N : 63%) %157, mp 230-235°C (4 -
TTEDHT : C2sHasNOLPBr EEZmfE  N: 2.58% C: 61.10% H: 4.58%
SERIfE  N: 2.40% C: 61.30% H: 4.57%

N-Boc-0-t-7F Nt v AFINIZATIN 2.96 g ZHK MV 140 ml 123
LT -60°CIcHI L7z 1LEM DA VTFNTIHI=ZTLERY R 16 ml %
RITHTF L. -60°CT 1 KeRBH Ui, 1057 = VEKIEIR 30 ml 22 7%,
FEETIMEL, 1057 = VBEUKEE 100 ml LEE U7, KEZBREL, HH
JEak, fERAEKTEE L, MgS0, ETHIEL %, BEEEE L, BE®
YVAENAZLIaT TS T 4 — (B BTV /n-NFH =11 i
FORBBL, EQmRY 2.03 ¢ 287 (NE: 7%,

LREDIAEY 7.49 g % DMF 50 mliZ¥sMEL ., xBEN VDL 1.80 g ZMAT
FET 1.5FFR#EH L7, 2.99 gD OHC-CH(NHBoc)CH20C(CHs)s % DMF 20 mliZ
WIRLUTIA, B5°CTTHRERIGS ¥, BEEBEREL, BEIC 1057
BOKERAMZ TR~ 5 )V CHItE U, BREAK. fafafkcoEl. &
PRE%MeS0, THBRUIHR, BEEBE L BEEZV YA VIS L) o= b
7574— (BE BRIV /0-~NFHr=1:3) IHFLUTHEL. cis-&
1.91 gkU trans- {& 3.00 g #7c (FBIE : 928,

cis—f& : BE ARG, mp 71-72°C

TEHRHT : C22Ha2N204 HamfE N: 6.42% C: 60.54% H: 6.42%
SEHME  N: 6.33%  C: 60.32% H: 6.33%
trans-{& : R EHRY
EAMREET RANRY MU : C2oHaoNo0  EEGRME  436. 2210
ERIE 436, 2254

14
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EEROT F =k (cis-fk) 2.85 ghTUEY I=J L p- bV ANERR—
F0.98g 2Tty 40 mIEUK 3 ml (TR L TISKERR Uico RUSHEIR
ARIERME U, BEZK, EMAEKTIRRGESE U, MgS0, TR U8, B
AREUI, BEEZVVATSVAS LI M50 4 — (Bt BTV /
DAFH =120 UTRE L, XUXT VT MEoBEREERE (Cis-#)
2.03 gZ&B7c (N : 79%), mp 103-104°C,

FTHRDHT : CoolasN20e  HEZRE  N: 7.19%  C: 61.21% H: 7.19%
SERME  N: 7.07h  C: 61.22% H: 7.29%

FRERBOFEILE > T, 7=k (trans-fk) 3.00 gh SRV XT LT
b Moy amiRY (trans-) 1.78 g&2&H 7 (EK : 660,
EREET Z AR MV : CoollasN20s  EEFRME 392, 1947
SEHIfE  392.1956

Ehaf 1 ERBOFEIZL T -/ =M T2 NVRRR=T L7 R
1.97 ¢ RUEREORY X7 IUTFE R (cis-#)589 mg S, T kD
FEmikY [-CH=CH-CH(NHBoc)- #'cis-BLED{LAH] 758 mg £1F7c (N .
480 FIBRIZ, n-/ =N MY 7 2=V RRR=y LT O I K 2.95 ¢ RUERED
NUZXT7IVTE Pk (trans-5) 1.78 ¢ ZRWT, 7T IEOEERHRY
[-CH=CH-CH(NHBoc)-#strans-EL@ DILAH] 1.10 gZF 7 (I : 48%),

Eftfl] 1| EREOHEICE > T, Lid/ x=){k [-CH=CH-CH(NHBoc)- #’cis-
BEDILEY] 58 mg HMSMBD 2 > O_EHEEVELINIETLEOERH
R 613 mg 2B (R : 840,

EREET Z AR MV« CsollsaN20s  FEFRME  490. 4134
SEHIfE 490. 4120

- S 1 CRROFEIC K - T, L& 913 mg NORY VIEOEEM
R 1.20 g /7 (N : B 61, EMf] 1 ERBEOFEIIL-T, L

15



WO 95/09160 PCT/IP94/0 1561

RENYDIVE 1.40 ¢ DOV T VbAoA I FEEOYEEBMIRY 1.11 ¢ 28551
(R - 78%), BlafeE EMfl 1 ERBOBEICID, 111 g OERH 7=
WA I MEDNS (£)-BL-V9-310 134 mg (IR : 209) K OF (£)-epi-BL-V9-310
112 mg (INEE : 17%) #1572,
(£)-BL-V9-310 : fEtmiiiiy,
RRRE< A AR 27 MU : C30H52N20, bLtE ] 416. 3402
KHlfE  416.3442
(£)-epi-BL-V9-310 : FE@EHRE. mp 146.5°C,
TERAHT : CaollsoN20.  EEFRME  N: 6.72%  C: 74.95%  H: 10.64Y
ERME  N: 6.87% C: 75.02% H: 10.87%

Shf5  (£)-BL-V8 . ()-epi-BL-V8 D&M
NaH 5 g Z n-~\F4 2 TehiELUTIMF 100 nlZ&MZ. 3512, vov@§oT
FUTEIT I 27T g © IMFEHKG0 1) £MZ e 3512, o-= baRYY
W7o IR 27T g @ MFEIE(S0 m) % 0 CTMA CEET—MIE Ui, Kb
WENOKAICES, BRERRUTEMAF U VBB Uz, ks, BiEss
ELU, BRZBREAFL V- AFHUHOBRES LT, BhEEsRE 3.1 ¢ %
&7 (I : 7190 mp 103-104°C,
TLRSHT : CreHzoN204 HmfE N: 7.95% C: 54.54% H: 5.72%
SHME  N: 8.06% C: 54.66% H: 5.64%

LEE DS 30.5 ¢ % 17.3g (5 4E) NaOHD/K%EHE 150mlHT 70 48
e Urctg, wHl Lo RIGIRICBBmZ N TS U, iR U< S0
LBV BOMMEEKTHEE U, 80°CT 4 BEIBRESRE L, BoniRr
AT IVAERZEIK 100 ml (B LT 3 WFRIEIR L7z, £ 0%, LA L CATH
BEKTHE U, 80°CT 6 BEBITh7z 0 P,0s ETRESE Ui, ks ) —
V100 ml {Z80C12 23 ml % -10°CTHAITHIZ -10°CTE ST 10 HRMEL
g, COBRICEROT I BEEEOE EMA 2, RISKESET | KA.
SOICB0CT IR LI, =5 ) — N EOCTREDEL, RKEEF U™

16
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LEREMATHRR LT L THE U, B F L 2BELTESNBRES L
)= L, IEHR T Uk, BREEE L, BREEZVYAISFILE
ZL70% NI 74— (B B AFLY /BRI FIL=8:1) LD
BUTIRF 14.8 g £787 (WK : 6190 mp T2-74C,
TuHRHT - CiaHieN20s  EERME  N: 9.99%  C: 55.71% H: 5.75%
SEHlfE  N: 9.99% C: 55.838% H: 5.70%

EREDOTRT IR 14.5 ¢ ZIEBEEM T Y J —IU 200 ml (IR L, 488FRTE
fRllco T=FNEMITHA Uitk ERUEBERRL, -7 TXL
LT, 71 RREEOEALHAE (EBME) 12.3 g&B 7 (IE : 86%),
mp~204 °C (&) o

FEOERE 12 ¢ 7K 100 nl BB L. BEEORBIKETF MY Y LEN
2T, BRI F L THIM Utzo NgS0s TSR L7<#d0CUITTRE L. BlDT
1)1k 9.8 gETz, BONERY 9.06 g Ak 40nl RUVAFH Y donl
DOREUNTIFEL, REBKEF MUY L 8g (2.5 ¥B) #0272, Boc-N;
10.9 g (248) 2MZ. ZREEROAIFT 45-50°CT 40 BRHER Ui, =
D%, Boc-N: 5.4 g (148) RUKEBAEF bUYL 4g (1548 2EML
TRIGZ 24 Ke#kse U, RIGKAZBETIZIFER S, 7k 200 ml 2% T
Bl 7 LTl Urco B %0.5 M REIKEF MY v L0k, 0.5 M 7=
VBKESHE, KOMETYES U MgS0, THME Uicks, WEsRE L, Bohi:
BEANVE U OBERLT, 7 31/ E0 BocE TRES N LAYOLER
£HRE10.73 g %187 (K : 83%), mp 97.5-99°C,

TR : CreHz2N20s  ZESRME  N: 8.28% C: 56.80% H: 6.55%
SEHME  N: 8.40% C: 56.60% H: 6.56%

E£5ED Bocfk 10.5 g ZTHF 150 mliT¥EAE L. LiBH, 1.5 ¢ 2 0°CTIMA T,
0°CTIRE, SoIXERTIHREBE LI, £D%, /K 200 ml ZEFFEM
A TEHRTF VTR Ulco FHEZ/KTUES L, MgS0. THEE L/, Bf%

