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ArAE mEd. o] A Adshd, 4 A9 wpelxo] o] A E.  mpo ] o Y H

H
&7bs Astane ool A4AQ welda Ea, 5 NIV BN Ba) Ae %NV 994 BaE
il G. Montaner et al. Antiretroviral therapy: "the state of the art", Biomed &
Pharmacother. 1999 53:63- 72]; & [R. W. Shafer and D. A. Vuitton, Highly active retroviral therapy
(HAART) for the treatment of infection with human immunodeficiency virus type, Biomed. &
Pharmacother.1999 53 :73-86]; <=%l[E. De Clercq, New Developments in Anti-HIV Chemotherap. Curr. Med.
Chem. 2001 8:1543-15721). RTI AAY LwtAQl 2712 R7F7 FAHAT: FEAAlol= FAA &4 9
AANRTD) 2 H-FEH A= AL G4 AAA].

NRTI+= AgH oz npolg)x RT?Jr T2837] Aol QakstEofof dhi= 2,3 -t & A rE e S AFO] = (ddN)
FrARA eIt St Egtolx l o]|Ex= wfolz| 2~ RTol| thgh AR JAA H= Hlo

A 7IAZA Fgsth. AR E9dE T, wEH AR fFAME M A% AA-ES TEAGY. HIV 9
AP E4e WA #F7F FEUAIE FAMAE Adsta AlE AFAIZ =N BElE S53k= DNA AR
< 7T dA dRAHoE ARREHE NRTIE A EHYD(AZT), oithiel(ddl), ZATERI(dAC), 2B (d4T),
P Ed (37C) 2 H =¥ H|Z(PMPA) S X33},

NNRTTE= 1989We] Hx=Z wrAE . NNRTIE HIV A @249 H|-71d-A3 B9)o 7dx oz A
24 g4 299 FAS WMIANAY £ G4 4SS 2dste G228 (allosteric)d A A o] TH

[R. W. Buckheit, Jr., Non-nucleoside reverse transcriptase inhibitors: perspectives for novel

M oot
o

therapeutic compounds and strategies for treatment of HIV infection, Expert Opin. Investig. Drugs
200110(8)1423-1442]; HF[E. De Clercq, The role of non-nucleoside reverse transcriptase inhibitors
(NNRTIs) in the therapy of HIV infection, Antiviral Res. 1998 38:153-179]; =% I[E. De Clercq, New
Developments in Anti-HIV Chemotherapy, Current medicinal Chem. 2001 8(13):1543-1572]; #&[G. Moyle,
The Emerging Roles of Non-Nucleoside Reverse Transcriptase Inhibitors in Antiviral Therapy, Drugs 2001
61 (1):19-26]1). 30&°] W= NNRTIO] -4 F-77F Aol FAHHAARE, &t7] 37FA] shgHerto] HIV &
Holl A ST dlapnjdl=, vnjed 2 depujad,

A5l FegtE BRE Roxoy, Addd A+ 2 AU ATl o8] NNRTIZF U<k HIV
T+ 4 ol SAe Aol digh AdEe] vgol g =yttt Uk RTAA ] @Y 3 &AWl
vlo g2 WA ETE, NRTI, PI 2 NNRTIZS ARE3tE #H-& gy s, Be Aol volg]x Z=(viral
load)7} @AsHA AstE L, AW Xsfo] =#x7]= sHARE, Sa3% =24 wAlde] Hol dr(E[R. M.
Gulick, Eur. Soc. Clin. Microbiol. and Inf. Dis. 2003 9(3):186-193]). ZlH|do] RE Ao A &34

v 8y, FAHeR 47tk F2go] FF WAk, HIV vlole]2=e] Al&gh A AAto] ol:*gfﬂ Paet R v‘%%H
B4 9 GAA G409 EAWo] U] WHelAE A=Y Fad AR YFHAU
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g B |
Ak, olgldt 7o whd =olE= E3F[J. Haleblian, J. Pharm. Sci. 1975 64:1269-1288] % E&[J.
Haleblain and W. McCrone, J. Pharm. Sci. 1969 58:911-929]<8 3 &tt}. Aot 3|Ho] v} Ao X-H Hut
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TUe B A7) ol wet AlxE 518k 1he setee] vdd 24d dEHE Ae .
Kol
g

