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1-HEXF =

[#322# ] 1-Aminobenzotriazole
[5FR]
[ FE] 134.06

[CAEFRS] [1614-12-6]

(BEFHE]
Fo Zek-1-BE

(&K ]

C6H6N4

1H-benzotriazol-1-amine, 1H-

NH;
N,

| N
ZN

(#3814 FR] £ & X548 E B 4K, mp 83~84 °C,
BETR, SRTRARS,

[l &FBESGY %A A B A IMLF XA 8]
AL,

CGEEFEM] AHHAEBERHRTE,

1-BUR R o = vk e 4Bk 5 A BALH B &
b= M P 9k ¥k, Campbell F» Rees X
M. BEERAL (LTA) #6435 30N A 2L AL
A E B E KTk e F R IR K,
& AR [42] A (X DY
Campbell FALERT HERMAAN, K E
iE8] Pb(OAc), ¥ BEALH R 4T, NBS &AL
A RO R B, A2 R R B MR R P iR
Hr,

NH o Ph Ph
. N Ph
O+ == ()=
N pn Ph
Ph Ph

2+2] BB B4k R PIRA TR A KM
BRI, -ARAREF =%z LTA LA
A [242) B =8 O-RBEXE (X 2P,
NH,

Cr - [0 — 00 @

[3+2] R AEE LTA &/ 1-BAX
F ek EAEGFE LT AR E T RS Y
E A [3+2] FARAE, Hide: 3-FANIEER

SRR EARBEGIE T, KEFRLE
CO, A& F 3wt dhm (X ), LTA
b 1-BRAFH = ZENERETAS
CS, A RRE —AXFEFHE (X 9,
HRZER-FRE,

0. ke
oo, ]
o o

"Ph N

s

N s
5 LTA S

cs; + @:,,N — @ c: )
N ]

[4+2] FRBEE R 1-REEN=
i ok o B 4B Bl — & T AU AR 34T 2R m
MEF . Blde: B 4-FRBLEAERBE ek
PR M, RERKFEHTEFFE N %
i (X 5,

@w \VLTA°°C@\< ©30(5)

BEERMERT, ROHFRBERSLZ
EA AR ARE (X 6P 12425554
BRI T oA R el & ek (X D,

NH2
N NCO o N
©: N+ LTA,0°C )
N NH

=N,
LTA, ©;/N-Ph (3)

o
Nz Ph i\ Ph
K S
Cri e T e o
=N
cOzEt CO,Et

£ & X M
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[HRE, BEXZUER MY)]

(1R29)-1-B&-23-—§Eh-2-82

[33CZFR]  (1R,2S)-1-Amino-2,3-dihydro-1H-
inden-2-ol

[5-F])
[4FE)Y 149.19
[CAZEFEE] [136030-00-7]

[4ES#18148&]) cis-(1R,2S)-2H,3H-1-Amino-2-
indanol, cis-(1R,28)-2H3H-1-8%-2-% 8%

[&E#30]

NH,

CoH;;NO

[IBIEE ] mp 122~124 °C,[a 2 +56.6° (c 0.8°,
MeOH); & T LB, —# ¥, ARE. T
(g FHEH,

[HIZFABR] ZAHAEE R SMLFE XN
HALEE, WEAMNERFT RS, HHLHRIR
B FEPIEFARRG A RAELEILY
B g, SRT RN 1,

Jacobsen Cat.
N-oxidepyridine
H,80,, $03, MeCN
O 88% ee
Hz0
©i>i 56%, > 99% o6 /"o m

PhCI, NaOCl
89%, 88% ee
N NH,

ESER] ZXAMNATETRE, FAHL
Bh. LR feetR ARG RIMAEA

(1R.28)-2H3H-1- 8% -2- 7 B £ H AL A%,
g @ — 3 Aot AT R e A
AREFRETR, F—F @ TARERTHME
B R o EARR A R AR T T
P88 B A AR 6

2

L HYGYER

FEENBFRATEFLERG LS
AEesmk (X )P,

CONHLBU O
N
s e @
AN on L H OH

FRMNER T EARERAKFERANGS
A (X 3P,

oR
AN N R cl
X
RY7ON"TN
R ¢

2. FPRELAR R b AE B A A K

ZRMBEA TR 12-84-2REH, T
5485 FH AL G EZARRSY, HIXMNA
& R R —AMRIFH TR, 2R Bt ATAAE
123 0 B A BAF 6 Bl B AR AT £ 4 LB HE
A2 AR FF 0 TR, SCAKIRE SN 2%
RERATERERE, EBXAR A SNBRE.
C-N ¥4 C=N 4k, sihdt ¥, 4 LR
K AR FE, AERERAT LY Rk i A M,
ERBIEREF, KFHSAMERMBRIE =M,