17
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BMELTE FoF U AFIVEK 8.73 g 27 (NFE : 967, mp 105-106.5C,
ﬁ%ﬁ*ﬁ’ : C14H20N205 Iﬁﬁ?ﬁﬁg N: 9. 45% C: 56. 75% H: 6. 80%
EfifE N 9.24% C: 56.72% H: 6.80%

EEEDEY 4.5 g&BEEETFL-1% H.0 400 mliC¥A% L T10% Pd/C 2.5 g%
mZ. kFE% 1 KETHENMUTCERT 2 BEBEMET Ui, PI/CEREL. Rk
R U, BREARNVEVDOERGLTT=Y) VEOEGSERS 3.9 g2
7o (R - 96%)o mp 130.5-131.5C,

TESHT : CraHaoN20, EERME  N: 10.52% C: 63.14% H: 8.33%
SEHIfE  N: 10.34% C: 63.44% H: 8.17h

LE0bat) 3.6 gENUE Y 80 mliTIEEL, AFIN 2- FF ULV —
b 4.4¢g (2.5 88) 2MAT, TVIT U TFCURBERER Uiz, AFI 2-
FEIAIRLL— b 176 g ZEMUT, & 51188 Lico NVt VR
UXFIN 2- FF VLIV L — bEBEREL, BiEZ THF 120 ml (TIE#EL
Too  DIEIICNaBHCON 1.7 ¢ (248) #MA T, Z2ETMHBE L/, KT
BASEET 20 nlE THREBG L. KEMLrH, 7 /BT LT 2 B
BeUfco BBMAEEAT L VTR L, BEARELUEBEEY ) AN S
LIOT RIS T 4 — (Bl : BB T L/ NFF v=1:3) THELE, Boh
feA4 I ke, 3 ‘/{MJ?E*%%%X % 7= 300 ml ISR LT, ZDIEIKIC
10% PA/C 4 g#H%. KA | RETHRIILCEET 5 BEEMAT Ui, 113
B—DBTEBRPNESNIDT, YIIFMASLIu 5T 4 -5
BEEAT T L,/ ~FH U=l THEL, SRR 4.13 g 287 ONE : 800,

FEEETE 4.05 g #2457 =)V 50 mlUCIERE L. 2 N JKBR(EA Y ™V L 25 ml
GYE) ZMATEET 24 BEHE L/, TLC TEEERZREZAL, A7/ —
WEANCTEELU L, JOBWKRIC 1087 = VBIKESKRZMA TlEE U, Bifkx
FUTHE UTBRI AT VEEERT, JOERMEZEDIC CHON 30 nliciEE L
TN-E FOF V2RIV 04 T F 2.45 g(248) ZMA., Bik%E 0 CLUTICKHH
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Utco ZOWHKIZ, DCC 3.29 g(1.5% =) @ CHoCN&HE(10 ml) #MZ. 0°CT
1BFfEl, SO\ T2RMINE Lice CH:ONABERE LT, BRAAEEETF LI
BREL, NBEDD Y 7aNF NI LT EBE U, BEEEGEL. BES V)Y
ATNAZ LI bT5T 04— (B BT/ NFHo=1:1) TH
HUTHEORE 4.09 ¢ 287 (R : 81%),

EREEH 4.05 ¢ ZIB(EAF L > 30 mliTHEMEL, 0°CiTya#H L TCF:CO0H
30 ml ZMA. RIGKET VT VERLT 1 BEEE L7, (F.C00H 4%E T’
EBEL, K 80 mlZMAT, BFE (FEMEE) OREBKEF M YLEMA
oo EHIT, BHETF IV 80 mAMATIZEOZ £EIEL, | BEER U, B
BT VEZSHL, KEZS 51 2EFEF LT Lic, E8EL 4D
THEZBEL. BEEV AT VIS L0 b IS5 74— (B : Bil— T
W/ BEAF V=4 : 1) THRELT. HRULARVUS 7 7 L&D 2EODE
Ptk 2B (BRI : 61%),

FUEREA ;644 mg, EEERE. mp 191-193 °Co

TERAHIT - CraH2oN20.  EEERME  N: 11.28%  C: 67.72% H: 8.12%
EfifE  N: 11.22%  C: 67.81% H: 8.15%

EE(AB(epi-#) : 676 mg. FEEKIRG. mp 187.5-188.57C,
TERAHT : CraHaoN20.  EBERME  N: 11.28%  C: 67.72% H: 8.12%
SEflfE  N: 11.22% C: 67.81% H: 8.15%

LROFRME 300 ng 2ENENAY ) =L 10 nlcER L, $HkFEF b
UL 500 mg #MA, 252 CHa I 12 ml &AL TMREERK Llze A5 ) —
WRU CHs | Z2BEL. BEZK—70oRV LB L., BHBE 4B L
TEOSNBREA VYIS LI P59 4- 5l BT T n-
NFYU=3:1) TRELI,

(£)-BL-V8 :206 mg (X : 65%), FEEHRFE. mp 133-134°C,

JUHRHT : CrsHaoN20,  FEZRME  N: 10.68%  C: 68.67% H: 8.45%
EflfE  N: 10.72% C: 68.61% H: 8.57%
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(£)-epi-BL-V8 : 174 mg (Y= : 55%). fEMEHRE. mp 155-157°C,
TeRHT 1 C1sHz2N20, HiaE N: 10.68% C: 68.67% H: 8.45%
SEHIfE  N: 10.62% C: 68.68% H: 8.69Y%

Fhtifl 6 (£)-BL-V9 . (£)-epi-BL-V9 DEEK

AFINV o-=bo Tz TEF—b 11.3 g % THF 30 mliZiEfE L7z, T D
%I LiBHe 8.0 g THPEREIR(20 m1) 2K T TMA 7zo 0°CT40R. X
SIZERTS W Uck, BEERELTBE L, BASIKFIZES,
BIEAF LT U, AREZ 1007 = VBUKEIK, 7k, SaRA&EK CIEXR
e U, MgS0. THEMBRU%&, BEEPEUTEREHRY 8.09 ¢ 257 (NE:
84%)o

EEEDLEW 8.09 g ZIEALAF L Y 10 ISR L. -40 CITlHi Lz,
DI PBrs 5.8 ¢ 24 ITMA /%, EBR T BMERL:, ZORIGKE
Aok 600 ml {THEE, BEAF L UTHE Uz, BBEAK, BHNEEK, K.
SN EIEK DIRICBES: U, MgS0. THARL7:%, B2 RE L1, BEEIY Y
TNASLZ7ORMT57 4 -tk OB, kFamikeY 5.52 ¢ 287 (X
419,

Nall 7.3 g & n- ANFY U TlhE U TBELE Ulc, TUT Y TEBR U,
DMF 150 ml#fMA CTHHEL, DZFATEF7I Fvox—1 40.1 g © DNRE
# (150 m) %4 ICMA TEE TSR Lz, EEOT oLk 39.1 ¢ ©
DNF #32(50 ml) % Z OWMITINZ I8 T20RRMEH Ure, BERERE L,
BEC N HCl ZMATEMAF LY THE Ui, BBELK. EMaEk Il
R U, MgS0. TRMR U7, BEABE LU, BREE V) AF VA5 LT
RMST74—ICX OB U, BIAFL Y- ANFHUASERELE LT,
SR 50.4 g 187 (K : 81%) mp 75-76°Co

JERAHT : CiaH2oNO»  EEERME N 7.57%  C: 55.60% H: 6.06%
SERIE  N: 7.65% C: 55.73% H: 6.05%
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LE DG 5.16 ¢ 2B 12 ml R OVRIEEE 10 nlITIEME L. IBERERK L
oo RUCHRZAIK 200 ml ATHEE, L2 F L > 50 mlT 2 @%E% Uiz, KE
ZRERWEL. VEOLY ) —VTHB LTk ERE Uik, BEEZE LU,
ks ) =) 15 nl% -20°CITiBHI L, iEE-20 CUUTICRBANSELT
A=)V 6 ml ZHTES Uic, COBKRICEROT I ) BEMAT, ZETOE
Bt U, BEEZBEEE L. BECANEE KA TEEB 5V Tl L
teo HEEAK, fAMARKTIRRGERE U, MeS0, TR Uctk, BEEHEL
Too BHEZBALAF U Y 50 mliTERE L. Boc.0 5. 14 g% MNA TER TI6kFHIHRE
Hllc, BEABEBE LB, YIWFNVASLI7a< b 57412k 08
BUT, YEREHRY 4.83 ¢ 287 (R 9TH,