2ee w9 pdAom ] AAE wheh g D-olAE e XAl B g Edo)as 2te 38 [be) 3t
F=e 084 244 Ju(FE DE AT
D-01= /I, x 100 D-01 1/1,x 100
15.1 100.0 6.0 39.5
10.9 21.9 3.2 30.0
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H o o=
D-0|=# /I, x 100 D-0|=# /I, x 100
13.2 100.0 7.6 17.3
9.8 44.0 53 30.5
7.9 20.9
e wg RARo 5] AAE sk 2e D-olAS 2 XA B 54 Edolng 2t 584 [be 8
2ol vy 2949 Fel(Fe [IDE AFdh:
D-0|# 1/, x 100 D-0=# 1/1, x 100
6.8 100.0 3.7 36.9
4.6 44.0 3.6 42.7
4.4 31.7 34 323
4.1 1.5
e wg RARo 3] AAE sk 2e D-olAS 2 XA B 54 Edolng 2t 584 [be 8
o 0yy 444 a(Fe NS ATk
D-01=& 1/1, x 100 D-0[=# 1/I, x 100
12.9 43.0 4.6 25.6
11.3 100.0 4.0 23.7
e wg BAROE S ANE sk 2 D-olAS 2 X-H B 4 EdolnE 2% 394 1be 8
o 03y 294 Fo(Fe VE ATB:
D-0[= 1/1, x 100 D-0[= /I, x 100
13.9 56.2 33 45.4
10.8 58.2 34 54.9
10.1 100.0 32 27.5
57 87.7
e wg BAROE S ANE sk 2 D-olA4S 2 X4 B 4 Edol~E 2% 394 [be 8
ol vy 243 Fe (e VDE AT U
D-0|# 1/1, x 100 D-012 1/1, x 100
13.4 100.0 54 37.6
10.9 38.4 3.6 41.8
9.8 48.4 34 38.8
5.7 40.1 B2 35.4
wee e BANOZ 5] AAE vt g D-olAS 2 XA BF 54 Edelag 2t #314 b 3
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10.2 334 3.4 36.7
5.6 33.0 33 27.9
e wg BAROE S ANE sk 2 D-olA4S 2 -4 B 4 EdolnE 2% 394 1be 8
ol vy 249 Fo(Fel VDS AT @
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Eo]sg Ehit,
© gt 5814 be] sHEe] W 111 TaA dele) x4 B2 8d e v,

5% 3bi ghshA Thel dhghEel FEl 11T B4 defe] Al A d>ZAIDS0) Edelx 5 4 % 4 (T6GA)
Eo]2s YeEriH.

% 4 S84 1ol SEES] P IV oy Fele] -4 2% 58 A6 vehag,
% 5% 884 Ibel S G v oy Feie] -4 2% 58 A6 vehag,

% 62 8314 Ibel S Fel VI 0y Fele] X4 2% 58 A6S vehag,
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| =AEA, e Sb7] 3 LIl AlgET:

(3% 1]

D-0l=# /1, x 100 D-0l=# /1, x 100
15.1 100.0 36 13.0
10.9 21.9 34 10.3

75 53 3.4 12.1
6.0 38.8 3.3 5.5
5.7 11.9 3.2 30.0
4.6 10.6 3.2 4.8
4.2 6.5 3.1 52
4.1 9.6 3.0 6.9
4.0 13.4 29 4.8
3.8 12.7 28 5.0
3.8 10.6 Z5 6.3

FE 119 £ X-A 3d e = 2ad

[ II]

D-0| & 1/L, x 100 D-01= 1/1, x 100
13.7 27.4 4.0 3.8
13.2 100.0 3.8 18.2
11.0 18.1 3.8 6.7

9.8 44.0 3.7 15.4
9.4 83 3.6 13.5
8.8 14.1 3.5 8.1
78 20.9 3.5 8.8
7.6 17.3 3.4 13.4
6.6 11.9 3.3 6.8
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5.7 17.9 3.1 6.1
5.6 9.5 3.1 7.2
55 1.8 3.0 4.2
5.3 30.5 3.0 6.3
4.4 4.8 2T 4.3
4.4 52 2.7 3.7
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A= i, g skz] & Ivel Al

