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(A) 24 = T2 A,

(i) 6.4, 8.0, 10.9, 15.9 ¥ 22 4% 2-AE} + 0.2% 2-A oA 33 E 2tE= XRPD 3 E;

(ii) % 159 YERd XRPD 3E;

(iii) 168.9, 165.5. 147.2, 106.0 = 75.6ppm + 0.2ppmoll A 35 2b= a4 (solid state) C-NMR 22
Ed-

(iv) 115.9, 112.5, 94.2, 53.0 2 22.6 + 0.1ppn®] 53.0 + IppmollAle] WA =2E 9] 2}8lx 2=E My}
= 2= uAAY C-NMR 2~HEH;

(v) AA" o2 © 930 e A4 “CNR AR EY; ©

Z s olgonyy AEH: HolHE SAow st 47 44 A T10;

(B) 2% FH T12=A,

(i) 6.4, 7.6, 12.3, 15.2 2 24.9% 2-A|g} + 0.2% 2-A|gtollA 9)2Z zk= XRPD I &5

(ii) & 160 Y+ebd XRPD 9

(iii) 166.4, 148.1, 126.9, 109.5 % 73.1ppm * 0.2ppmollA] IS zt= A4 C-NMR ~HEH;
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(i) 6.4, 8.0, 10.9, 15.9 2 22.4% 2-Alg} £ 0.2% 2-AEelA A5 zHE= XRPD W€

(ii) &= 159 Y+ebd XRPD W€

(iii) 168.9, 165.5, 147.2, 106.0 2 75.6ppm + 0.2ppmell A 3| A S zk= A C-NR =¥ EH;

(iv) 115.9, 112.5, 94.2, 53.0 2 22.6 + 0.1ppm¢] 53.0 + IppmolAe] I AZKFE ] 58t HAZE Azt

— _ 13 .
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7% 3

(i) 6.4, 8.0, 10.9, 15.9 2 22.4% 2-AJg} £ 0.2% 2-Ago|A H3E 2ztx, =3k 9.8, 13.6, 14.8, 18.7,
9 20.5% 2-ME} £ 0.2% 2-AEg2HE MU= 1, 2 3, 4 = 5709 F714 138 2= XRPD #E;

(i) 2953, 2867. 1747, 1613, 1522, 1465. 1262, 1156, 1118, 2 1006cm + 2cm =PE A&w= 1, 2, 3,
A7) = 1 oo|ANe] WAE Zbe PI-IR AHE;

(iii) = 249 Yepd FT-IR 22 E"; &

(H-(ii)e doe =3

F s oo wNE MEUHE dHolHE EA4ow aE AlF i A2de] mE wux tEAgo|Ee] A

(i) 6.4, 7.6, 12.3, 15.2 2 24.9% 2-HE + 0.2 2-HElo|A 32 2tz T3 10.8, 13.9, 15.8, 18.9
2 22 3% 2-AE £+ 0.2% 2-AEERE MU= 1, 2, 3, 4 = 5719 F714 93 E zkE= XRPD #HE;

(ii) 5.3, 5.7, 6.9 ¥ 12.8% 2-Ae} £ 0.25 2-ME}ZFE HAdz= 1, 2, 3 &= 4719 37 9= A,

(iii) 2931, 2740, 2663, 2453, 1748, 1606, 1584, 1452, 1227 2 1008cm =+ 2em =5E AeEE 1, 2, 3,

47) L= 2 ol YIS Zhe FI-IR AFEY;

(iv) &= 260 YebA FT-IR 2~HER; 2
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A1 WA A4F F o= g Fo] k2 AA FeE EIehe oFs AE.
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b2 A ALEEY] 918 A1 WA A4E T o= g o] w2 AR e, A5 wE o AE, T

A7l wE kst AlA.

A7 9

SFABA e, AAZeN T, wE e, 53] AAY 5, F= F AAG el £ FA T
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AT 17
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e I 9 sk EAE EHuR f-EAelER Hslsle dAE o E¥etes WY
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A% 19
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DPTTA) ¢} #igtste] (+)-HE E3 1=
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198l lol A,

A7) Brle AE e 3 AR, 9F k& dE2E st wEAsAs Svle AR g, B
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2203 1A,
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olrl iR 5 ML Boo- - Chr-HEE wMUzloln], p-ERaldEAk e whge] ofs] Wb Tl
EAoER AgE = WY,

AT 28

AN16E WA A27F F o= g Foll glojA,
(+H)-el E et h2-(-)-DPITA o] whel=li= Wy,
AT 29

A28l AolA,

(H-ElEgb-(-)-DPTTA g2 A7g4d<l W,
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vl s A s 24 deQ (H-sE2bHYR-(-)-DPTTA 4.
A3 31
(i) 5.7, 7.1, 11.3, 17.7 2 19.1% 2-HE} + 0.2% 2-AHElelA] IS zF= XRPD; ¥/XEE=

(ii) % 270 e XRPD ¥l

% e olgemty Auge doHg 54or st Fd 124 AFE (H)-HEehR-(-)-DPITA ¢l
A4 .
AT 32

A31aol] lojA,

5.7, 7.1, 11.3, 17.7 2 19.1% 2-AlE} £ 0.2% 2-MEglA IS zt3, T3 16.5, 17.0, 20.7, 22.4 &
23.9% 2-AE} + 0.2% 2-AE2RE HYEE 1, 2, 3, 4 &= 5719 714 93E zkE= XRPD HE€S EA O
2 3= (H-slEZHIUR-(-)-DPITA ¥ 24 .