BREET RANRY P : Cr7HeaN0  EGRfE  352.1634
EHiE  352.1624

LiBHs 1.0 g % THF 30 mIiC®RE LT O°CIiZiSAI L, EECD Boclk 4.83 7 @
THF %K (20 ml) ZMZA 7z 0°CT 1 K. X HICEE TLORMIBHE Lk, &
WL Ui, BEZIKFICES, B F IV THE Uic, ARES 1087
VKR, K, RaMIEEKONRICHE% U, MgS0, THRU 7%, BEEEEEL
Too BRZERIF V-0 ~FHUHhOBHGE LT, £ FOoF U AFIVEOHKE
Egtikdd 2.67 g 87 (NE : 630, mp 109°C,

TTHRAHT : CisHaoN2Os  EEERME N: 9.03%  C: 58.05% H: T7.14%
EfME  N: 8.97% C: 58.27% H: 7.11%

LEDONEW 2.9 g5 ) —)b 300 ml (Z¥EfEL. Pd/C 300 mg ZMMA 720
KRR T T 3R L7ctk, Pd/CEREL. BRERE LI, BEEN VY
YIOoRfEELTT =Y VEOEEE RS 2.57 ¢ 287 (K : 988, mp 79-
80°Co

R RRET AN RV - CisHaaNa20s  HERGE  280. 1787
SEHIfE 280.1760

ERRDOMEW 2.57 g REAF N 2- TFIA IV L= 2.49 g 2RUE
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Y 30 mliCEE LI, Ta—V RF =0« bS5 v ATk OkEHBEE LN
5 24 BERIER U, BWEZBERE UBE% THF 30 nliCBB L1, DRIk
(2 NaBHsCH 1.22 ¢ ZMMATERT 14 BB L, BELBETEL. BE
ZRKFITENTIERA A F U o THH Ulc, BEEEK, ffaiEk TRk S
U, MgS0, THEERU7:%, BEAZBEL TERYZB, Z0EBMELY ) —
V150 ml (ZEEAE L. Pd/C 230 mg #MATKERF T T 4 Bf#HE L1z, Pd/C
ZREURRZRE LI, BONEBEEL VY ASF VIS L0 NS5 T4 —
ICXORRLT, WAl 1.92 g 287 (R : 529,

FRROMEY 1.72¢ 225/ —) 25 nicEMB L, 2 N KOH &% 10 ml%
MATZERTIORMERSE Lic, BFEAZBERRL. Bon/BAIC 1057 = VB
KEREMA TR T )V Tl Urc, FHRE 2 AT &8k 50 ml T2EBES L
7o#%, MgS0, THMRL. BEEEELTHINR U BILEYEB ., -k FoFy
A7V /AIF 1.03g LEEDOINEKVBETE = MY 15 mlICEREL,
0°CITHAI UTco BIFIRICDCC 1,89 g7 & b= MY MsHE(10 m)) #INZ.
RIGEE® % 0 CT07H. SSIEEBT2EMBHE L, TN ILER
EBEL, BEZHBRIF VIR LU TRBEOY Y 7 andF ULy LT 4BEL
oo MIRERWEL. BEEVIVAFNAS L IO TS5 74— 2L DERILT
A7 A3 FE 161 g 287 (KR : 779,

ERRDIEEY 1.61 g ZEEAFL 2V 30 nLcERRL MY T4 oFtEg 5 m)
ZMA T COBREZFRTOSMBE U/, BEABEDSE U, BEAE:
BrFIV]1 L THRL, SSMEEK 300 nl £MA T 68 BREER L. Ktk
EERIGHUBKBEZRE Ui, AREZfMaEk ook Uk, Meso,
TR L, BELZBE LI, BEEZVVASAVAS L2709 bS5 04—, RU
TUNSTATEBIOR S0 — & ORBHLT, 2BHOHSEK: B
{kA 108 mg (MK : 120D R EME(AB 158 mg (R : 18%9) #8712,

G - EEERE. mp 147-148 °C,
TLHRDHT : CisHaoN20,  EEZRME  N: 10.68% C: 68.67% H: 8.45%
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EfME  N: 10.98% C: 68.96% H: 8.50%
EMEEB(epi-fh) : FEEHAE. mp 130-131°Co
JuRAHT : CisHeoN20,  FEGRME N: 10.68% C: 68.67% H: 8.45%
SEJIfE  N: 10.87% C: 68.37% H: 8.43%

FEEOEMERA 84 ng, REKEFFUTL 50mg. AF /)= Sl HLUY
CHsI 5 ml ORAHZ 7 HMBR UIc, BEEZBEREL. BAEV VAT LA
SL2av bS5 7 4 —ICXORBELT, BEBRHODO (£)-BL-VI 65 ng =&
fo (IR« T4%).

BRERET ZARY MU < CiolaaNo0,  EERME 276.1838
EJIfE 276.1825

(£)-BL-V9 AR ERBEOAEIZL > T, EEREMEGAB (epi- &) 70 mg 7
SEEEHAR D (£)-epi-BL-V9 69 mg (IR : 93%) &157=, mp 164-165 °C,
RN : CroHaaN0,  ERERME  N: 0.84%  C: 69.27% H: 8.83%
EHIfE  N: 10.14%  C: 69.53% H: 8.75%

ER 7T (£)-BL-V10. (£)-epi-BL-VIODEEK
LiBH, 6.1 g %THF 350 mliCiSfE L. 2-= FORBKEE A F LT ATIN 27.8 ¢
@ THRIEIR (100 ml) ZINA TER TRRHEESE Ui, BREABEREL, BE
WHOKZMA CEER = F U THiE Ulco BRIE 2K, fafnaik CIRKRGER: U,
NgS0. THMEU7:oh, BEABELT, “ERA L IF USRS N/
KUY 15.2 ¢ #HB7c (IR : 63.58). = 5IT. EHifl 6 D7 o LT LR
DHEICEL - T, LEROETHE 15.2 ¢ o7 o LEkOEamRY 9.2 ¢ (X
R HOEER, ZOToOLE 9.23 g ho, O VBT ZTIUAIIY OYE i
K 9.99 g (IR : 69%) %1/ 1,
BAREET ZANRY MV : CrsHauNo07  EEGRME  380.1584
EflfE  380. 1546
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Ehtifl 6 ERIBRDHHEIC & > TheiREES L UBoc {L&1T\, EEED~ o VBT
AT AT 9.99 ¢ ST I EMBoc THREXNALT I ) ZRAFNEOYHE
Bl 7.7 ¢ (IR : 80%) =7,

SRRET A AR MU : CisHaeNo0e  IERME  366.1791
SEHIfE  366.1762

FROMAY 4.71 ¢ 215 ) =)L 200 nl IZEREL, Pd/C 620 mg 2N,
KFRRR T T 4 B Ui, Pd/CERE URMIRZRN U, BEZ THF 10 ml
(ISR LT IsIR %, JEKEEEE 5.52.¢ R UEEE 3.16 g % 50-60°CT 2 BrREINE.
UTELE LB ABEKMICIZ 12 RIGRAZERT 4. 5WHBH L. BEE2E
EBE U, BEICBMEEKEMA CEBTF IV T Ulc, ABEZEK, f8
MEEKTHE U, MgS0, THER Urcth, BEAZEE L, BREZY VAT LA
SL7aR bS04 —ICXORBRUTRNLT =Y FEOERMIRY 4.05 ¢
87 (R : 87%),

BERET A AN MV CrsHasNo0s  EEZRME 364.1998
EHIE  364.1955

EELDIEEY 3.55 ¢ ZTHF 100 mliZiFEME LT 0°CiHI L, 1. 0M BH; DTHF
B 20 mlZMATO0°CT2 KefifE Uic, RISHRIC 1087 = BEkisik 10 nl
ZMA T, BEAEE U, BAIOKEMA CEB T F IV Thit U7z, BHE
2k, SAMEEK TS U, MgS0, TEBR U7k, BEEEERE L BREEV)Y
ATFNASLIBR T T4 =X OBRLT, AFNT =Y VEOEESHR
fu 3.00 g 27 (IR : 88%),

JTRAHT : CisHaoN20Oe  EEFRME N: 7.99% C: 65.12% H: 8.63%
SRifiE N 7.99% C: 65.17% H: 8.65%

LiBH: 1.50 g% THF 150 ml ¥R LC 0 °CITAHIL, LAY 6.84 ¢
OTHF %50 n) #IZ T, 0°CT 1 M, &5IHET 4 BMER L, &
BABERE L. BEEIKITEOTEEAF L Y Tl Uiz, HIEE 108

2 4
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7 T UBOKEER. k. SMAEKOMECEESE U, MgS0, THMR Uk, BEEE
K llco BEEVIVITENASLIOR NS 7 4 —ITXOBHLT, L FoF
Y AFNEOEEEHRE 5.99 ¢ 187 mp 100°C,
JEESIT : Ci7H2sN20:  EEERME N: 9.08% C: 66.20% H: 9.15%
SEHIE  N: 8.99% C: 66.34% H: 9.25%