[ 111]
D-0/A /I, x 100 D-0| = /1, x 100
14.7 8.8 3.8 111
6.8 100.0 3.8 25.0
6.6 7.6 38 13.6
6.3 21.2 3.7 36.9
6.1 16.5 3.6 427
4.9 21.7 3.6 7.6
4.6 44.0 34 32.3
4.6 6.9 3.2 14.8
4.5 11.6 3.2 7.7
4.5 13.4 3.1 8.2
4.4 31.7 2.9 9.1
4.3 75 2.8 114
4.1 31.5 2.8 9.6
4.0 57 2.7 9.3
3.9 16.6 2.5 5.8
FEl Ve 22 X-d 3]4d sjde & 49
Y
D-0|# /I, x 100 D-0= 1/, x 100
12.9 43.0 3.7 14.8
11.3 100.0 3.7 154
10.5 10.3 3.6 7.9
9.6 6.8 3.6 1.5
55 10.6 3.5 6.5
51 13.7 3.4 15.9
4.8 4.3 3.4 6.5
4.8 10.2 3.4 10.1
4.6 25.6 3.3 8.0
4.4 59 3.3 4.6
4.3 45 3.1 41
4.2 6.6 2.9 5.0
4.0 23.7 2.9 9.4
e Vel B X-A 34 sele 5o A Ea, ghe 8]
[3 V]
D-0|= /1, x 100 D-0|=& /I, x 100
15.0 16.3 3.8 24.7
13.9 56.2 3.7 17.2
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[0078]

[0079]
[0080]

10.8 58.2 3.6 19.0
10.1 100.0 3.6 255
76 23.1 3.6 226
6.9 13.9 35 278
57 87.7 3.4 54.9
55 45.4 3.2 275
46 172 3.2 24.6
45 234 3.1 15.3
4.3 285 3.1 16.3
3.9 295

FEf VIo] B X- 3d e = 6o =AH AL,

[ VI]

D-01# /1, x 100 D-0|& /1, x 100

13.4 100.0 3.9 23.1
10.9 38.4 3.8 20.3
10.0 232 37 17.8
9.8 48.4 3.7 58.6
9.0 13.9 36 418
8.1 14.9 35 165
7.6 23.0 35 14.9
6.7 203 3.4 16.2
6.2 12.6 34 19.6
57 40.1 3.4 38.8
55 252 3.2 35.4
5.4 33.1 3.1 15.7
5.4 37.6 3.1 116
43 14.7 3.0 14.4
42 10.0 3.0 16.2

‘ 4.0 ‘ 11.1 ‘ 3.0 ‘ 13.6 ‘

FE) VITS 22 X-A 34 el

= 79 ZEAH AL,

e 37l & Vel Al

of

i

t}:

ZIHSd 10-2023-0113420
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[0081]

[0082]
[0083]

[0084]

[0085]

[0086]
[0087]

[ VII]
D-0|= /1, x 100 D-0|# /1, x 100
13.9 100.0 3.8 14.4
10.9 15.5 3.7 14.5
10.2 334 a7 26.2
9.3 9.4 35 20.8
7.6 11.9 35 9.5
6.9 10.4 3.5 11.8
57 23.8 34 36.7
5.6 33.0 33 27.9
55 215 3.1 14.4
4.4 8.9 a1 132
4.1 8.2 2.7 10.0
3.9 16.4
el VIIIY % X-4d 34 dHe = 8aol =AIHAL, g2
[3Z VIII]
D-0|= 1/1, x 100 D-0|& /1, x 100
13.0 6.6 3.6 294
12.7 8.5 35 11.8
7.5 17.6 34 43.4
7.2 65.6 3.3 8.3
6.7 34.3 3.3 25.2
6.5 21.0 3.2 15.2
6.1 453 3.2 14.0
4.8 6.1 3.2 14.6
4.7 53.9 3.1 12.6
4.4 221 31 8.3
4.2 14.8 3.0 14.1
4.1 452 3.0 7.4
3.9 100.0 2.8 9.4
3.9 19.2 2.7 6.1
3.7 21.0 25 8.8
e X9 % X-4 34 dHe = 99 =AFHI,
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10.0
6.6
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6.3
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26
54
8.1
4.9
6.2
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9boll Z=AlE wiel o] e 11, III, VIII