A3 33

ol e-B T E R (A S A= ol k-KB 3 7] Boc X Cbzy), Uzl e dheuR e o) vpey
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-(-)-DPTTA & T+t 1 24 e &%,
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(ii) &= 179 YeERd XRPD 3E; 2
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(ii) = 18 el XRPD siEd; o
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(C) dH P1EA A AE Wz FojgolES AX HEHZA,
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Fol & zh= Aol oA e F8 EAF AEE S A3 AF AlFe] JY Folg, WU A&
X RExobul =54 2(VMAT2)S] A A o t}.

R e Ay LEFlE 2= Aolel ARE d AW 590w o8t INGREZA' & AEolt}.
INGREZZA:=,  8b8hy,  L-92+,  (2R,3R,11bR)-1,3,4,6,7,11b-AA}alo]| =29 10-T] W] EA]-3-(2-W| & 2 31 )~
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}_

AR o2 24 e HAQ gdAgde dF A 2 A H3Ae Aoty duyR Fo ¢d IjtES,
Az g8 24 x4 mtd, €8 As(dE EW  "TGA(thermogravimetric analysis)" XE&

ol [

"DSC(differential scanning calorimetry)"ol 2l&] A% ), XRPD(X-ray powder diffraction) ZN®, Z<|A
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A712 Fshete] dats HESHMURI((H)-IBZ, 3H3HE 2)° R R)-ALFNFAAE =59},

3tE 2% Yslol=RHEZHYRY (SR, R)-FEHA o] gD A
((R,R,R)—DHTBZ 3E 3)9 FAd fad A o8 Fdd & °1Tﬂr ARRE 4 QlE A FHe 3
+ NaBHy, BH;~3E-3A(53] BH~THF E3A)) NaBH(0Ac)z;, T+ LiAlHolth. ¥ 4FA &0, 53] (-C &

=, vt wERE, dlEhE, HE o] A RIS, EE oHE, vigAsAE (-G AHE e 3

e 2, Bu vFASAl= THF, Me-THF, Hi= MIBEOIA, HE= o€olAHolE, B EFd 59 U &
A AR F Ak, wee wEAsAE -30°C WX A, wEEsAE 25°C WA +5°C, 7P s
At -20°C WA 5° o) £x AgelA BalE AT

3}3tE 38 olHl-H 3 W o}u| Ak,

¥

Me (e}

Me OH

o714, PGE olWl BF7|2A, Aol obd oA]ZX4, DCC(NN'-TA]| S 28272 1 r]o]u| =
(3-teolr=Z23)7t 2R rjolu] =) Fi= DICIN, N -folaZ2dst2Htjo|n =) Fo AZ
star, s AL Aol obd A=A, NHS(N-3lo] =& A &alolm| =) HOBt (3fo] =5 A Ml
DVAP(4-TiH| " ou] T 2] |l) 5o Ade 7S H7bsia Baw Selvb(Pe-2wuzl, 83t

[=R=DY

), EDC(1-<l®-

53t
of. o] ojuv]=, Adko] ol o AJZA], Boc(tert-FESFAIZIEZERY) & Chz(FIE2H5AMZE) H57]
9 ®Hz7] PGoll 9d Red 4 Qrk. ofulel] tigk deoo] HHd HEU|7F AEE & U dE Y
Greene’ s Protective Groups in Organic Synthesis, Fifth Edition(2014)(P.G.M. Wuts, Wiley) Z=]. Hb$-

&, Algko] obd dA]ZA], Me-THF, DCM, EtOAc F& DMF 59 7] &ulolA 0°C WX 100 ° C, wHAsHAI=
10°C WA 70 °C, 74 vt A= 20 °C A 30 ° Col 2% HolA Fafd 4= qr}.

opr] .e-B o U (S HE 4)S gREH dHu(sgE 5 &
Aol Ao ofEst= AEde gvloA AEd BRIAE 1%5}04 B 2 tHGreene' s Protective
Groups in Organic Synthesis, Fifth Edition(2014)(P G.M. Wuts, Wiley) % . 318HE 39 FEE 5 e 1
Ao o] M 3HE 49 whElgle] dH o] o] T7}"] "e”‘]cﬂl—‘f (H-EEZHZ-(-)-
DPTTA 9 ((3R,11bR)-3-0] AH-El-9, IO—Qﬂ]EA]—Z— A= 1,2,3,4,5,6,7,llb—%E}é}O]EEv‘ﬂE]E[Z,l—a]oliﬂ%‘jf
A58 (28,38)-3-7F2 5 A-2 3-H| = ((4-vEl ) SA) TR ool E)olt}, W2 ofr]h-K 5 g Wt
At A= o) -RE7]E Boc T Chze), WU EE dWuRe] ) wighgsiAls deux o-
EAYoEY AxE {3, EE (R R-HEZH U, EE= [RR,R)-Usto|=2HEZH YR AxE $3
(H-"HEZHIR-(-)-DPTTA & =& 2 A2A I A1&S o x3H3i).

