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3-Bromo-2-hydroxybenzaldehyde: aryl aldehyde
with orthogonally reactive bromine
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Aldehydes

Hartmann 5I&. 77)U RR 0O 45— (CYP11B2) Dsg S
IRERESEI S L —EDLEDEmZEFHRSE LR Ul
CORIMCEWVWTCRELEDEMRINERFEE E DI, BL
DANTORY LT & NEZ AV Wittig IS T 9 (Scheme
Do BHTH., A VF/UIIMEIE. CYP11B2DEDHT
BICERWPEERIE UTERULE Ufce CYP11B2DREE
(F. D oMM OERHEEDRES AD—DELTH
RTHHBIRIBEINTVET ',

CEUFFRD A JUADNSSB R U X S —CRESFAERIDE /R
IRCBNTA-(1-0OUY IRV T ILTE RBREEDE
WTF 4070w ID—DEREDTEN. BERESNEL
1z (Scheme 2)2, COEEDNSESNCERYDEIE. B
EDHTSICKDU—MEEYE B U THARICHESIN TV
ZF Uiz (Figure 1),

Jargensen BIRMD T ) L— &, NLIETFE DIFHES DA
[CAVSNSTEO N ZVEBERDIAHFDFERNEER DO ED
T 5 (-)-paroxetine DAFEM ZRIARE LE LT3, e
EDRIGERME E. BHAEICRD~OVEBINR V)LD
trans-4- 7)LbA O 2V F L7 ILTE RAOHEEMAIIRIGT U
fz(Scheme 3), EI#kIC. Wang DRI )L—TI&. Jargensen
DERANE 7 Michael-aldol 5 > T LRSICAUL. F3)UIEF
ZOOX D ZEINETETET (Scheme 4)4%

References: (1) Ulmschneider, S. et al. J. Med. Chem. 2005, 48, 1563. (2) Ding, Y. et al.

Bioorg. Med. Chem. Lett. 2007, 17, 841. (3) Brandau, S. et al. Angew. Chem. Int. Ed.
2006, 45, 4305. (4) Wang, W. et al. J. Am. Chem. Soc. 2006, 128, 10354.
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Sodium nitromalonaldehyde monohydrate, 97% <>
C3H,NNao, - H,0 ., 9 o
FW 157.06 N A
[34461-00-2] *H,0  NOz
681253-500MG 500 mg
5-Thiazolecarboxaldehyde, 95% <D
C,H5NOS N
FW 113.14 HW/[S»
[1003-32-3] o
658103-1G 19
6-(Trifluoromethyl)pyridine-3-carboxaldehyde, 95%
C,H,FNO 0
FW 175.11 ‘ NTOH
[386704-12-7] FoC” N7
640085-1G 19
640085-5G 59
3-Bromo-2-hydroxybenzaldehyde, 97% <D
C;HsBroO, 9
FW 201.02 H
[1829-34-1] on

Br
674036-1G 19
3-Chloro-2-hydroxybenzaldehyde, 97 % «<»
C,H.ClO, 0
FW 156.57 H
[1927-94-2] OH

Cl
673722-1G 19
5-Methoxy-3-pyridinecarboxaldehyde, 96 % <D
C,HNO, o
FW 139.15 HsCO | N R
[113118-83-5] N
676489-1G 19
2-Chloro-6-methylbenzaldehyde, 96 % «<»
CgH,CIO CHs O
FW 154.59 H
[1194-64-5] P
680133-1G 19
4-Fluoro-2-methylbenzaldehyde, 97 % <>
CgH,FO o
FW 138.14 H
[63082-45-1] . j I CHy
684953-5G 54
5-Fluoro-2-methylbenzaldehyde, 96 % <>
CaH,FO ou H
FW 138.14 CHs
[22062-53-9]

F

685003-1G 19

NIVOER R —IL 7y T O THEIE:-
T7A V5 SHIVEESE Tel:03-5796-7340 Fax:03-5796-7345 E-mail:safcjp@sial.com

'
g
o
T
<
S
[0}
("]

HIEa1v )


http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=681253&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=658103&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=640085&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=640085&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=674036&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=673722&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=676489&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=680133&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=684953&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=685003&Brand=ALDRICH