1/1, x 100

wul
=

27.9
28.3
285
28.7
28.9
29.2
29.6
30.2
31.2
31.8
32.1
325
335
34.1
35.1
35.6
36.1
36.5
38.0
2b, 3b, &b

D-0l=

R

ju
£

39.1
7.0
58.9
68.9
2.6
3.6
8.4
100.0
23.7
24.3
57.7
354
4.2
15.1
19.2
27.8
8.7
324
5.9
22
\;l "

o

=

/1, x 100
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D-0&
7.0
12.3
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19.1
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[0101]

[0102]

[0103]

[0104]

[0105]

[0106]

[0107]

SIHS3 10-2023-0113420

92 FEdUQEle|= 9 o5 FAME 2w g},

A Al A3Fe NRTIE= I EZH|Z(RETROVIR, A )2 A#E9 A EB(AZT); B2 (VIDEX, F¥)E A=
¢l gupeAl(ddl); 3IH|=(HIVID, Zx)= Al#a<l ZAIERRI(ddC); A2 E(ZERIT, 4®)Z AldE 2eHd
(d4T); o= H] = (EPIVIR, A¥)E A|#F< v (3TC); =AE3] 37 AWO 96/3002535. 0 7§A & X o}Al
(ZIAGEN, AFs)o = A<l o}ulzbu] E(1592089); Z# - (PREVON, AE)o 2 A3l oldZH|E t]jgia

[H]2(POM)-PMEA]; HHE3 AEP-0358154%5 2 A|EP-07365335¢] 7jA &3 BaglAxE-nfolojx A3H
(Bristol-Myers Squibb)el] 93] 7R&3¢l FZH Aol AAHAL 4 AAAQl ZEIHH] 2 (BMS-180194); H}o)
%7 ylvl(Biochem Pharma)oll <& 7He5<l JAAL &4 A A (BCH-10618 2 BCH-10619¢] hAlv|A] Eg&o
Ejel )2 BCH-10652; w=E3] 5,814,639 % o &e] FUBAE (Emory University) 258 goldAdda E
glo]l B uulgrE] A ~(Triangle Pharmaceuticals)oll &8l /W59l om]Egto] AJEFRI[(-)-FIC]; <ld YAl
E] (Yale University)ol ¢J&l H}o]2 w}mls7E]Z 2~ (Vion Pharmaceuticals)ol]l @to] Al wel-L-FD4(H E}-L-D4C
2 AAEa, WE-L-2', 3'-tho]| FUSA-S-EF LR -ALolEdlo® Wi g); fH538] AEP-06567785¢l 7|4
¥ EdloldF dpulgrElAzo] goldd® FY pEFEl oAbl =, (-)-WEF-D-2,6-tolon] -F tho] 4T
91 DAPD; % NIHell 9J&] 2= ar froll 2 nfo] QAlo]edx Qs o] E]=(U.S. Bioscience Inc.)ell &) 75
ol 4k orgA FRA JHA B4 JAAA ZEeA(FddA), 9-(2,3-TFolH| A -2-ZF Q. 2-b-D-Ed| Q- EF
KR

ool e g,
o] ALgE of T WY ALY 2EA mi Putolels HUR'E HIV-1 7P AR F8F Qo9 4
e L

Blo] AFEE ol "ul-Ee et A Ea oA CNRIIDE HIV-1 G4 el YL oAshs
H-ir 2 oAbl B8 ojn) g,