(E)-RUDNW 3 AFIN -2-RN) INFa XA FINRNKZN—=FF VT 5 )
T— % 3—% 2V (Kogan) 5DFEKIZHE ->T (DL)-Val 7 S5&H L (Kogan, T.P.,
Somers, T.C., Venuti,M.C., Tetrahedron, 1990, 6623) . SEHifi] 1 LRIERIZL
TLEREOEW 3.37 g ICRIGS BT, REBHMAYE 2.91 ¢ (R : 530 %
Bl IOITEMH | LRKOFEICE>T, BMETLERT VU4 I MUET
WV, EEOEEY 2.91 g o, ECMRY 2.05 g (NE : TTHEEFT

FEDIEH 2.00 ¢ AT LV 10 nliCERR Lctk, MY 704 oFfg
15 ml ZMZ T, 0°CTIME. S SICZRTAKMBHEL., BEZBEEE
Utctk, REZEHRLF V] L THRL, AMEEK 100 ml Z2MAT, 2HM
MBER Lo RIGKEZERF THE U, KEZKRE LU, ARELZGENE
K THeR Uictk, MgS0. THRBRL. BEAZBEL, BEZV VAT VAT L
70 b5 74 —ICXOBEUT, BL-VIORT epi-BL-VI0 ODEASY 436 mg
Bz, ZHOORBEFRBUTOREIIXOTEFILEFT>THRELT, LEED
B4 436 mg #EY DV 10 ml RCEKEE 2 nl ([ZFF L. BB T2 KREE
Bl7, BEABEZEL., BEIC 2N HCIZMA CHB = F VTl L B
BB 2Kk, famaik TIaRGER U7k, MeS0, THBRL., BEEFE L, B
BEVIVATNAS LI NS5 T 4=, RUTUNRSTF o THE o< b7
74 —ICXORBRUT, £EMEEKA 206 mg (R : 410, RUEHEEB(epi-)
205 mg (X . 41%) %57

REEA - EEERE. mp 130.5-131.5C, ,

JEESHT : CioHsN20:  XEZRfE  N: 8.43% C: 68.65% H: 8.49%
EffE  N: 8.33% C: 68.47% H: 8.57%
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FZEB(epi-F)  EEHRE. mp 102-102.5°C,
ﬁiﬁ‘*ﬁ . C19H28N203 ﬂgﬁfﬁ N: 8. 43% CZ 68. 65% H: 8. 49%
ERIfE N: 8.62% C: 68.39% H: 8.70%

FROEMKA S ng 227 /= 6 ml [IEEL, 4 N KOH Z28iEmMZ,
BT 1007 ERE Ulc, BEZBERE LR, BREIC 2 NEREEZIMA TH#R
FUTHE Ule, BREAK, ARk TRRYER: Ulct, MgS0, THEEL.
WEABE U, BEEVIIFNISLIOT IS 7 40—k ORI, B
B F I —n-~NFH U oBREE LT, EEMRKAED (£)-BL-V10 38 mgzE/:
(I : 83%)o mp 124-126°C,

JLRAHT : CiqHa6N20.  EEERAE N: 9.65%  C: 70.31%  H: 9.02%
SEHME  N: 9.54%  C: 70.20% H: 9.01%

(£)-BL-VIOD &R L RO FEIC L - T, EREMAB 32 ng 7o, EaE
R&ED (£)-epi-BL-V10 21 mg (U : 83%) %#1&7, mp 157-158 °C,
FLHEAIT : Ci7H2eN20.  EEZRME  N: 9.65% C: 70.31% H: 9.02%
ERE N 9.61%  C: 70.22% H: 9.31%

Ehfl 8 (—)-BL-V8-210 . (—)-epi-BL-V8-210 DAk
2-=bo-5- AFNEEER 20.2 ¢ &, BLFA =) 17.0 ¢ RTEANRY
Y2 50 mIiCHERE L. MBER Ulco BEEZBEREL., Bk Y ) —-NVEMA
T, 8K U7, BEABERE Uk, BEIC 2N HCI2mMA, B+
VTHIH Uleo BB 2K, fAMEEK, K, faMAEKOMEICsER U, MgS0,
TEBR Uk, BEERE L, BREEZFBIFVHhOoBERLT, A FLLIX
TIUEOEEHIRG 17.9 g 2B/ (N : 82%), mp 75-T7°C,
TEIRMT : CoHaNO4 BfE  N: 7.18% C: 55.89% H: 4.65%
SERifE  N: 7.41% C: 55.20% H: 4.43%

EEOTZFIIVE 20.1 ¢ ZBEEE 120 nl ROWOKERE 120 nl OREAWICHE
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L. -20 CITiEAN Lo -20 CIZREAEN S, JOEIRIZIENREE 40 nl 2T
U k7 o LB 30.4 g 249 2 g9 oA 7co RUCIKRE 0°CT 2K, & 54
FE TR Uk, KokficEny, JORAYEERELF L THE L,
HRE 2K, AMEEKOMRICHER L, MgS0, TR L., BEEZFEL,
BAZERTT V-V V0 o/B#E&E LT, EEHRIRE 18.2 ¢ 2/ (X
2 78%)o mp 196-199°C,
TCHRHT : CsHaNOs P  N: 6.22% C: 48.01% H: 3.13%
ERIfE N: 6.24%  C: 47.89% H: 2.96%

EEOLAY 22.6 g ZTHF 450 mlic¥#AR LT 0 CIz##I L. 10.0 M BHsSMle
16.0 ml ZMATEETIOHBBH L%, X515 BEMEER L. BE
BIRICVEDA Y ) —NWEMAT 10 SEER L%, BEEEE LU, BAC
RRMEEKEINZ CREBRTF VU THE U, BB 4K, SRRk CIERSES
U. MgSOe TEMR LT, BIEAEER U, BOoNBEARIRIF I —1- ¥
FUNOEERELUTRNVINT N I—-VEOEESIRG 19.2 ¢ 287 (R
91%)o mp 52.5-53°Co

TEESHT : CsHsNOs HafE O N: 6.63% C: 51.19% H: 4.30%
SERiIfE  N: 6.68% C: 51.34% H: 4.19%

LEEDEY 15.5 ¢ ZHKIELAF L V 250 ml (ZIEEL. BV IZI LY
ooZoi—b 16.8 ¢ RUTHIF 21.1 ¢ 2MZAT 18 KfEE#H L, Rt
BREGRUE LR, BoniclEBME YV AFNVASLI7u2 b TI 74 —1C
JORBLUTRV TN TE FEOBEABRRE 14.4 ¢ 287 (RE : 940,
mp 74.5-75°Co

TR : CoHaNOs HaiE  N: 6.70% C: 51.68% H: 3.37%
SEHfE  N: 6.74% C: 51.66% H: 3.25%

/NPT 22 RRFRZ T AT O I 45.8 ¢ AZTHF 800 mlic#EME LT
0°CIiAIL, 1.6 M n-BuLi 30 mlZ®TEELT, 0°CTHOLMBH LI L
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REOLEY 8.83 ¢ ZMATOCTI0HM. XSICERT 3.5MMBHEL, 4
EOD 2 N HC1ZmMA /%, BEZBERE Ui, BEIC 2 N HC1ZMA Tk A
FL TRt Ule, BREZK, RMAEKTHE L, MgS0, THIRLHE, &
WeBELUI, BEEVVASNVASLIuT N5 T 40— QA (A FL
Y/ANFY =1 1) TRHEL, TtoVkokEeamiig 11.3 ¢ 2817
(R - 84%),

LiBHs 2.7 g % THF 500 ml (¥R L. EEROAY 11.2 ¢ #MZTERT
16K R U, B2 BERE L, BEIOKZEIZ THB LT L7z,
HEEEK, 10% 7L Bk, K, SRAEKCIERMES L. NgS0. T
Uttt BIEAERE U, BREEVYNSEAAS LI0e b TS5 74— (BRI -
BAF LY /BBEIFN=10: 1) iCXOBRELT. AFLIZIAFINETS
Nick FOF Y A FVEORECBIRY 7.64 g 187 (I : 82%),

NaH 1.20 g% n- ¥4 ThE U TREZRL, 7VIT U/ TEBRLAE, b
VLY 40 mlZMATHREI e, ZOBRERCEZDMLEYW 0.64 g DL
YR80 m) ZMAl, 51T, p- MLy ZINFZN 7054 K E5T58 O
ML &ERG0 nD) Z2MA, 0°CT2REBHE LU, RIGKEIY 7 VEK
WRICES, BAMEAERT T U THE Ui, BREZK. fafaik CIBReE
B L. MgSO., TRMUIBE, BEABE LI, BEEZVYNFVAIS LT b
7574— (BE BAFLY/ - ANFHU=1:1) ITX0EBLT, K
BREED b Vb nIALEMOBFREBIRY 10.77 g&28 7 (XE : 929,

NaH 1.15 g% n-~F4 > CTH# UCHEER Uiz, 7T TEE L7k,
DMF 150 mlZMATHEL, YZFATEIT I/ <ox—b 6.67 ¢ MATE
BT0REIEIE Ui EEEO bbik 10.77 g DMFEHE (100 ml) %2 TE
ET 15.5 BEFREHRAE LUice RIGKRICVED 2 N HC1 &A%, B+ BEYE
Uteo BREIC 2 N HOLZ A CHEBE = 5 )V THiH Ut BB 27K, fafn&isk
TIRRBEE U, MgS0s THEHR U7, BEABERE LUK, BREZ VYIS ILY
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SL7av TS 4 — (B BEAFL Y BRI FL=10: 1) ICX 08
HUT, 2o VBRI Z7VAMPOBKEEERE 9.12 ¢ 287 (R : 7%,