AReBd ZA#5 Boc-# EAEBRER
BT TR MAREe 24 (X 4919,

(Boc),0, NEt;, CH,Cl,
0°C~t,12h

NH; NHBoc

ZiX 54 COH AR RMNAEBRER
AL AR BLIRAE RS (R 5)°O) T
LA SN ABEE (X 6),

COBn  CICOME ©:> VOH
O:> omgco H TEATHE ) (5)

H.
. NZM&@ % (®)
cocl .

cnocU
|

O ik, c AFRE, $44 g100mL, £FHF,
iz




2-FE-3-RE-1L1-Z°EXR-1-TH

B C-N B8 2 A TE BB
MR T A AFHERR, L& CN & (X 7)*,

o
) NS EtNEPry, 105°C, 29 ?

y — aw - oae N D

NH,

Z ™ CF,

B C=N R4 FZiHEMNELELe AN
TR AR A BRA C=N e ed-FrEfeik,
BB E KR S A E-X (X I,

onQOH

N : 4
MeOH, 1,12 h P
CE) T ee% Now @
N
/

Bk it LEAFNHHRIKR
EARBE, TAEREKLEF LY, AR
AP e mAERE (X 9,

E,jH Cr
I (EtO),CH N{_’\ﬁcr C@
V7 g
Y )

. HCO,H, 120°C

56%

s % X ®
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B, BEXELER MY))

-FEIPR-1LI-TFER-1-TE

[FEXEM] 2-Amino-3-methyl-1,1-diphenyl-1-
butanol

[49Fx] C;HyNO
[(3FE)Y 25536
[CABRE]

(S) [78603-95-91, (HCI) [130432-39-2]
(R) [86695-06-9], (.HCI) [56755-20-5]

[4ES #0514 ] 1,1-Diphenylvalinol, 1,1- =% %
SRR

[4#3\)

(3R] (S)-FH#k: mp94~95°C, [a])
—127.7° (¢ 0.693, CHCL). %% T THF.
CH,Cl,. MeOH, #:&E T,

[HEMER] RN AR ASMLF XA A
ESEmM) X NEARRMPRA, H&
S, B P AR ALK o

F 2B FE--ZRAL-TEAR
WA AT 84 TR BIRE 6hF 1
Bk 3, RATARA AL 4 F B A A

FRABEREAFRERAMSTZEA
F Itsuno &M, Itsuno EM 2 —FdhF M 2-
FAIPEAII-ZERXIA-THEARB RN

G ieeged gt (X 1), A Taiekit i

MR BRI F G, FRAEE (X 2 X
3T Ttsuno A BK B R R B K BRFe,
i, HETRBEREA,

H H /?H3
HO  NHz gy THF o'B'NH BHsTHE O °NH
Ph — — O]
PH Ph Ph
Ph Ph
1
fa) OH
R (SH1, THF ~R
(D/LL R = Me, 94% ee (2)
R = Et, 94% ee

R = n-Bu, 100% ee



(S)-1-F B2 E FH RAL IR

NI,OBn N,
<° A THE O
[e} 89%, 97% ee <0 (3)

HHF R AAAS Itsuno KM BAFT — 2 7]
thEit, HARTHSHMGARN T HBNL
B, e X, 4 BT R —AbH7 ) R IR A B B4R
ACH) ST By AR ik BV 3o 3B R AT 5 M BR A 48
R F B

Ph

?ﬁii}
o] 2 OH
Cﬁk BHy-Me,S, THF ©)\ @
97%, 98% ee

HBA BT A T RS A6 T HEE,
AR A A 280 g RIS, fsprk
WG iRE el AT A B BIEA R EFRF
#F M BRI e, FRABE 2,6-ML7E
W B R R R IT A R, — AR e ok - R AR 4
Lty = E Bk 2 (X 5), Ak Btk 55 4R 35 A&,
4 B o dh A AR AL A Foid K W BRI T BE A AL
F, TR B AL R AR EAERT
M ETEERAR, EREKEAPEBRAL
G KRR B ST R B A i ER, A
BTE—MEAZER (X 6,

o _EtsN. CHyClp, 0°C~it, 24 h
'ﬁ—ﬁh N 95%
cl cl

Ph
Ho—L-Ph Ph__Ph k
q ( s

NH =N
O~
Y MeSOH, CHiCly, 0°C~,7h /X 5)
— 65% —
NH =N
c ﬁ SN
HO
barm 2 pH Ph

Cu(OTh, 2, PhNHNH,, Phcogtey  OCOPh
MeCOMe, 25°C,1h

O 66%, 91% ee O ®)