APAA Ags NRTIE= B (VIRAMINE, AF)o =2 A#3<e Jugd  (BI-RG-587); #A=AHH
(RESCRIPTOR, AF¥)= A|¥=el debnabd (BHAP, U-90152); ZAIESF/H AW0 94/03440F. 0] /WA = 3L A 2]
H}(SUSTIVA, FE)= AlgFel HlHAL 2221 of 1] A = (DMP-266) ; PNU-142721,
Fad - - gnto]=; AG-1549(FH 419 %7](Shionogi) $-1153); FAIESF/ AWO 96/1001935. 7N
Algl 5-(8,5-tel SRR E)-E| o -4-o] A2 -1-(4-F 2| ) v -1H-o| |} E-2-drd  FHEo]E;  MKC-
442(1-(AN EA-m & )-5-(1-H ol D )-6- (A vl & )-(2,4(1H, 30) -] Zn|drho] &); 2 w]ZESF] #]5,489,697%
of MAE Fubd FEA] (H)-Zehsgto]l= ANSC-675451) 2 BE Ejhettt.

wglo] AbgR ol "M Bal & oAACPINE 494 HIV-104 BARE AEA9 484 vude
of wholef Felwhua WA (A, vhelel s GAG % GAG Pol Eejurwae] wud Raly wddel Aaw

= jLE =
A HIV-1 Wl 8] fael oAAE om@ch. HIV 9l Ra &z oAd: HES-54 P2, 1
TAR(7,6009=) 2 AAAS FEE SHE A 3w, dE =0 AHAMKCRIXIVAN) R H-FE = o
A Zel aa gAA, dE S R E(VIRACEPT) & E 33

AgAel Heet Pl AW A (INVIRASE, A ¥)Z 3 A &l o]&¥ i T2 EupA (FORTOVASE, H¥)Z o
2 A Mg o&HE AFAUHIE; 2R EZ(NORVIR, AH)ZE o435 & 2EUHZ(ABT-538); AHAIRHARE)
o2 ol gy QUUHIZ(MK-639); HIFHMER o]&¥ & dUn|2(AG-1343); BI-HE= dwld R3] a4 94
A2 ol 2l (AGENERASE, A3)=E o] 85 ¢FT o ubH| Z(141W94); 2FA vbH] 2 (BMS-234475; 2912~ vl 2
Al w=u2E| 2= (Novartis)ell fal & (CGP-61755)); 3 (Dupont)ell 23] =7H &3 S-olQl DMP-450; 2
At HIV-1 PI2A B AE-nloloj2 AFHe 93] /a9l olxHE =91 BMS-2322623; ABT-378; A &4
olu|t}E Fiuldo]EQl AG-15495 ¥ 393},

02 ol aAls Sol=FAlgdol, Fupuld, IL-2, IL-12, #HEelFAtel= 2 o) ZZAE(Yissum
Project) No. 11607< *¥g3tt}. 3Flo]=ZA| g ol(=FA]o}(Droxia)), BHFEFULAo|= Edo|EAH O E
I a4 AAAE T-Hxe] EAd3iel BHE Faho|tt. Sol=FAgdols il 44 dis) s &
}E zh= Ao yehga, 2eRdd) 37 A3Ea k. L2 olAx=RE(Ajinomoto) o] FHESF AEP-
0142268%, E}AITH(Takeda)®] AEP-0176299% % 7]2(Chiron)e] W=E3] ARE 33,6535, A4,530,787%., A
4,569,7905., A4,604,377%5., A4,748,234%., Al4,752,5855 L Al4,949,3145 0] A ] i, B oF A
T4 2 84 Al A F29(iv) EBE 3 (sc) FoIE % T2 Az BLEA Z2F 70 (PROLEUKIN(Z 2=
FZ))olge RSt o]&rbsstar; oF 1nk Wx] oF 23RE TU/Y (sc)e] FoFFo] wabxslar, oF 1359k
IU/Y(sc)o] Fo=Fo] B % nigzlgirt.  IL-12+ S ASS3 7] AW0 96/25171%. 0] 7RAlEo] glar, °F 0.5 WA

_16_



[0108]

[0109]

[0110]

[0111]

[0112]

ZIHSd 10-2023-0113420

°F 10 pg/kg/ Lol FoAFoRA o] &HaL, sc7t A st HERFAF]=(DP-178, T-20) (36-oFm] =4k &

3
HE)= v=58] 715,464,93350 7fA1E o] Slar, FH(FUZEON, Z3E)o=® o]8¥al; HeFAtol=s %4 9
oz HIV-19] &%= ATz AE3drh. HMERFALOI=(3-100 mg/d)= AT W8 el s A&sh=