ﬁi%ﬁ‘ﬁ’:CstssNz% ﬂgﬁfﬁ N: 5.71% C: 63. 65% H: 7. 81%
EHfE  N: 5.74% C: 63.44% H: 7.90%

EEALEW 9.12 ¢ ZBEE 20 nl RUERIER 50 nl OBAWICHE L., 2480
BIRUICRIEREABERELTT 3 ) BbeHEB, 8kzy ) —I100 ]
Z ~40°CITAIL, 20 CUUTIZR SRR SEF 4 =)L 20.86 g4 TFRAL
o CORGMICEELDT I BOEKLS ) —VEHEA0 nl) % -40°CTMA
oo RIGHEZ -40°CT 1 KoM, 3 SICEE TIOMRMERE U, B4 BEREL
fef, BEICRMEEKEMA TEM 7L Tl Uiz, B4k, fafmalk
IKTMRRBES: Uy MgS0. THoARU7ctk, BIEABER U7, BonBRAEL
FU Y 200 ml {ZIEREL. Boco0 5.04 g#iIZ CEETISHMIER L, B
BEFELUCR, BEEZVIAFNASLI0R TS5 T 4 — (Bl - b4 F
LY) X OBELT, 737 ED Bock TREIN:ZF VIR TFADOYE
Bk 8.10 ¢ %7 (NF : 919,

LiBH, 1.28 g% THF 150 ml (ZBR&LTOCITiHHIL, L4 8.10 ¢
OTHF (G0 ml) ZMATOCT 1 Kl X S/ TIT. ORI Ui, %
BABEREL, BERIOKEMITEMAF U THE Ui, BBEZK. S0
RIEK T U, MgS0. THEAR Uik, BIEEEE L, BEEZV IV AFLAS
Lo b 7574 —ICXOBRL, £ FoF v A FUEOEESHAS 3.93 ¢
G (R 499, mp 91-93°C,

JERAHT : C2aHssNo0s  EEFRME  N: 6.45% C: 66.33% H: 8.81%
SEHIfE  N: 6.49% C: 66.20% H: 8.76%

. EROLEY 2.44 ¢ 245 ) —)L 200 ml {TIEREL, Pd/C 240 mg M2 T
KRR T TIOBFRRER: Urco PA/CERE L. BIKERME Uc, BE4ERLT
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V= ANFHUNSEER LT, MBHO_ERA L ok ENETanic&T
EoEEERE 2.09 ¢ 2157 (E : 92%), mp 115°C,
TEERHT : CoaHaoN20s  EEZRME N: 6.89%  C: 70.89% H: 10.41%
SEHifE  N: 6.82% C: 70.69% H: 10.19%

$EEE 1.22 g RUMEUKEREE 2.66 ¢ DREAWE 75-80°CT 3 Refiiftf: L7,

THF 5 mlZMA T O CiZisHI Lic, ZOREGERE/KYICLEDETHE 1.99 ¢ ©

THF %k (30 ml) ZMZ T, 0°CTIHME. S SICERBT2RMBHEL, B

ZREEEL. BRICENEEKEMZ THELF L THE U7c, AREZK,

fATIEIE kTS U, MgS0, TRBR Uk, BEEZBE U/, BREZV VATV

ASLIa< b5 74— (B BEELT L/ n-AFHU=1DICXOBRL
Ty RVLT = FEOEESHAR 1.97 g 287/ (E : 98%). mp 93 °Co
JLRAHT : CasHaoN20o  PEEME N: 6.45%  C: 69.09% H: 9.74%
EHflfE  N: 6.47% C: 68.81% H: 9.57%

FEEfbEat 1.89 g ZTHF 300 mliZEELTO°CITiBEI L. 1.0 M BHs OTHF
WK 19.0 mlZMZTOCT 2. 58I Lico RUSIRIC 1007 = VER/KIEIR %
MA %%, BEABEERE U, BECEAMEEKEZMA TEBRZF VTHEL
Too AREZK, AMAEKTIRRGER U, MgS0, THR U788, BEZEZEEL
Too BERZEVYVATNAS LI O DTS 7 4 — (B BB TV n-~\F4
v=1: 1) ICLORBBULTAFATY VEOEEREIRE 1.82 ¢ 287 (X
K : 99%), mp 53-55°C

TEHRDHT : C2sHaaN20s HamfE N: 6.66% C: 71.39% H: 10.54%
SEJIfE N: 6.67% C: 71.12% H: 10.45%

EHEf 1 ERBEIZUT (F)-RNU D 8- AFIN -2-bY 7N F o AF NI
RN —FFIUT 5 /) x— b 808 mg &LEELDIEY 878 mitRIGXET,
EIRE 1.095 g&B 7 (K : 860 X HIT, EHtifl 1 LRBOAEKIZL -
THEMETERI V4 I FMeEfTV, EEOLEY 1.09 g h SECMRYE
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930 mg&fR7c (UK : 84%)o

EHEH 1 EREOHEICL D, LEROEY 930 mg no.  (—)-BL-V8-210
240 mg (IR : 40%) K U* (—)-epi-BL-V8-210 231 mg (N2 : 38%) =70
(—)-BL-V8-210 EEMRME. (o ]12°=-231.9 ° (c=1.16, CHCLs)
(—=)-epi-BL-V8-210 : fEEHMRYE. [a ]]2)2:—145.9 ° (c=0.92, CHC1s)

EHEfl 1| LREOFEIZED (—)-RV I 8- AFIN -2-FY TNFoXF
WRNKRZN—FFIT 5 )2~ 515 mg ZLEDOAFNT =Y V& 701 mg
ICRIG S B TEGMIRYY 849 mg %E7c (NE : 830, 51T, Eififl 1 LFE
BOFEICL > TEMETER T Y /A 3 MezfTv, LiZota 849 mg
SEEMIRY 688 ng £/ 7 (NEK : 80%).

EMEf 1 ERBEOHEICX D, EROLEY 688 mg S, (+)-BL-V8-210
209 mg (IR : 47%) KU (4+)-epi-BL-V8-210 193 mg (XK : 43h) =187,
(+)-BL-V8-210 EEHMRYE, [a 12°=+230.8 ° (c=0.95, CHCls)
(+)-epi-BL-V8-210 : WEMIRHE. [a 12*=+147.4 ° (c=1.00, CHCls)

EMif 9 (—)-BL-V8-N10 . (+)-epi-BL-V8-N10 D&M

EREf] 5 THRE U7 =Y 4K (Cr4H22N20s. mp 130.5-131.5°C) 1.37 g %
kA% )= 35 nlicBER Uz, COBRI-AT) U TIUTER 1.22 g K&
CF NaBHsCN 0.55 ¢ #IZ T, £E T3 HEEHE L., BEZBEREL. BE
2 10%7 = U EyKEIR A Z TR F )V T U7, BB AK. fafngiik
TNERBER L. MgS0, TEE U8, BEABEUic, RAZVVATNVA S L
20 bS5 40— (B BTV /o-ANFY =1 2) ICTLORBELT
N-FH =V EOEEsHREE 977 ng 287 (N : 47%). mp 52-54°C

FEOMAY 590 mg A2, 6-LF UV 3.0 ml ICEEL. (H)-XVIN 3-
CRXFN MY INATORAFNRINEKRIN—FFIT Y ) —b 550 mg EFMA

T, 110 'CT5 AR Ui, RIGHESME ek, MAESMEY Y 25 L0
31
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ZL7OT NS T 4 —ICX DR L TEAHRNE 80 ngEE (R : 10%).
S SICEMB | ERBROFRIZE T, LAY 160 mg  SEEMRYO
(—)-epi-BL-V8-N10 53 mg (UK : 499 %E 1=, : [a 122=~114.5 °
(c=1.21, CHCI3)

RIBRIS, (=)-RNUDN 3 XFN -2-M Y I NF O AFNRNKRZIN—FF
U7 ) x—b 260 mg R EREDN-FH =)k 605 mg » SEEHRY 75 ng
2/ ONE 9D | EHfl 1 LRBOAERIZX D, EZOMLEY 132 mg 75,
ﬂé@ﬁ%®(+%wk&N&M0%mg(W&:M%é@to:[a]?=
+112.6 ° (c=0. 95, CHC1s)

K1 0 (—)-BL-V8-C10 . (—)-epi-BL-V8-C10 DAHK
K] 8 DAV LT =Y FEOBEFKIH > T, K5 TRE L7 =Y
V& (C14H22N205, mp 130.5-131.5°C) 1.50 g /ASRNLT =Y FEOYER
IR 1.26 ¢ 2% (I : 76%). X SITEMM 8 DHEICHE-TBH: kB
TTLT, EEDMAY 1.26 g hOAFNT =Y VEROERRERE 950 ng 275
7o (U : 79%)o mp 102-104°C
TERAHT : CisHaoN20s  EEFRME N: 9.99%  C: 64.26%  H: 8.63%
SHlfiE N 9.75% C: 64.22% H: 8.71%