GRABIETYE 2- g RRTEBES 6.
7 B R — A R AR A 3(X TR 3 T
A FHRAE TR R BB R, ERE T
Tk B 80%~95% #9°5 £ A 81%~98% ee
(X 8) ZAREHMRERM, TERATHE
B SHERRA of R0,

4

1. PhH, reflux
2. NaBH(OAc);

Ph
P!;I’O NH, 2~CHO  CICH,CH.CI, 1t ‘g—(—Ph
phE ’>_+ L~ 82.4% NH OH (7)
\ /N 3

EtyZn, 3, THF

CgHyp: Ar, 0°C P OH 8
80%~95%, 81%~98% ee = 'y ®)

Ph—== + RCHO

8 % XM
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[Eio88, ERLTXFBRYRENLER (MY))

(9-1-FE-2-FEEREMIES

[FEXL&ZFR] (S)-1-Amino-2-methoxymethyl-
pyrrolidine

[9FR] CHINO
[4F2]) 130.19
[CAZRS] [59983-39-0]



(5)-1-E&-2-F EEREU IR

[485F05]5&]1 SAMP
[Z£#]

{ \_owe

N
NH,

[ R] bp 186~187°C, [@]y = —80°~-82°
(REN); BTFAK. LB TR,

[HIEMEGR] ZAAEEB A SMEFEA A
HEHE,

[EEE] #ZEAMANAE 0~4°C RARTHH

M E#Ee+HERE, (S)-1-REA2-FEA
A F A ubeg it (SAMP) Fe & &9 5F e F H 1k
RAMP 3t & 2 & 4 Rt #h & R e A 2 Bh 2
— VEHBRBG—FITEY, CELALAIR
H R F R IR A A B BLASAE ), W ERE P
AR HAENLRRER, ZRANGIEZLA
GIHEEALSWITE A4 B SAMP/
RAMP i, MG BL-: T 5 F wiX 273
BARAE, 6 WehAl X iEa e pn 3 R AT
A4l XEBITE T LSRRG FXFHR
KB BUR 8 Ak PR IR R R,
o pt,

i#it SAMP/RAMP 56§ ikt #Fpiht ik
R B EZERTHERRTH, Fli: W7t
BLE)EIRAZ B Att texana (X, P,

oy
N OMe

A

1978 4, Enders J A% —ARE T4EA
SAMP fxitire Ratsh g @mm e R m (X
2): 3 Bi#it SAMP/RAMP i2#l& o-#k
R, Bb5B2i RS haRsoFE T ke
2R S RHBRERFLEV,

1. LDA, THF
2. R?CHO, -100 °C
SN
J\ OMe 32'%;~7;%, 321:;2% ee RVK/:\R? @

R' R'= Me, Et, £Pr, £-Bu
R2 = i-Pr, Bu, +Bu, cHex

1. LDA, Et,0

2. n-Prl, -110°C
3. Mel, ag. HCI
60%, 99.5% ee

0
\/k/\/ (1)

% SAMP/RAMP iz 58 T Rs# Michael
Pl TASRF Y s-HxE (X )N
snE (X HM 2xriessplIazg 2.k
R-4- AR

1. LDA, THF, TMEDA

2. R’CH=CHCO,Me 5
R ioem™ g R1
i OMe Spu%~62%, 80%~98% o0 R~ ocH, (3)
R! R'=H, Me, Et, n-Bu
r? ®? =H, Me, n-Pr, Bu, Bn
R® = Me, Et, Ph, Pr

1. LDA, THF, TMEDA

2. RCH=CHCO,Me
N 3. 0,3, CH,Clp
N OMe

m
o OCH,4

P 46%~T2%
1. NaBH, Q
2. p-TsOH fo) 4
47%~T6%, 90%~098% ee @
R = alkyl, ary! R

&, Couture ¥ AIRIE T #itsr SAMP
B8y LARARFM 12-FHmARAREE 6 X
KRESMRE, FEKFTTHELFHEY
(H)-F X B (Sedamine) F= (+)-FF XM (Allo-
sedamine) (X, 5)"%,