HIV-1 4 @At Al oflspuldl= = 2 P} 94 A4l dle} 94 Ev FARRA AFH L 100 mg/de] A
&o] wpgrAsitt. ol ZEAE No. 1160 oA @ P2 HIV-1 Vif @@ 7|2= Ik, vl 1-wek-
D] B ehied-1H-1,2 4-EgfelopE-3-7hn 2ol == M55 Al4,211,771%°) 7= F ] v

2o AFEH 8o "d-HIV-1 Qﬂﬂ*“—o— dEow I Tﬂr o W& W, 53] HAMRT 45 E£& Al W&
afe] ARZA A7ke] HIV-1 el F8s 3oz Idd do9 F-HIV-1 &S ousict. AP Al A3
g A F-HIV-1 22 vAgt Aoz thgof H, dAad (1) 2709 NRTI, 3vke] PI, Al 2 PI 2 3
NNRTIZ -] Aeld 37] o]ate] &-HIV-1 <k%; 2 (ii) NNRTI % PIZHE Aew 27] ol4te] a-HIV-1 <=
S EZFet. APFAQ A HAMRT-t5E B8 S (a) A% &9, o7 2719 NRTI slike] PI;
T (b) 2709 NRTI % 3kvbe] NNRTI; % (c) AR W& &9, d7dd 2719 NRTI, 3hvhe] PI xﬂ 2 Pl &=
= 3] NNRTIE 23&tr. X5 339 ARoA, 45 BE& A& AHEste F-HIV-1 A N 8=
vhgbAskar; 2709 NRTI 2 shuke] PI] AR&-o] PIo] thgk #¥lFo] gl & nighzlslirt. 4% Tee 5
wdoln. (D4 R HIV-1-RVA &% 3ol vl 3 WX 6719l RUEHHjof g}, wlolgx e Zhw
(viral load plateau)®] A5, Al 49 oF& | o= 59 349 PI =& 34 NNRTIZF H7HE 4= ).

SAAA ol gy e RS xFgeh: o€ (Ac), oFHEAHHOAC), oFF-H|A-ol AR E|H|EY
(AIBN), 1-N-slo]=ZA|ulx=Eg}o]o}Z(HOBT), th7I¢H(Atm), 3¢t oAl F=wbE 2#3] (HPLC), 9-K.ehulo]Aale]
F2[3.3.1]%=H(9-BBN T+ BBN), wl€(Me), tert-%¥-SA]7HEA(Boc), otHIEUS]E-H (MelN), thol-tert-5¥
I ZFR O] E EE bhoc FIE (BOC)O) 1-(3-to] v oln| =2 2 3 )-3-o| & 7} t}o] o] n| = Elo]| =2 F & g}o]
Z=(EDCI), WA (Bn), mEFZZHWMEA(MCPBA), = (Bu), n-H ¥ o}AE o] E (nBuAc), n-F¥2(nBuOH), =&
S (MeOH), MAZAIFHEU (cbz B Z), 88 (mp), FHEY tho]o]w|thZ(CDI), MeSO,~(WA H& Ms), 1,4-t}o]
opzjulolAto] F2([2.2.2] % ¥HDABCO), A ~FHE- (ns), thololdoln My Egfo]ZF Q2o = (DAST), wid
t-F2 OB (MIBE), tholldz]dlo}yE(Dba), N-7HEA] FF&(NCA), 1,5-thojolxuto|rfolE=[4.3.0]v=-5-<1
(DBN), N-B2R2AAo]m=(NBS), 1,8-tfololrtulo]Ato]Z = ([5.4.0]HA-7-A(DBU), N-wE3]Z2]=(NIP),
1,2-to] FZ 2o gh(DCE), ¥duw FREAF|]E(PCC), N,N'-tlolrlo]E 28l AR tho]o]u] = (DCC), ¥
Ol tho]IAE2oo|E(PDC), tlolZF==Zdeh(DCM), =2 (Pr), tholdld ofxtlo]zlEaw o] E(DEAD), HY
(Ph), tlo]-olAa-Zz2HolxrolglE A o]E, DIAD, AlF A F I3 (psi), tholdE o]ih-ZzFolnl
(DEIPA), ¥ & W (pyr), thol-o]i-REdFuFalo]=glo]=(DIBAL-I), A-&(rt L& RT), N N-tlojud oA E
ol = (DMA), tert-FEriolmlel A Wi t-BuMe,Si(TBDMS), 4-N,N-tlo]w|=o}ln| -] g]d (DMAP), Eg}olodo}