& gt o] Wed BEv] A
o~
e

% Jlﬂ

=<
&l
Z

E3], B oo A4 e gEHHUR-(-)-DPITA ¥4& E33it. ulzddsiAs (H-vEHuR-(-)-
DPTTA 919 27 Fel= Fd Iolvh. (H)-slEZuvz-(-)-DPTTA 949 474 e 1+ 5.7, 7.1, 11.3, 17.7
2 19.1% 2-AlEF £+ 0.25% 2-AElollA FAS zk= XRPD #iEl; &= 27¢] ubebl XRPD #El; @ o]E ©lolE ¢
2% 5 s oo RRE MEEE HolHE EAoR & 4 vy, (H)-HEZHYUZI-(-)-DPTTA 99 ZH
P 1= wd 5.7, 7.1, 11.3, 17.7 2 19.1% 2-Algt + 0.2% 2-MEetellA 93E ztxm =3 16.5, 17.0,
20.7, 22.4 B 23.9% 2-AlE} £ 0.2% 2-ABFRFE MEEE 1, 2, 3, 4 B 549 FUH4 93 E ZE
XRPD AES S4do=2 & 4 g},

wouwe] mhE (H)-dlEehu-()-DPITA o] mA Bele s, ALdoldan/o g A, wE Y
FE,HEA, 894, SAE, AA o8B, RERA m: 244, g4, A% 59 sehy e of
Ueh o Adel BE 94 % A g, 85 W/EE AF gl ud gy, e guel F54,
Se SR AF & W 9EY, Ex R0 UE 5o fed A9 % A7 54 F HolE shevy A
g fee 54 b 5 A
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W B AW — HEZHIURIS] Ht A do] 43k vhE-(ATH)

F7FEQl Eol A, ¥ whde 712 Ru(Il), Rh(ID), Ir(I1), = Fe(Il) =, w}zkz &A1= Ru(1l)-Noyori
Zu|, ®Bo} wdA 8 A = Ru(11)-DPEN Fulj(dlE £ RuCl(p-A14)[(R,R)-Ts-DPEN]) 52 ATH 7% T4 =v|
g olg® RR- R (S,S)-HEguitrel eAn E3HEel wgd el Fis WMl o
(2R,3R, 11bR)-T] so] =2 H| Eehu| A (3151 3)2 58 wH e Aga.

ghAm] B Ebuube] Wity FAskeE (2R, 3R, 11bR)-Tsto] == H EgbH U (313HE 3) (H E gk uxl 9
(3R, 11bR)-A &g A AZFE &), L (2R,3S,11bS)-tste| EZH EGH U (HEH bzl e] (3S,11bS)-A
GOl AAZTE ) FEQAolgEA EFES AT, o] FEAA LA EdE2
o, R,R.RB)-Hslo]=ZHEHUR S F52 5 dar, o=, EFE dhAv Flojoh rRlusa FEdA g4
Al Jﬂ"ﬁJ "‘Olﬂ 2dew s, RR)- = ( S-HEHHGR(EE D) o] 2An £
ok F4 48 Ageltt. oA A4t we ARvtEINY] o T WS o8 EdE

2 ulEAsAE GAn BESHUR 2 E4dd dis) 0.01-18%, vEAsAE 0.1 WA 0.88%, 7%
AsHAIE 0.4-0.65%2] ATH 712 FvlE o]&3ste] szt nighd Al 712 Fvl= Hy, HOOH H+= o

ArE@e 5o 4 FolA EASNA R(ID HWF W, BF Ru(ID-ClR(Hoby) Ei=
J(PAr)(Flobel) Fofolch,  whge wE 97 AgAh. 53 WS ofwl @y, o EW EN

1), DABCO(1,4-t]o}x}ulol A &2 (2.2 El), T DBU(1,8-t]olrtufol Al ZF R (5.4.0) L H ~-7-4)
2% o1y, o2 =W KOH, KOBu, = KOPre Agad, wee ndxsd= gds g
Z J

PRk, HAA3 guj= B IR &u], 4= W THF, DNF, T DNSO, X W &), 42 W

-
=

—~
—
—
—
(@)
S

s_n

, coEE WAl ogdd e RSl 076100 7 C Ael, wEA S 20-80 °C
Atel, 7Hg mhEAEHAIE 30-60 T C Atele] 2EeA @t

B oUwe 54 kg NS Fastel AUPAT, T 4N A7k gAMe] we e Pl B
s Rolvh. B oage B odye] myRel Ax W AE WHE A JEse ] oF FEael Fz
AT B owEel e wold @3 B4 W M wEo] od Be WMol AAE & Uee FYA
A ABE olth

24 gy

XRPD BXe uAgA HE7]E 43 ARL (SCINTAG) E% X-A tvZAEng »d X TRAA sisixivt.
1.5418A 9] 2] WARHdo] ARSEAT. 270 FEe e 1Y 2-40% 2-AMEl 27 BE: AgG 20, 2F)

4 Aell, ¥Es RERE H BAE AR FERA ZH8AM vEs AT Adeder, dYFE 2
T2, A fAE =48] A WRREedEs AP dor HrkE o du. 2EkeE AEs AE £

25-250°C Atolo] 7+E, 7FE £%=: 10 C/min.

=7R: 150 ul ey =7k
40ml/min N, 3502 HA,

FT-IR #%

Thermo FT-IR Spectrometer Nicolet.
AMEL ATR REo)A A=A}

Eal

B8 4000-400cm  Abolell A =7 %k

15
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5

rln

roEe 1689 200 SR,
A= 4.0cm_1.