1. CHz=CHCH;Li, ~78 °C~rt, 12 h

O I\ 2. CH=CHCOCI, —78°C~rt, 3 h ™
o_b 90
N7 Ph

N, =
N ‘Né\XPh 47%, X =0, H, X
OMe SMP

e O i‘ + Q':«.,/(E)\th (5)

N7 Ph
Me Me
(+)-Sedamine {+)-Allosedamine

Smith X2 A SeO, # H,0, £ %
22 W KIER TS SAMP ARt XL R
B AT ALK, KA F EARLTIARM
ARk A 8 TH A AR A LA R DY,

2 &£ x®
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[BRE, EEAFLFER MY)]

N-FEPE PR
[33C4&#] N-Aminophthalimide
[3FX] CHN,O,

[5FE] 162.15

[CAZERS] [1875-48-5]
[485 #0541 Phth-NH,

(&84 ]
[o]
[g\‘dw—nw2
o]
[t RY @ &8 K, bp 200~202 °C, &

BT B, PE. X, DMSO. DMF, #4&
F T,

[$&FRR)] THEE_FEBERSBER
B A, LT HAE - PRELRTAAT
BB &
GESERY A% A, B85 HRPEREAAN
AR,
N-SEAAE_FREREAMNSRTE

2 A TEREF, EEBEANEAT,
HRMTAEES A, BHLATREAER
A Ao

HIAMBEM T EAB/GER, ALHEA
ROBREFHBARYGBE, BMRRTIA AR

6

MEBLARPARK, B AR T FHK
FARER B, FRFNEABEGERAN, T
A REREFAE TR B, RAKGRE
ZWELBHE TS WM. RAMFL LB
2 AEEEAR (X DI, Boc & Cbz &£
#) N-REAARE_FHEEAL Mitsunobu A
BRTRASRFRERAM (X 2P,

o

EDAC, CH,Cl,, 0°C, 12 h
Boc-NH-CHp-COH + ©:éN—NHZ EDAC.CR,Clp 07C. 121

[o]
Aminomethylated
polystyrene resin

o o
I CHoCly, tt, 24 h /u\/
N. N.
C[‘én—n Boc ~ga5t (owo steps)” "N Boc (1)

)
£ 1.(Boc)O, DMAP, EtoN, THF, t, 2 h 2
2. CF4GOzH, CHzGly, 1t, 48 h
Q::NN”Z 1. 65% 2. 75% NNHBoc
) o)
(RY-GHyCHOHCO,80, PPh, q HNNHCH;, THF

DEAD THF, -20°C, 4 h

, 3 NNE -20°C,1.5h
o ———————— >
94 0,
% CHCO Bn 87%

R) Me
GHs " CH3
,1t, 18 h
HZN—N—CHCOan M” HoN—N— CHCOan (2)
Bnc
(R R

BF5EHE, HiEMNS BN AR
EABELWAREANROELFEH (X I,

[o!
(\0 HN—CO,Bn THF, HCI
: 50°C, 15 min
o coH * NNH; =
© o]
HN-CO,Bn an,::NHz -H0 HN—CO,Bn

Q\/\ COH _—7;%1’ Q/\/:\C()zH ®
Phth NH,
AQLASEREALIBLFELMST, &K

FMTAEERE K, Bk, ASBBEACHE

T, EEMEHRTAE AN LR

R PP R R AN, REAFLRER, AE

P EARERANE, WA N-TEBRALR

RARKE TR EHRRABEERRRIA

" X H,

Phl(OAc)z CH20|2
O Gl " D)



(S)-2-(ER R &) SN

EQLABEFVEAT, SEMNETUAS R
RE_ K BB A (Sulfoximine), £5 L%
A TRAE BB, RGN BHEEMKMEH LR
AP AR, REAE AR, BB FER G
TR BBEE (X 5,

o 9 Pt Hil%, Et;NHOAG
g MeCN, I, 3.5~4.0 h
AT NNH: —3e%

o]

i\\s,,:‘—Phth Pt 614%, Bu,NGBZr-;/;MeOH, n,2h C}S{IH 5)

A E TR AR FEARAKGEBE
MR EER—FRBEN 1,3-=BR
M, FTABREEER L EREBRLESY
(X 6,

Ph ?
N= H Pb{OAc)s, CHzCly, —10°C, 1 h
o +
= ©:‘<‘<9‘NH 70%
H:C  CHs %

Ph, H
@N=N Phth., N ‘N H
@N Y, CH; —» / —= N N (6)
Phth H e cH. g
CH3 3 3 HaC CH,