W(Et.N X TEA), N, N-tho|WelZoln| = (DMF), Egto]Z g o]E WX (F,80,-(Tf), thelwd A ZALe]=(DMSO),
Ego|EF O ZoFHNEANTFA), 1,1'-H]2=-(tholdld A3 ) o e (dppe), 2,2,6,6-ElEZH Y #Ae-2,6-1}o]-2
(TMHD), 1,1'-¥]2-(Yoldld ¥x2u ) 2 M (dppf), ¥ I 2ufE 13 (TLC), o€ oFAlHo]E(EtOAc), HIE
gheto] EEFEH(THR), tholold <lE (Et,0), Ezfelvldd™ = MeSi(TMS), ANE(Et), p-EFAEEN I
3} (TsOH B+ pTsOH), 2§ AbWE tho] A e}z (LiHMDS), 4-Me-CoHiS0,- = EA(Ts), olA-Z 23 (i-Pr),
N-$-# EF-N-7}H=A] 45 (UNCA), SEHS(EtOH). AFAF w=%(n), o]A&(i-), 2% (sec-), 3x(tert-) = UL
= HFEe B4 WuHe 37 A7)9F I AFEEE A9 o]59 BEAAQ onE Zr=rh(EH[]. Rigaudy

and D. P. Klesney, Nomenclature in Organic Chemlstry, IUPAC 1979 Pergamon Press, Oxford.]).

iGalpoy
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tm et x‘E
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B o] ofs) B wwel el £RHE dEA Bl o7} a7 Axdel 7&sel Atk 871 A
% Aol %8 dFAE FAA7E B AP Hg BH olslstn AASES 5] 9Aste] AT, ol
e wrel WS Adat Aow BFEHoAE I, BX B 39S dNsw s Aow 7hEHol
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AAe 1. sk 19 33HE9 Na &, = 3] 334 b9 2-[4-H2R-3-(3-FZZE-5-Alo]o} T KA])-
2-220 29 d]N-(2-FR24-T 23 edd g nd-sd)-op Ectr| = BEF %

shekA Ib

N\ . F g 1

\Q/“' ) Of/(NJ\/

800me THFZ 8lg s}e+4 19 sFES 7H49 FFatar, 1¢ EFAE H7kska, 500ml ﬁuﬂe 57 AAs AL,
1.2¢ EFdE H7rsta, F 209 & T/ AASY, 2AHE WHES S5k, oBeta, EF¢o=
ARz, SulE FFdd AAsIe] 38k 19 444 FES F5318ld. 101*1 AAld 125E 9
40.6g9] 3}8HA 19 AAA 313ES 600ml THF 2 60m¢ IM NaOH, ©]o]A 500me H.00l &&jA7)ar, F7F= 1M

NaOHZ 3 7}sle] pH 8.057} == 33},
AN 2. 3 19 SgEe GEF 9(Ib)

3leta] 19 3FFES MeOHZHFE AAHIA AT, MeOHZHE AAA3E 24g9] 3}8H4] [9] 31
of &ajAl71a, 20me 1M NaOHE FH7lstar, ololA 60ml HO0E 3]A&kar, 1M NaOHZS pH 8o =& wj7t=] H7}

3. f£AS o3sla, THFES A2 AAs ] AL A3k, 200m nBuOAcS H718la, £v& A2
of A 3 AL FASAY. 10 THFS H7iste] w-89S8 PAdsta, Ao FAE w7t ygo=
60C7HA] 7kgstar, oo FFFol 80C7HA 7FEstar, W¥ZAI7]aL, 100mé nBuOAcE #H7Fsta, AAHES o=
A A3} BuOAci A8k, 7tdstHA &ulE RFFol A7 st 21.6g9) 342 19 s3HES] YEF A&
#%ﬂﬁq.