B AR MR

"0 SSNMRE Bruker Avance [T+ 500 ARSI 1250kl A A
dnm ZE]E ARESRE SB ZEH
wj 2 7= KBrg o] §8ke] AAH AT

ohrhrlels ol gate] A Aol A

o FrowA FE|le wet AAE AAEY FE(2F = 2S4Sl tal 176.03ppm)

/Rl}\‘lqﬂ

WU S Bho B2 (d5 5W US 8,039,627) 0 RN FAE W] wet Ax" 4 .
(D)-HEFGHURL 507 k2 XENAZINES] & g Alftolx (3R,11bR)-HIE&HH R 2 (3S,11bS)-H E &}
wupzl o] ghAn] E3FEEA] Al Foltt

p-EFAMFEAL Signa AldrichZHE A5stE dozx P

o 1: whuR e L1e] A%

g URS %}7](magnetic) nWH(36mg) Z tlEEolAEolu]=(20 uL, 1.8vol)&E Z#& mlo]do] Ak,
ozl £8gE 70CE 7Fgstn g £98 =539, Z@215nL, 6vol)S F7ksta Aol #&ZFHJY.
S8 &£99E A3 B¢ wdtgny, &8 E ot X-4Ad B9 tEZdEafior BEAsts] &= o1 vERd
Uzl e L1 ATt

w2 (66mg) 2 9.5:0.5 TlEE2WE/WERS(3.2m], 48.5v0l)e] EEFES Fejxs ulo|do] AU, LolR
gho golo ZuAA uFHAE di, o]E thA] 9.5:0.5 YF 22 E/mErS(1.6ml, 24vol)ollA LA ZATt.
|NS TEAA AAstE 2de Ao TYAE a1, XA BE gz o8 EAstE E 26 UERd
v g 128 AT

HuzlS Zetaa(dg)el A U229 eH(100ml, 25vol)S H7bsiA whe S48 590, 2 & F
a XA 22 gz E eI o) SAsteiA = E

o 4: drelux el 149 A
1g9] EWUR & Zeta=d AT, WgES H7beka(25ml, 25v0l) B £S5 Art. S FUAA
o 59 IAE X4 B gzdEaf o SASEA = 4o YERE Sy FE 148 AU

-

o 5: ¥R e 29 Ax

WU (126mg) & Hholkel AT 10T 2 7HdaA] £8AAT. 8§ uAl ALolA 1008 RH NHE A
g 1 wow A% AzE A4L A7 x4 B2 fzas e o8 S4sEA & sl tehd wga
) 122 A

o 6: urUA EAgelE A T19 AZ

L4 (98mg) & WE o EAE(Iml) ol §3AHT. p-EFAHEL(88mg, 1.86FF)S H7Ist 2 §d0]
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dEH oA, AAS A Axsa XA BE gEzdgEd

3 .
o @11 WA 2 4 S
B gEaEagel ols) S4seEA W EddolE Fu 112 99t

ol

SelHE
do] PAEL owwr 2%

U (116ng) & RS (nD)e] AR, olold, p-EFAUEM(1lng, 2.193)S Hrhsta e g
o ol A ERAT. ST WA Aol B AR, AYE A A2 X B

o 10: whuupxl EAwolE e T29] Ax

Wb U7 (246mg) S W EAEAE (2. 46ml )0l E3|AI AT, olo]A, p-EFALE(240mg, 2.13F)S H7Ist
Mol AFEAL oY, ARE N BxRsta XA B

ge golo] gojd WA T, B %
W omarase] oa S4stela Wl

U (363mg) S AISF=AEEd el 2(3.36ml) ol &MAIAT.  o]ojM, p-EFALEI(366mg, 2.19H)S
A7bsla B goo] dojA wzhx] Esteich. NS ¥ Wt Ao #EFHUL AR, AHES
A Azsta X-4 B fzdeafe] o EAgEA deur EAEOlE dH 128 AU,
o 12: FIHyz EAg o] B T3¢] A
W L7 (335mg) & 1,4-1]%4H(3.36ml) ol &3 A1 H Tk
ojo] A, p-EFAEE *J(SIng, 2.09%)S H7ksta 2 fdo] dojAd w7z« &g, §9S FE
wHtala H Aol #AAHUL ot AALS T PAxsa X-A BE gz aE g o EAsEA = 8
of Yetd @ EACE dE T3S AUt
o 13: vzl EAolE el T39] A
o]
o )\Hko
OH e} *NH.
W Y )%OH ):‘:HKO MeO M) H \(
MeO SNy Bo-NH Boc” T Y Y *
oc MeO PTSA
—_— N —_— MeO _
MeO EDC, DMAP oo 2 % —OSOs
steg 1 32 2 VLB LIEAF0E
(2R, 3R, 11bR)-3-0] 2¥-€l-9 10-t] W] EA]-1,3,4,6,7,11b- A} 5}0| = 2-2H-T 2] £ [2, 1-a] o] 2 F] Z=&-2-2(10gr,
0.03%, 19)<S 100mle Me-THF(10V ©f 3M3HE lv/w)ell L3|A # T}, £ 02 Boc-Val-OH(10.21gr,
0.047%, 1.59=)E H7lstar, o]ojA 4-(tueoln| )T | (DMAP) (1.91gr, 0.015%, 0.59%)S H71gtt.
vz o 7 N-(3-gHEolu =22 H)-N -o gyl B r]o|n= slo| =2 F 2 7o) = (EDC-HC1) (13.21gr,