SB/FMYTL 6.70 g #EAKTY ) —) 350 ml ISHERL. JTFATEF
TI/)7Ox—b 66.0 g #MA 7, ZOBERKEZRTOSEBEL:#%, -7
YNTa IR 68.95 g MACERT | BB L%, 35 | BEmaE5h
Utco BIEZBIEBER L. BAIC 2 NEBREMZTHEAF L THE L, B
BEZK, SMEEKkToRE L, MgS0, TER UK, BE4+EE L, BES
YOATNASLIOR TS T7 4=tk OBBLT, v o VBRI T IV
DEENETAER 99.1 g 287 K : 5%, mp 45-46°C,

TEEDHT 1 C1sHasNOs BamfE  N: 3.92% C: 63.84% H: 9.87%
EfIE  N: 4.10%  C: 64.07% H: 9.97%
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LEOAEY 99.1 ¢ ZHER 120 nl RURER 100 nl (TEFL. 6.5 K]
MEGETE Ul RISHITK 1 £ ZNA T, 4 N KER(EF b Yo Lok T L
foo HBHRATHHEH UIck, HBERI U, SonicitBHEIEDK,
A% )=, T=FNTHEL. BEZELT, BEHRD (H)-n- TH=N
7)oy 53.8 g F1B1c (IR : 900, mp 220°C (2#8)

E5ofba® 51.1 g % oN skBER{bS U D LOKEEIR 120 ml (SRR L 0 °Cisin
HLt, 7OooTtFlrus( K 62 ¢ % 2N KEE{LF b )7 LoKEEIR200 ml
ICHERLUT, EEROBKRIC0CT2REANMN THTERS Lz, RIGKICRIERE
MAT p=1~2 /%L, LBRERM U7, BonfcitBY AR LT VIl
fRL. K, SAFIAE/KTIERDER U, Na S0, TRzt Uictt, BIEEREL B
BETEN —pANFHUNSBHERLTTUNT I ) hOEESHRGE 20.5 ¢
#1871 (R : 63%)o mp 91 °Co

TERAHT : C1Ha6NOC1  EEERME  N: 4.84% C: 57.62% H: 8.98%
EfIfE  N: 4.68% C: 57.91% H: 8.79%

EET7 T Ik 22.56 gRUKERET YD L 3.44 g ZFEEIK 800 ml
MR UTco WIS 3 NIEBREIA T pH 7.2NICFHEL, S SITHEK2 £
EMAtce TR2SVFSR T I) - 7Y5—+ (Aspergillus amino acylase)
(HEEfbBtkR&tt. BERE) 3.58 ghUHE{a/IV b+ 15 mgZE Z OBIKICINZ
T, S7°CT 19 Bef#E Uico RSN SR L ., BELEL T, BEH
RKOGO)-n-FH=NT )V 8.22 ¢ ZFT (N : 499, mp 220°Co

EFROBIEAESTCTE SIC2RFMEHE LcRICEA L., BRZREHRTHH
FBUTEUEBRARR Ul BAEF 7)WL, 2GR, 7k, faf
£k DOMEIZEER U, MgS0. THzt U7ctk, BEAEER Ui, BEZT M V-1-
NFH U SERER LT, EBEREOR) 1-TA=NT IV OTI )TN
& 7.92 g 2B (I : 35%). mp 79-80.5°Co
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TEEDHT 1 C1aH26NOCl  HEiRfE  N: 4.84% C: 57.62% H: 8.98%
EHlE N: 4.79% C: 57.84% H: 9.15%

EEOR) -7/ 7VIUE 5.60 g % 3N EEE 100 ml (TEEL. 4.5 KfEE
Ul BRIGEET VEZTKTHML, BRI LU, FohicitBhz
VEDIK, 25—, BT F N TEHEL, BELEL T, EEHROR -
FHINTY VY 4.74 g 2872 (E :99%), mp 205°C () o

R)-n-FAZATY Y 2.69 ¢ % 2N Hilig 100 ml (23R L. 95°CicimE L
foo JAUC, EERSERT DU DL 2.00 g OKEEIR(23 ml) 49 | KRNI T T
BEL., 51295°CT 2. 5KRRREE Uic, RIS BB 7V CTHL L. 18
AR AR TS U, MgS0, TRELUBRBELZEEL, BEZEKN €
¥ 50 mMBRUNRYINTHNIA—) 8.5 nl BB, \EFA=I)V 1.0 ml Z1n
AT, TA—Y *RI=0 « b9 I OKEEBRBEELLNS 10 FHEER
Ufco SoITBEF A=)V 1.0 ml ZMAT 16 K& L7, BHEABRERE
LB o/ BEICEMEEKEMA THB T F U THH Ulc, BREZEK. 108
7 T UBOKEIE. K. SERAEK CIRGREES: U, MgS0, THER LU/, BELY
Elte BEEVVIFNASLIOT IS4 —12XOBRLT, R)-EF
OF YNV INIZTFVEOREMRY 2.04 ¢ £H7 (R :53p):[a 2=
+10.46 ° (c=1.09, CHCls) o

FROMEY 1.17 ¢ 2HKEMLAFLY 20 mIERT 2.6- LFIV 0.95 ¢
ISR L T-40 CITHHIL, Sk PY L —1 1.92 g ZMMAT-40 °CT 1 B
B U, RIGIKITKEMATEMEAF L VTl Ui, BEEAK, fafnais
TKTHEHE U, MgS0s THMRE Uicth, BWEAEE Ui, BEEV VAT VIS LY
o 7574 — (BE BT/ n-NFHr=1:5) ITXOBRLT,
(-1 7 b= MEOEEHAK 1.24 g 287 (F: 14h):[a ]2*=+21.5°
(c=1.16, CHC12)o

EWaff 1 OFEICEUTEREAFUT=Y 4K (mp 102-104°C. C1sHzaN203)
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640 mgR U EREZR)-FY T L— ME 978 mg » SEEMRY 1.01 ¢ 2HFONE:
80%). X SICEMHI 1 ERBOHEKIZLD, EEEOELEH 1.01 g S, (—)-
BL-V8-C10 171 mg (M=, : 27%) K T* (—)-epi-BL-V8-C10 151 mg (N : 24%) %
Bf-.  (=)-BL-V8-C10 i1z N- M ¥ Ib-L-N) Y DI ZF MKIZENTHFERYITHE
Beiz Utz (—)-epi-BL-V8-C10 IZRBRIZAETILFINTHMBHTT 5 T ENT
&7, 80%ee DILFMETH »7,

(—)-BL-V8-C10 EEHRY. (o ]f)2=—237.9 ° (¢=0. 66, CHCI )
(—)-epi-BL-V8-C10 : ik, [a ]2%=-383.2° (c=0.37, CHCls)

REOFEIZED, O-n-Fh=ATYV > 575 g ok FoFsRy DL
IRTVEOEEHIRY 1.96 ¢ 287 (RE:34%) : [a 12=-12.8° (c=
1.04, CHCl:)o X 5ICZOILAH 900 mg » SEEMRPEDOS) - TL—F
k991 mg =B/ (X TTH : [a ]§2=—31.5° (c=1.28, CHC13)o

EREf 11D, ERAFNT =Y U4k (mp 102-104°C. CisHz2aN20s) 435 mg
RUERE MY 7L —ME 770 ng »SERBRYE 651 ng & (IR : 740,
X HICEMf 1 ERIBOBRIC & > TEEZEY 651 mg 25 (+)-BL-V8-C10
124 mg (IR : 80%). H XU (+)-epi-BL-V8-C10 110 mg (YN : 27%) 187,
(+)-BL-V8-C10 {3 (—)-BL-V8-C10 ERIKEIC UTHEMITHMERZ Lico (+)-
epi-BL-V8-C10 % 80%ee DIFEMPBETH » 72
(+)-BL-V8-C10 EAHRYE. (o ]f)2=+239.7 ° (¢=0. 66, CHC13)

(+)-epi-BL-V8-C10 : EEMRYE. [a 1*=+32.8" (c=0.37, CHC13)

EREf1 1 (£)-BL-V8-23T D&

2.5-V70o-2,5-J AFIAFH > 67.5 g (0.369 mol) %, FEE b
200 mliZ¥EfE U AlCls 4.05 g(30.4 mmol) AW\ THETOMZ T, 2 KK
& U1tk ERSIAK-5% HOl ITEE, ANFY U ThliLic, AREZK, E
BEEF Yy LOKEEE. KT 2ETOBE L. MgS0, TEELT, BFELEE
Utco BEAZZEBLT, 5,6,7,8-7 5L Fo-2,5,5,8,8- NUFAFILFTF
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LY 70.42 g% 7 (L : 90%). bp 100°C (FJETREML) o