AAd 3. 882 19 gsEe] YEF A(Ib)e 93A 11
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|G oeta, 24 HO0S H74etar, vAl o3star, 4°C77}Zl Wzste] A 1 dENS 55T, A 1
ZRE 20.9¢9 352 19 sgE YERF 4 2 Ao 22HE 9 21.6g9] 3}st 19 dFgE9] YEF A
S 40 THRS} 3 B0 7] Al 1 A8 ol Hrlste] A% §98 AAdstar, o]oja o

o] THFE A&Fo| AAsta, 3¢ onv-FAH nBuOHE H78taL, &wjE 55ColA AFFd 50 9F 7
A AT, oA, 14 oB]-FH " nBuOAcE H7ISE F, FFTol| YU FoztA] AAAFHT. o]o]A, 3¢
¥ nBubAcE H7bstar, 998 80CT7HA 7HE o}ﬁ |uE 7

fo (il

of v -Z 2 AFF 109F A7, £9S 60T
A QZAAZL S 10 Y] -5 E nBuOAcE #H7FSFSITE.  olojA], &A1& 82T7HA 7tEste] 2448 AAH=S
19 Fok, 80TolA 1Y E<k = 90T 3Y
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A 10 H0E H7bekdh. 150mee] H,0%5 IM NaOHZ #7hsle] &8 pH 8.000] H%EFE 3Fth. oloja, &3
5S oFsta, Ho7t EF97] AR w7bA] 1e3FoA w56kt o]ojA, nBuOHE #H7)bsta, H.07F =
2 WE u7hA] £98 A AFFel sFETE. o]oA, nBuOAcE H7Mstal, &ulE AFFo| §F3F
Mol 60TolA Eald wir#] M7 D AAE 5SS, o]0 A, %Z%O A XE%}E @Xé% A skal,
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a 9(Ib)& F533).
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o [(F8k=/ 8 sHE )& THE/ & /n-HEh&/n-FHotAEo] E & A|xgloz iy A st s Axd <

HEf 11
FH 1S Hd/AxAAeEA G I1(F3he/8ste)E A2 5 ok, EF, MeOHol Fe) 1113 AEA]
Homn 48 o

THF/E/n-3 &S /n-58 ofAEo]|E v Al2® X THF/nBulcEold AZ2AsANZAo=ZA e [11(F5H)S
Azxg ¢ Jrr. w3, Fef 11 == Ju VS %‘—E%oﬂ AeA oz Az 4= k. =g, wE o)Ay
g AL e 112 A/ e2A Fe 111

ni

Az 5 3
el IV:

dekeo] Aoz Je IV(FsHE/griste)E A2 5 .

e 112 THFOl AEAIZB o2 e V(F53HE/&m3tE)E Az = A},
Hef VI:

e 1S JEe, o]AZZHE . 70% IPA/30% H0, o]AZZI oA EHc|E, olAlE Fi= #HEld Per7loz

A FEH VI(FskE/gmstE) s AxE 5 dvk. =g FH I11S 70% [PA/30% H000 #EAZ o =n Fej VI
S Axd F o,
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U VIS TH/Z/5 9 olaele| 25 AAgsd ola) Axd 5 ol =&, F8 111 ofAEy
JEY, o|ATEWL/T U JAEU|EY/E | Axte] AYNPOEA AxT 5 Aok, E=F, Fe) 1]
2 opiEdelEge] AYgARoRR FE VIS A% 5 9

e IX:
Pl VII[S S2oA oMAEUeEHH dErFlozn e X(F5)& A2 = drt.
HAaxz &4

e VIIIS ¢F 6 mg/me] oFE %= 82% t-HEFS/18% o &3l =m 318H2] [he] Fel&o nAax=A
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fre] AR AT, EEES WY & AHsiglet. F8 AolAE oF 6kg DNF 2 20kg 1
AT, < 409 7] v EFELE 80TA oF lkgol 712S &A1 4 k. S &
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Date: 08712705 09:33 Step : 0.020° Cnt Time: 0.400 Sec.

CES Range: 2.00 - 40.00 (Deg) Cont. Scan Rate : 3.00 Deg/fmin.
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