0.068%, 2.29%)E M7/t g TPES A2 2,542 udtgdth. $EA], 100mle] &8 wHS EFE
(10V of s3HE v/wel H7bgok. Aol BE=HAT. 71 A& EAV)E AHAT. 74 S AAN.
oloA], p-EFQNAELH(PTSA) (41.71gr, 0.21%, 793)S 7). v EFES 4204 16A13F ki),
A2 A, FAE AR o713kl 10ml 9] Me-THF(2x1V o] 8tgE 1v/w)Z 23] AHgct. olox] 51 *M
Sy EAY|EE - QB 35T 387 ARAA 11.33gro| k= AAE@EAC 2
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&, 99.58% vE)S 5. AAAEY ZA YH= KRPDY wE FE T3 A= ¥ AT

o 14: FAY WUy EXNGolES Ax

U EAEClE e T2(3g)E 200mle] HEZ2veh: v (1:
B8 AT FUAA FAY WA EAAES A,

o 15: ¥zl EXEolE ] T390 Ax

A vz EAYOlE(50mg)E HEHS|ERZFS(140ul, 3vol)el FEAZ)a 0ColA ¥ wwkglch,
S ¥ Azt - 22 Fdd o3 5Adsiste] Iy EAFOlE FEH T3S AU

o 16: IHyR EAolE e T3] AX

A3 duUz EAH O E(G0ng)E WEHAEAE(140ul, 3vol)dl AEAZ|II 0ColA WA mutalch, ZAA
S ¥ Azt - 22 Fdd o3 5Adsste] Iy EAFOlE FE T3& AU

of 17: ¥zl EAEolE ] T390 Ax

1E(50mg) & 1,4-the]S2H140 uL, 3vol)ell HEAIZIAL 0Coll A BHA] axkgel. A7
g Axspar XA S Sl o3 SAstete] wHux EdolE JH T3% At

tlo —d
o2l
ofh
i)
)
=
)
m
i
&

o

o8 DU BAE SC/ming] ST ANIL 19 F Aol AL weleS A n 2HE
Azsha X-4 B OTaEae] os) St = oo tehal wu EddelE ) 4% 29t

250ml HES-7]oll= 20m1e] &9 IuyR(2.5g) 2 p-EFAEELH2.87g, 2.509F) S AWY. E3}ES 100T
2 7FEE A B SNS AUt fHS 2AIZF Bk 0CE YA, AAS oJFsta XA B rEae
a3l o EAsteA wHud BEAY 0 E e T4E AU

o 20: ¥zl EXEolE ) T59 Ax

. 24 olE FH) T4(1.6mg)E 2 A=x7]0A 50T # 30ubare] & 5
9 AEE XA S dEgEafd o SAgteiM = 100] dEbd v B4R o= gH 158
[e3]

FE T4(60mg)E A7) AW71E ze wlo]de] ARt THR(36vol, 2.1 m)E 7F8}aL,
& A A wRkgg, P s dqsta X-d B gzdEadle o 5A43%EM =
ehd Uzl EAEolE JEH 168 AUt

E

oo
Ll
il
rlo
é

AgolE e T7¢ AX

E Y| T3(96mg) S 7] wRHS zhe= nlo|do] AT, o] ARERS(10.42vol, 2.1m1)S
A7retal, 5" £¥EE A20A wA k. £¥dE o¥sta X-A B XA o 54
stafl A = 120 vERd EHUR B0 E HE 17 A

o 23: IHyR EAolE e T8 A%

U Aol E(202mg) S A w1 E 4 Y&54H(3vol, 0.8mD)S H
Y& 0TClA 3ARE ¢t wRtdu. &g E odstal X-A 22 3JHd 93] 5433ta)A
i B4 0lE FH 183 At

o 24: ¥zl EXEolE | T99] Ax

4 Ax71d4 30C WA 50C Aol & 100 ubar v Rkl A 55A]7F =<k
AT, AAES XA B o8 SA8EIA = 140 YEld ey EAolE
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o 25: "WHuxl EAFolE el T109 AX
=

2 S WRESEA] @il oA 3YU FQt uho| el WA EA] T9+T10<]
EAES A, EFES 54 dxrldA ZEA gle]l 50C E 100 ubar IRkl A HURAIH L F AR A
o] o) EAgE T 159 ekl wHuz BEAdelE e T10S

o 26: ¥ EAolE e Ti09 AX

gy EAElE el T6(THE Ewi3tE, 0.2gr)S JE B o 70Tl 1A3F ok 71gg. g
AE XRDol| 9J&f H|2ESte] Wyl EAoE e TI0YS Lokl

o 27: Uy EAolE e Ti29 Ax

(2R, 3R, 11bR)-3-°] &FE-9,10-tHEA|-1,3,4,6,7, 11b- A A} slo] =2 -2H J#%E[2,1-a]o] A F=H-2-&
(43.6gr, 136m=)<S 1ol. t-F2=2u|eh(DCM, 43.6mL)olA <Sdlg)sleta 1L whs71d 2k, 4-(HHEoln]
w)-3 2] (DMAP, 8.3g, 68mE), Boc-Val-OH(44.5gr, 204mE) 2 5Vol.(218mL)<] DCME wHF&-7|e] Wi A9
A 58 FoF wHkgtl,  o]ojA N-(3-fWdoeln =X 23 )-N'-oe 7= W t]o]u]= HCI(EDC - HCI, 57.6gr, 300m
)8 whs g2 H7bekar, ool 1Vol(43.6mL)e] DOMS H7Hch. &S ALo)x 3A17F Fot wnkg)
o ¥kl R 3 whE EFES E(10Vol )E AFE & ARG, E(10vol)E FIHA AlHo] e
el ZA U431 (104g, 544m=) S F7) dol H7bskar 35CelA 19417 Fet wabgc,
S 2 DCM(13ml) 2 MeOH(100m1)ZE 3 XA AT W& ZUAA 29L& 53}, o]
oA THF(100mD)E el #7lstar FEAIZT. 5% S UE& THF:MeOH(98:2, 5.6vol)ell &3A17]5L, &