FEOIEY 60 g ZFEEE 240 ml (ZHEBUTKA L, BB 30 ml (24%)
RUWEE 63 nl(448) ZRIGKEZE 10-15°CICR BN 5208 TIMA 1<,
RIGEZZRICR U, 4 BREEHE U, KgTITHK 500 ml A, il Ui
RE BRI L TKT X Bl Ui, Bon/ B2 F L VICER
Us 1 N NaOHZK¥&R. 7K TIEKSER U, MgS0. THtEl Tis#sBE U7, BE
ZLY )= oBfEELT 8- = bokoEEERS 45.55 g&B7c (XK.
62. 1%)o mp 150.5-152°C,

TLHERAHT ¢ CisH2 N0, HamfE  N: 5.66% C: 72.84% H: 8.56%
EffE  N: 5.86% C: 73.08% H: 8.56%

EEMEAY 42 ¢ & CCl, 400 mlISH#EL, N-TOEX 7V ( 3 R 83.8 ¢
(1.10 &) ZMATHE&EL, X512 AIBN 560 mg (0.02%4&) #MATEKL
foo 1 Wef#%. AIBN 560 mg (0.02%48) A£MATX S 3EMER L. NiE
BAEGEH LU T-AF4 > 600 ml 22, BELUTREYEREL, Bikz a6
Utco BEICDEOI-NFY U EMA, BHUTELE B, BohicEiE%En-
NVEVIoBHEEL. SO AFHUNS 2EBERLT. XU UNTo3
PEDHEEEHRSR 23.2 ¢ 287 (NE : 41.9%. mp 87.5-89°C,

TeROHIT : CisHaoNO2Br  EEERME  N: 4.29% C: 55.23% H: 6.18%
SEWE N 4.16%  C: 55.23% H: 6.29%

NaH 2.8 g(#ifE 60% 1%%) % n-~FH U Te#E L, DNF 50 ml £z T
BRI e/, COBBRICOVBYIFATERT7 IR 16.3¢ (1%8) O
DMF 758 (25 ml) ZMZ 7, ST EENYINT oI Rk 23 ¢ %2 DMF 25 ml
SR LTOCTINA, EET4 BT Ui, RISEEAKFITENTEL X
FUUTHHELU, MgS0, TEELT, BEEBELU/, BIEAF LY —AFH
MoBHERL, SOVEEVZFINTE MNT I MEMBOBEEEIRE 23.37 g%
B (E 71 9%, mp 132-133°C,
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ﬁ%ﬁ’*ﬁ' . C24H34N207 Eg‘.ﬁ1ﬁ NZ 6.06% C: 62. 32%- H: 7. 41%
SEHIE  N: 6.16% C: 62.16% H: 7.40%

EEEO(LEM 22.7 ¢ % 10% NaOH /kis#& 100ml (5 %=E) T 75 SREER
Ulett, Kig Uico RIGIRICIRIEEEZ A TERE & U, +MTsE U TR %
MU, ‘o2 VEDKTERE L, 80°CT 2RMIChI- D BERLERL
to BoONLRIZT VALK 55 nlicB&E L. SEMER LI, 20%, i
ZREELUCHKTIRE L, 80-90 ‘CT 4 BRI BIERzERE U ChuikBk ik 12.4 ¢ %218
foo KT S ) =)l 60 mlHIZ SOCl. 10 ml%& -10°CTH~A IMA -10°CTX 5
(2 10 SREE L., JOBKIC LGBk 12.4 ¢ ZMA. ZiRT 1 KR
X OIT0°CT SR Lo 25 ) — W ECCTHRERE L, KEET MY L
EREMATHEAAF L T Uz, AREZBRMEL. BohIBAZLY )/
— VTR UCIE R T U8, BIEERE Ui, BEEZ VAT VA S L
Juv bS04 — QB EBAEAFLY /BB FIL=15:1) T LTHREL
fetg, BAEAF U V- ANFY U SBEERE LTI F VIR T NEDREBZER
ga 10.01 gZ=57c (IR : 52.2%), mp 184.5-186°C,

TLHEHT : C21HsoN20s HafE N 7.17%  C: 64.60% H: 7.74%
SERIE N 7.04% C: 64.43% H: 7.62%

DAY 9.87 g ZEEREIM T Y ) —)U 110 nl (TEREL., A8EERIER L
foo -5 ) —VEBEZEL, =5/ - 50 ml#MZTEEL, &5
%)= 50 mlZEZMATEE U, BEZKITEREL, KBKRF MY L%E
MATHEEMIC U4, BEAF LU THHE U7z, MgS0, THRELT, BiE+E
EL, BEAZ n-"\FYVUDOHERLTT I ) kFEEROKERESRGE 7.4 ¢
=157 (IR : 84.5%), mp 86-87°Co

JCROHT - CrolaaN20.  EEERfE  N: 8.04% C: 65.49% H: 8.10%
SEHiE N 7.95%  C: 65.62% H: 8.31%

FREOT ) TRATFE 1.35 g £U4FF Y 40 nlRIK 20 nl ORAHEIC
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BEL, REKEF MY UL 4.44 g (2.5%8) 2MATERBE L2, ZORIGK
(2 Boc-Ns 6.04 g(2%8) %A 45-50°CT 40 BFRAEHE Ui, & 51T, Boc-Ns
3.02 g (148) RUKRE/AFET MU DL 222 ¢ (1.25 4B) 2#MZ T, RE
B TURRRE R 2, £0%. KIGIKIZK 50 mZ2M2i, BEBKLTYF
FY U ElRE Ul BEITK 50 nl2MA THROESY ZB L X1, £
ZRIUTKTHIcied Uik, B F L BB LUT, ok, 10% 7 U8
HKIEHE., K THARGEH: U, MgS0. THR L TREEEE U, BEZ i+
vINSEFEE Uy N-Boc ROEEMIRGE 8.79 ¢ 2H 7/ (K : 92.9%), mp 131-
132 °Co
TERHT : CoalseN20e EEFRME  N: 6.25%  C: 64.26% H: 8.09%
SERIfE  N: 6.23% C: 64.305 H: 8.16%

LRROMEH 8.65 g ZTHF 70 ml {TEELTOCTHREEL, LiBH, 1.0 g ©
THF ¥ (30 n) ZMATO°CT 1 KM, S 51C30°CT 2 MR Lz, RIGK
27k 200 ml ZEEECMA, BAAFV TR U, B8E%10Y 7 U8
R, IKROMEITER L, MgS0. TRBULTHREABEEL, £ NoFy A F Lk
DIk 6.60 g &7 (I : 84.20,

EREDOLEY 3.3 g%BBE = F )L-1% H.0 500 miZiEfR L. 10% Pd/C 2.0 g%
MATKFZ | [E. FRTHRMUT 4 BREMET U, PA/CEREL. Bk
TRt Llco BONIERESE v \FHUMNSHER L, 7= VEOEERR
de 2.77 g %27 (L : 90.6%)o mp 112.5-114°C,

TCERDHT : CooHaoNo0s  EEFRME  N: 7.44%  C: 70.18% H: 9.64%
EfifE  N: 7.28% C: 70.26% H: 9.93%

EEEDLEY 8.05 g ZXNUE Y 40 nlITHEEL. AFIN 2-FF U4 UL
L—F 8.16 g (3%E) £MA T, 7INITVUTFIC 24 B mER Ui, RNy
BUBEUAFN 2- TF V4 IV - b EBEBEL, Boh/-BRE% THF
40 ml (TR UTco T ODIEMRIC NaBHsCN 1.0 g (248) #MA T, EET3K
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RIBE L7z, 40 CTRIGHEZE 10 ml & THEERME L%, 10% 7 = VEIKEE
100 mlRTHEIEAF U~ 50 mlZMA T 2RIBIE Lc, COREMAEEMLAF
LUTHH L, AREAMS0, TR L THREABE Lz, BEE VYIS ILY
ZL70x IS T4— (B BAFL Y /BT L=15: 1) Itk
BLTAI /eI VRORAN B, ZOREMEAY J —b 300 nl
(SRR L, 10% Pd/C 3.05 ¢ ZMNATkFE# | [IE. EETHM U T 5 KR
Bl Pd/CERE LK. BEEREL. BOohBREEZVVAF VNS L
7ux brS574— (B EAAFL Y /BRI F =12 1) THRLT,
EUEEESY 2.9 ¢ 287 (R : 74.2%),

LEROEMKESY 2.85 ¢ #X 5/ —) 48 nlITHEMR L. 2 N KB L Y ™
L 14.5 nl(GHE) ZMATO0°CT | W Lictk, 2% ) — N A40°CTRIE
BE LU, BREMIOKETTION 7= vBUKSKAENZ THEE L, BT
THH Uctk, BEEBELU TR ATV EEB, COBRIIFVEEESIC
CHeON 16 ml (TIFfEL. N-E FOF U273 F 1.34 g(248) M2 T,
0 CITHHEI UTzo ZOWIKIC DCC 1.80 g(1.5 HE) © CHONEAHE(6 ml) #M<
T, 0°CTIKE, SSICERT2MHEHRE L, FELFELTEONBE
ZEFRRLFIVICER L. NEMERELTRE U, BEEBRHE LT, BE% Y
VATNASLIOR N T5T 40— (B BEAF VY /BRI FIL=40:T)
THREL, FHELZTNVOREKRRAY A ECHKEE LTE (2.35 g, I
70.5%)0