2 & x &
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KFE, EREIXFRFRAENLER MY)]

(S)-2-(ER R E)H S ML

(LA (5)-2-(Anilinomethyl)pyrrolidine
[5FR] CHpN;

[(FE]1 17626
[CABRS] [64030-44-0]
##X1

N NHen

[¥3BER] mp 19 °C, bp 111~112 °C/
0.55 mmHg®, #E T8, wi%HFH
BLBEM

[HENBR] ZAMNCEHRL, ERET
VB BAT A BT B AR,

CGEESH] BA AR, ST, &4
AEEG AR, R LB R, BRAELE
8 R BB R BLAE A Rk T

¥ B-Michael 2R EE (5)-2-FXATFTA)
w S8 (Cat) THEH A RN, A TH
Be-Michael A B B, #l4e: %KM THEAL
B RE AW R R R, FE&HZE, b
WM B2 H (X DI

Cat. =

ij &/\ _Cat., PhMe, rt, 48 h i‘:/VNoz ™)

NHPh

AT RMBEN  (9-Q-FATFHR)T
SR T A FHEBEN, 5SS a- R A
W RIS R EFETHRNE, REFHE
Fa, FAped R festuikidBRE (X 2,

© mmHg #» bar #HEH LR ETERRA, L EE
HE 445 Pa #9% %S H2: 1 mmHg= 133.322 Pa, | bar=10°Pa,
Z2EHFELARGRELERN, MAX SR FHE EETHA
mmHg & bar A&7, Bk R0 R TR S R e #IE,
—HEE



FHE=RW-1-BFEERRE

1. NaNa, DMF, 140 °C
2.PPhy, Ceig, 1t
3. Hy0, CgHg, 45~56 °C

CloP(O)CHCl, EtsN 4.C8y, EtN, 0°C,

H CHClz.0°C_ |, N Br(CH,),Br, THF, 2 h
N NHPh 38% e 73%
H Py,
y;; (o]
Ph
1. BuLi (2.2 eq.), THF
2.CHyl, -78°C
3. HCl, 60 °C
E ] 4\ H,
o] .{ JOH
H N S —_— A ! 2
b K—) 84% HzN/( f~on @
Y N g o
Y ©
Ph

WAL WS R AT AR AN T A A
AR, &R, FHaeeikiib LRGSR
sSHAHREREE (R 3P,

o] oH
Br : Br

WA R AR R A B H A=
#HaEd ZnCl B (S)-Q-FX R FH)w &k
R E A B (Cat.l), XAEILA 412
BEEMNE aqf RiefRtir 14-mR, R
ARG (X 4,

BH3'SMey(1.0 eq.), Cat.
PhMe, 110 °C, 15 min
82%, 91% ee

o Cat.1 (1 mol%)
_THF, -80°C
4
(‘:‘ T OBMIT( Tees, 21%ee d< @
cat.1 -q)‘\NPh
cl- Cl

HAhFHRRAGSMEL ZXAHNTS
H B A B M — Fr E & FER, T
% B Fid A B R st AR B P8, ax A
F- o E AR S MR X, 5 BT

P(NMey)s + ijcm PhMe, reflux, 2 h &/ P/? ®)
N\

2 % x i
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(3. HEl, BEXPERER FH)

EF =AM 1-BRRRE

[3E3X&FR] Benzotriazol-1-ylmethyl Isocyanide -
[5FRX]1 CsHeN,
[5FE1 15816
[CABFES] [87022-42-2]

(455 EZ] BetMIC, 1-FRTA-1H-FH#

=
[&#5K]
C
N
=g
[ipIBEtER] 2% &5 K, mp 104~106 °C, %

+ THF. CH,Cl,. CHChL, ¥ E& T L,

[SIERER] & (RAZ R 1-£FR) Pk
B B w4203

GESE) ZEMANTAFBERE, LA
AR MG LR, TERTTAEHK
A, A2E K A R

(A ZH2-1-AFAFHK (BetMIC) £
— A PR TR RBRAT Y, ERm
Bt AAAFTEAFHE, FF=ReeRitEA
B ARALSRBRATHAEZRESEHT,
BetMIC #nxt ¥ Bt F A F M (TosMIC). *
VRAAT AR, FH T AR T8, F
FA B LB AAEMAILFER, TosMIC
Hix—EXMGABAREA, /2 BetMIC 3t
TosMIC ¥4 % & KA : (1) BetMIC