ol O

-5CE YZAAZL. o] §dd vzl EAGE FE T6& EAMAIA -5TelA 18AI7F Bt mykgicy, 3
AES XNFg Ao &) F=H8a AFE LEAA] 70C(50mbar P]EH) A 7217 Bt AZRAIATH. 1L 1
she] Aoz AH Ay ey EAdYelE g T128& AT Fd Ti2e X-

X
i O
g
2
o
:?é,
A
o,
o
i
K

e (24Img) S 0°Coll A 24A17F <k THF/MeOH(0.2% MeOH, 5.01ml, 20vol)ellA
Aol e TEAlA EHuz Eé:laﬂowf e T6S LU},

of 29: &) T10 % el T129] ezl EAdeeo]E Ejt=o] A%

bl BEAEolE Rl TI0(100mg) S el A 1ARF 5t 100C= 7FE k. 12 AFAE LEO RN E
24X 7 B AEelM e wpelkel AR AWy, AFAE XA 2 dEd R o 543ke )
 BQbelE e T10 3 e T12o] E9ES A, HZIEIfS & 22¢] AAlEe] Ut

o 30: ¥y EAolE e Ti09 Ax

501mge] ¥A3d 2zl EA O EE 5uL(10Vol.)s] o]|A-RErgox &g sstal, 0CT=E W
k. £H8E oystn, YA nZGAS NF st 70TeAA ZAIAT. A J
100CoA FA o AZAA @y EAdolE g T10S Lt

o 31: ¥y EAolE e Ti09 Ax

1A
E

50Imge] A4 weuz EA#o]EE Sml(10Vol.) o] tho]SatelA &2l dlstal, 0CZE W7hslar 48417 &<t
ankgch, &EYEE oaeta, 70T HE shel Bl AzAA Uz EAYelE FE T10S AT,

of 32: WU EAeolE el T7°] A%

(2R, 3R, 11bR)-3-0]&¥-€-9,10-tI W[ FA]-1,3,4,6,7,11b-FA}efo] == -2 Y E[2,1-alo| AFAEH-2-2
(21.8gr, 68m=)<S 1Vol.(21.8mL) DCMellA E&fdtar wH&-7]o] ¥ DMAP(4.15gr, 34m%E), Boc-Val-
OH(22gr, 102m%) 2 7Vol.(152.6mL) DCMS ZH7}3ict. L%é %Xd_él SalE w7k HAeA wykgict.
2Vol.2] DCMe] EDC - HC1(28.8gr, 150m#)< F7Fch. EFES 25TeAl 3AF &< uwkelal, o]oA

H0(10Vol. X2)2 AF g}, p-EFNdELT O]—/Fi‘_i}%(f)Zgr, 27omE) S Al E EE Hrksta 35T w
A a0 A-RehE 5Vol. (109mL)S H7Fskal o]ojA 35Tl (HE 24 sholl) 843ke] 5Vol. o &3

s FEIY. ERES 15TE detar, olofA 1%(w/w)el LHlul EAolE FH 178 #AHA7]1aL 14
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[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]
[0256]

[0257]

ZIHSd 10-2019-0062460

& 5CE YZAAHY., Wz &, 2Vol.(44nl) 9] o] AFeES H7tsar o]ojA] whA witdly, HAAES
o] ¥skal 2Vol.(21.8mL) o] o]AFErER MYy, WAl FUS F55101(73.55% &), EH|UX EAFolE
e 772 A},

o 33: dheuxl FrolyolE el F1o] Ax

Zalago] Iy (500mg) B ooFAIE(2.5ml, Svol)S AG-a e gdo] dojF x| Ao mukgch
Ful2AH(278mg, 29%)S MUt EES AddA A wNkgt. TS JdEe] dojXa E thE 5ml
o] oM ES HIRY. £8EE sty FFES X-A B gzdeagdd o8] EAlslsiA = 179 e
W oghyzl FolglolE g F1e .

o 34: greuzl ~EololE e S19] A%

Zat e ez (500mg) 2 2-dwlHE Edslol =232 (Me-THF) (2.5ml, 5vol)S 931 o+e Qofo] ol
WA Aol wEkgYk. A o}EAH(856mg, 2.59 %) S ISt EEES AL WA whkgg. 2
245 olo]x HlAR Hr|a £ wulshAA 158 FoF WA A AAES ddd. AAS st x-A
2 gzageade] o) EAslelA = 180 YEld @ AEololE e S18 Add

of 35: vl Fwjelo]E &l Ple] A%

Sehaae] bzl (50mg) R obAlE(500 nl, Svol)s A--aL B gofo] Aol wjzhx] H2ofA mukint
U EAH(153mg, 2.58 %)< H7beta £d=& WA Rty A4S ol
3l S5AstelA = 199 veRd duud ol E FE P1e A0