LEOEEY 2.30 ¢ ZELAFL Y 15 mISER LT 0 CITBHI Liztgic,
CFSCO0H 15 ml ZMIZ. TIU= @M LT | WRIRCE Uroo M4 S CRIER
EU. BEITK 50 nlZMA T, BEEORBKEF MY LEMZ , 3510
BB F U 70 mlZMA T 1| BEfEH Ul BERTF VEAESBEL. KB A8k
TFNTHIE Uco FREZEDE TS0, TREBL, BEEZEE L, BES
NVATFNAS L7205 T 40— (B A FL Y /BB F =1 :
2) THELT, 2EORMGZSBE U GBINE - 52.7%),
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FZMERA - 393 mg, EEMIRG. mp 215-216°C,
FMEB (epi- 4 : 364 mg. MEEMIRE. mp 265-268°Co

EFCEMRB (epi-#k) 150 mgZ 2%/ =)V 5 ml (SR L. KEKEF MY
VL 250 mg ZMA. X642 CHs I 7.5 ml ZINZ CHURMER Ui 27 ) —
VRO (Hs | 2BE Uicth, BEKENA T ooR)LATHE Uiz, B8
ZEHBUSBRIOBEZBEEL, BEZVVAFVAS L0 N5 T 40— (5
BT LY /BRI F I =8:2 ) THEL, FAHRED epi-BL-V8-23T
132.4 mg (XK : 84. T %7 mp 247-248 °Co

TERHT : C2sHseN20. EEFRME  N: 7.52%  C: 74.15% H: 9.74%
EHIfE  N: 7.52% C: 74.08% H: 9.71%

EREEERA 200 mgZ £ 7 /) —)U T nl ICHERBL. REOKES R U™ L300 mg
ZMA, &51T CHa 1 11 mlZMA T, 48BMER U, A5 ) — VR CHs |
ZREUIR, BEOKEMAT/ ooV LTHE Uk, BBEEER L%
IRME L. BONKBRBEZVIITNASLIu 5T 40— (iR - (L 2
FLY/BERIFN=2: 1) THEL. HEEREDBL-V8-23T 185.0 mg (X
I 65. 00 %70 mp 255-256 °C,

TCHRHT : CoolseN20. ERERME  N: 7.52% C: 74.15% H: 9.74%
ERE N 7.41%  C: 74.43%  H: 9.70%

B

KEHI THRIARPADNY T 7 5 LEBEOT L bow 4 L RERS X 0@
RREERBRE1T - 1o,

(1) Bto 4 V&%
(A HIV (HIV-1,115 BR) FefeRRget b THEREER MOLT-4 clone 8 %10% 4-h&R
A RPMI-164055 b THZE U8, EEZRBLTY A N IROAEARIE L
80 CTHRIF U, fthh. HBILAY%E LR ORI TR EDREICNR S LS
CHERLUT, 964 707U —MZ 50 ul o8 Ui BT, MT-4 4
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iR 2100 pl (3.5X10% fHlL) §->4E L. 3 5i1ZERHIV 5B -
LR THRRUT0.1 (60 plaque forming unit)d I 7=,
(B) ZD 96 R 70FU—b% STCORBH RIEHERNTS HEER L
B 2TOV 2 NIT [3-(45-IAFNF T —N-2-4)-2,5-T 7 = =)
TRIVUILTEA N, 5mg/ml, PBS) #30ul §OMZ., &5ic 1 B
BUI, JORAT, EFLTHAMMIE MTE2ET LT + Lod Yy £FH
Tlo INTOT WD SEEREFEZIS0 1l FOMOBE, KD 0IZI50 «l
DEFR (105 bY +2X-100 L 0. 4%0/V) HCLEIA v Tas8) —)) %
MZ, V= bFIFY—TREI LTI+ MY U ERH Utc, B LT 20U
<P % 0.D. 540 mTHEL., HREENBERE U, AV RIC L 3 mbaps
EE50% Ml 2LEMRES ECso(ug/m) & U7, Ak, WINLEELL
T DMSO 2RIV, #ERRE% 0.0001-10 £ g/ml & U7z,

(2) ffasEt

EREOTY A N RIEERBRO D) 12BWT, HIV FEE (V12K Of
DOIZED 2 VITHERERE 50 1]l FOmMA, B) EREICAE L THERLS
WO NT-4 RN S 2 BEEB NI, BERILAWIC X 2 mBaEMD 505TH
SiRE% (Cso(ug/m) & U7, BREUTOE 2157,
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x2
wRALE CCso(ug/ml) ECsoCug/mD)
BL-V8 10 0.1-1
epi-BL-V8 10 2.5-5
BL-V8-23T 1-10 >(Cso
epi-BL-V8-23T 1-10 >(Cso
(£)-BL-V8-310 1 0. 001-0. 01
(£)-epi-BL-V8-310 1 0.13
(—)-BL-V8-310 5-10 0.003
(+)-BL-V8-310 5-10 0.05-0.1
(—)-epi-BL-V8-310 2.575 0.16
(+)-epi-BL-V8-310 5-10 0.1
BL-V9 >10 >10
epi-BL-V9 >10 >10
BL-V9-310 10 2.5-5
epi-BL-V9-310 5-10 0.3
BL-V10 >10 >10
epi-BL-V10 >10 >10

EEZE EOFI W RER

EHEPONVTZ 7 5 LFEEREL, L oS VRERIEZBE LTS 0., e
FBHEFORFRAMEBINTNEDT, L by )L RRGE, M3z s X0
BERPTFHIZER TS %,
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%k o # B

I TEO—H

R0
2

{

S N

R (otyf, N0

R4

GU. nidl~3OEHERL ; RSEEE S HEROT L FVE, &
L<m7aw#w§éﬁb;Wm@ﬁ&twﬁ&%ﬁ@7w#wﬁéﬁb;w
BXURE. FhZNESTITKET FE L RE#E B SHEROT VL
£A5 L. BB IURDT = 2V EOBET AHEICERL T 2HEICE
ﬁ%ﬁ—%mquWX&UWﬁﬁmTé7l;wgtm2@@%%@%&&
guy7m7w$wﬁ%%&bfwrgx<\%y7m7w#w%u§mﬁ%
HLTWT b &) TRENBER YT 7 5 LiFEK,

o RIAHES | ~120EME RABHERT VEFVE, HHVRERT T VF
LETH D ; RRAHEH | ~120BE#HE IAHBRTVFNVETHY BB
FURYS. ZhENIBTIOKERT. BL CRRER | ~120EHE 351K
BT VA NETH LD, HEVEHENBRELE TSI ENHS5~TR
me o7 LA VEARRT 3EHROEHEE | HISEEONY V57 5 LER
7.8

3. NSl E1212THD. RIS U TOENE, A VTFIVE =T FIVE,
-4 7 FUE, - ZVE, TR ZIVE, RUR Y OINEINSTEBH O
ENBETH D ; RO AFIVE, -4 7 FVE n-/ ZIVE, bLUn-7H=
w%#%ﬁ%ﬁ#%%ﬁhé&?%@\W%iUWﬁ‘%ﬂ%nﬁﬁﬂmﬁﬁ
F. EUBEEN | ~120EHEEABBERT LFLETHSD, H50
mmﬁﬁlut®ﬁw7w#wgﬁibﬁﬁénfwf§imGE%V7U7
VE VBERT 5 ROBES 2 HICEBON Y T 7 5 LEEE,
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4 R'NAIVToENE A IVTFNE, $R3-TFLETHO  R2ASAFIL
ETHY RBIURD, ZhENMILITKEEF, U R EHI00OEM
KT WFNVETHED, HEVRAEN UL 2 FAEIZE D BE I AT
THIWERRY 7 0T VFVRERRT 3 ROEME SHIZZHON Y
7 7 5 LEEEIE,

b, TEDO—#F :

R0
2
R >——<
N
N NH
RS K/OH
(CH,),
R4

(FHF. nld 1 ~3OEEERL  RUIEE E I EBEROT L F LR, &
LSBT SAFNEETRL  RRSEME RO EEROT VFLEARL ;R
BLURUE, ENENHILITKEFEFE L RESE 138 B8RO T L+
BERL, REIURD 7 eV E L OBET 2 BIZBIR LT 2584013
MEN— > TR B X URDERT 37 2oV E LD 2 HOREET & &
IV OTLFLBRERRL TV T O L, V707 L LB EREE
ALTOTHENY) TRENBRY TS 5 LEERENRS & LTAEHL
ko AL 2H,
6. L oIS ZNE MERERBEREIEY 1 VR TH ZHEROBES 5 15
EOTL b oy AL 2H,
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