o 36: Breluzl MoolE e HS19] Az

Zetage Iy (50mg) 2 n-FERS (500 ul, Svol)S ¢ e gollo] AdojE ujrx] ALdA

kY, AZAR(16pL, 2.59%)S HUletn EEES A2 A wEkgYg. AR S ofFsta X-H B

w Btz A E g o5 EASEA = 200 VERA ZuubE Ao E e HS1S Ith

o 37: ezl wA#olE el NS1¢] A%

ol AT 2 W& (20ml, 10vol) @ HolEoEH|Z(6.5ml, 3.25v0l)e] EdE ] walubxl d7)(2g, 193) 9] wwk
S| wEdELH(651ul, 2.109%) S H7kst o &98 AUt 7] A4S HA2o0A 308 s

ods o 2 H

il

. Sl ool iAol 2413 EQF W¥ZbA7| AL
AFAE Ao sfellA ofatstar, 4ml dHeEolHl2g AHsta, W Qo
A el E FE NSl d . AdES &= 219 dEkd X

o] 38: (=)-DPTTA] <]3t elEztmizle] ]2 Ft(IH A)
[0}
MeO 1. -()DPTTA, OHAIE
N 2. NH4OH, EtOH
MeO
Chemical Formula: CgH»7NO3 Chemical Formula: CqgH,7NO3
Exact Mass: 317.20 Exact Mass: 317.20
HE L& (RR,SS) Bl E 2t LHE (RR)

T2} 20 (-)-DPITAC] &t (+)-dHlEguvixlel 718 3

(£)-HEZHIR(3HE 1, 200gr, 0.62%, 19%)S 3L = dh3-7]014 209 ofAl=(10V of H EghH
v/iwt)ol EaAIHTE.  o]oA (-)-0,0" ~T-p-EFLY-L-EFZEFEAH((-)-DPTTA) (243.6gr, 0.62%, 19%)<S
A7hE, whe ESES Aol 16417 o wukgth. AAE AAYES ofntsta ofAE(2x0.5V W HE
gl U v/wt) o2 AHPT, Jd Fo & 7 AAYY. 5% ZAFES 3L vES7IA 1L ofAlE
(5 o) BlEgUA v/wt)el &HA7)aL, 60 ° CE 7FEstar 2A17F Bk mukgith,  o]ojx], fAS Aoz
WAAZ]3 16417 & wkgdch, H3ddE AHES 9
Aok, F oARREH AAdE AE-(H-ElEDGHUR-(-)-DPTTA 9< wigsla 3L FWs g0l A
EtOH(6V o} (+)EIEepsbzl-(-)-DPTTA ¢ v/wt)el &3A17]a 0° CE ¥ztgict. pHE NH,OHZE pH=8-8.5% =

k)
(<0
o
fd
[
2
EY
r
<
X T
e
[@]]
=]
=
i)
(m
kv
=
T
™
<
~
=
o
fru
=
)
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[0258]

[0259]
[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]
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Ak, E(10V o) (+)—EﬂEE}HﬂL}X -(-)-DPTTA & v/wt)S 3l H7ksla vk %‘%L%% 0°ColA 1%1{ Bt
gt HAAE APYES oJFgsta B2V, O (H)-HEZFHHE-(-)-DPTTA & v/wt) 3|
HEZH U (R,R) A °*‘°W§ﬂ](§}ﬂ% 2, 134gr, 67% & &, 97-98% 71¥ +£5)E FE3}.

o 39: (£)-elEgtuvpzle] vy o] =43t whg (8 B)

Q OH
Ru(ll) =04,
Meoji:(g‘j/\r HCOzH EtsN 52 S8 IIEVU Y Meoﬁg‘j/\(
MeO g2 ﬂ‘
1(+) € () TB2) 3 (R,R,R)-DHTBZ (R,S,S)-DHTBZ

=4 3 (H)-HEZHS] Y o] 43} vk

A B97] stol 100ml $ vt T2 F04 (2)-vHEFHGEHVR(3EE 1, 3gr, 0.0095%, 193)S 18nl 9
E2A6V o) "HEZHYRA v/wt)el fAIATE. RuCl(p-A1#)[(R,R)-Ts-DPEN]1(0.03gr, 0.0005%, 0.005%
S Hrbskar, olojA 5:2 HCOMH:EtsN E3A(4.37ml, 0.05%, 5.49=)E H7 sk, ¥hs E9ES 50CE

7FEStal 16A13F BQF whkg, A8 A], Whs EFE OmIJ] E 9 50mle] ogolAEo]ER S AFTE
=& BYsta #7155 5mlY E& AFFT.  o]9 1 $71%& Na,SO, 2 AZEA 7|3, JFsta, €uE 7+
Fell Al AIASNA (R,R,R)-TIst ]| EZH EGHURI(SIRHE 3) 2 1 FEYAIGEA -(R, S,9)-Hslo|=EZHE

(R,R,
Py E 1011 EFE2A AT
g}

o 40:  (H-HEZUR (3R, 11bR)-3-0] 422 E-9 10-THEA]-1,3.4.6,7. 11b-FAlslo| = 2-20-T] 2] £ [2,1-
lolaFAEA-2-2)] A=z

A: (3R,11bR)-3-0]| AX-El-9 10-tJW|EA]-1,3,4,6,7,11b-AA}8to] =2 -20-0] 2] £ [2, 1-al o] A A =H-2-2, (-
)-U-p-EFLU-L-EfZEH | E

(-)-t-p-EF 9 A-L-eFZEF=AH(730.3g, 1.89%), 3-o|A%€-9 10-tyHWEA]-1,3,4,6,7,11b-3Al&}o] = 2 -2H-
J1-alo] AF] EA-2-2(600g, 1.89%) % o}A=(6000ml, 10vol)S -10TColA HHS- &7)o] YTk, <
1 &l 5TelM Halzo] dojd w7 ‘WF?“D} ojolA], Wk EFES 25CTE 7hdstal 1047 B¢t
gk EelgE JrdEA BRAIZIA 2A1RF SoF B 2EollA wukgth.  dojX &YjElE 25TCTE W7
3 F7FE 12AZF B9 wRkch A ES {1% oqate delela, oplEC R AHeta, W 9 EoA
Coll  AZAIA (3R, 11bR)-3-°]2¥-€-9,10-H W EA]-1,3,4,6,7,11b-EA}slo]| = 2-20-F 2] = [2, 1-a] o] &
EU-2-2, ()-U-p-EF2YU-L-EIZEF | E(T71g, 93.3% 71E +£%; 58% F&)E 53]

o] GARZFEO RS Wy &7]e 2=ga, & Hae FRd o F 28|E 9 FyE FAEUT.
25T A &qo (3R, lle)—S—O]/\‘:‘%1—9,IO—E]Ui]E—T/\]—l,S,4,6,7,llb—S“/\]-o}O]tE—ZH—JJE]+[2,1—a]°]¢%q§
P-2-2 (-)-U-p-EF 0 U-L-E 2 o] E(0.44gr) S EAMA] 7L 5AI7F b HP'G“E} 549 £94E 6
TR 7tgsta, 241z &b ankek vhs, 2A13F E<t 25CE WZHA7]aL, 2 2&oA 18417 52k wRkgit),
BRES AE oA s waleta, obAl=(2¢ 0.5v0l) & A Hsta JF QEo|A 40TA] 16417 B¢k A
ZAIA, (3R, 11bR)—3—°]+—r‘§—9,10—ﬂ“ﬂ%’\]-1,3,4,6,7,llb—ﬁ‘—]/\]—OFO]EE—ZH—JJE]J_[Z,l—a]oliﬂ%?l -2,
(=)-H-p-EF 2 U-L-EFZ e o] E(265g, 20% +&)E TSI,

B: (3R,11bR)-3-°]A&F€-9,10-tIHEA|-1,3,4,6,7,11b-& A} slo] = 2-2H-T] 2] =[2, 1-a] o] A F| &= H-2-2

NJ
2y

(3R, 11bR)-3-0] 2 ¥-E-9 10-t]WEA]-1,3,4,6,7,11b-AA}slo]| = 2-2l-T] 2| %= [2,1-a] o] 2 F &= -2-& (-)-g-
p-EF 0 A-L-Et2E 0] E(1031g, 1.466%), ol €r-2(6186ml, 6vol) % E(103Iml, lvol)S ®¥-% &7)o ¢
I, 0CE YA 7|aL, o]ojA NalC03;(309.3g, 3.66%) % 7} ko] E(3093ml, 3vol)& W8 EFE] st
3L 2A13F For mukTh, 714 E(6186ml, 6vol)S AsF H7bskar 15413 F<oF wwkoh. AAE(SR,11bR)-
3-0]| 2K El-9 10-T/WEA]-1,3,4,6,7, 11b-FA}slo] =2 -20-3] 2] £ [2,1-al 0] AF = W-2-2& HF AT} 9|3
aeta, B2 AFE Ay QB ARAATI(422g, 90.75% &, 98.42% F)HE =)
o 41: (R.R.R)-DHTBZ((2R.3R.11bR)-3-¢]A€l-9 10-TIHEX]-1,3.4.6,7.11b-FAlslo| = 2-20-T] 2| % [2,1-
lolaFAEA-2-8)-9] A%

(3R, 11bR)-3-0]A~%-E-9,10-t] || EA]-1,3,4,6,7, 11b-AA}5lo| =221~ 2] = [ 2, 1-a] o] A F &= H-2-(376g,
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0.945%) % THF(3760ml, 10vol)E WHg-7]ol ZE=3lal -15CE WYZHAZth,  BH3+THF 1M 84 (1743.6ml, 1.74
TS 5.547be HA A3t b, WS ERES 2417 Beb wwbetar, wES 9kRE HPLCOl s EUE
Aok, FAESEE 8 H(25%, 4512ml, 12vol)S 3AIZFel HA Al H Y. £9S 3B5CTE 7Fdsla 124]
b Hok wwgich, g8 25CE YA Z|aL, NaCl ¥3}=2 3ok, &9(1830ml, 5vol) E MTBE(1880ml,
SvoDE A7FT.  f7] 3& SEAA FIE 400-450ml = FFAAIZ oh3-, EtOH(1880ml, 5Svol)E FH7FSiTt.
1.5417F &<2F &(3760ml, 10vol)& A3l H7leld BE=S A7 16417 &<t gk, =SS AT
oyl o3& =Hslal EtOH/= 1:4(940ml, 2.5vol) 2 A3} QB A 35Tl A 48A1ZF F9F HAFAA
FETH(302g, 80.4% 8, 96.3% =%).
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