(7]
()
)
>
<
7]
=
<

é

ALDI:'.'ICH

.com/japan

sigma-aldrich

3-Hydroxy-2-iodo-4-methoxybenzaldehyde, 97 % «<»
CgH;10, O H
FW 278.04 1
[138490-94-5]
OH
OCH3
680907-5G 59
trans-4-Fluorocinnamaldehyde, 97 % «<»
CoH,FO H O
FW 150.15 ‘ NN
[51791-26-5] e~ H
683027-500MG 500 mg
Methyl 3-formyl-4-hydroxybenzoate, 97 % «<»
CoHgO,
FW 180.16
[24589-99-9]
673706-1G 19
Indoline-7-carboxaldehyde, 97 % «<»
C4HgNO S
FW 147.17 N
[143262-21-9] H
0" 'H
681903-250MG 250 mg
681903-1G 19
3-(4-Fluorophenyl)-1H-pyrazole-4-carboxaldehyde, 97% «=»
CoH;FN,0 o F
FW 190.17
[306936-57-2] o i
v
683272-1G 19
Isoquinoline-5-carboxaldehyde, 96 % L NEW S
CyoH,NO O H
FW 157.17 _
[80278-67-7] g
675180-1G 1g

6-(2-Thienyl)-2-pyridinecarboxaldehyde, 97 %

C,oH,NOS B

FW 189.23 o
[208111-00-6] \_s o)
655767-1G 19
655767-5G 59

N-Boc-pyrrole-2-carboxaldehyde, 97 %
CioHisNO; 7N
FW 195.22 \p\vf

685658-5G 59
685658-25G

6-Chloro[1,3]dioxolo[4,5-g]quinoline-7- <>
carboxaldehyde, 97%

Cy4HeCINO, o
FW 235.62 { | SNrH
[332382-81-7] o N al
683728-1G 19
683728-5G 59

3-Methyl-1-phenyl-1H-pyrazole-4-carboxaldehyde, 97% «=»
Cy4H1oN,O Q

FW 186.21 H)i_f”a

[21487-48-9] (N
680745-5G 59
5-Methoxy-4-methylindole-3-carboxaldehyde, 97% «<»
CiiHiNO, oy
FW 189.21 H3co©\/¢+.
N
H

677973-1G 1g
4-(1-Pyrrolidino)benzaldehyde, 97 % <>
CHHWBNO o]
FW 175.23 /ﬁ)kH
[51980-54-2] OJJV/
678821-5G 59
678821-25G 259
2-(3-Methoxyphenoxy)benzaldehyde, 97% <>
C14H1203 o
FW 228.24 dH
[122283-23-2] °

e
664162-1G 19
N-Boc-indoline-7-carboxaldehyde, 97 % «»
C4H7NO; X
FW 247.29 P
[174539-67-4] Boc

0" 'H
681911-1G 19
4,4'-Diformyltriphenylamine, 95% <>
CZDHWSNOZ j) o
FW 301.34 H ‘\Kk MH
[53566-95-3] ~F va/

X

-

680400-1G 19

-
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Thiazoles

24-ITOFF7YV—IUIFE. WK DO DEEROERED
BRAEILT I 70v o EVGEFHAINS &N
{IFDTWVET, BachSIE. FFPY—)LNTF NGE2270 A
DT TTAY NEBDRIMERICBWVNT, CDEILT (VT
JT0Ov I DMBRIRH X F )W bRISZHRS U LTz (Scheme
)%

(-)-mycothiazole DT F > F A EIRMWEARMICHBNT D, 2,4-
IIJOEF7YV—ILD 2 iDRFRDLFERNEIR R ILN S
HF T DREEOMRETINGE Uiz (Scheme 2)%, 18 EXFED T
EIRT. HBUES% TOEIRERPHEOSNTVET, B
¥R Panek[&. cystothiazole AB KU BDRERKINCHUNT.
24-ITOFF7YV—ILD2 AIDEZRDABEIRNISIREY
OXAw TU VI RInZE#HRE LE Uiz (Scheme 3)3,

W DOD DRI IL—TD 5. BLDEERDERRINC 2-
P=/-4567-T S ROXYYF7ZY—)LERAVHIN
WEINTVET, C<FI. Kraus, Mainabld, 2- 7=/
-4,5,6,7-7 S ROXNVYF PV —)VZEFEMR E T8
B pifithrin-g 2B A ZEM L E Uz (Scheme )%, TN5
R AR S 53 EERITH D, BLDFHREMERERD
BRICEWTHDEERASNTVET,
References: (1) Delgado, O. et al. J. Org. Chem. 2006, 71, 4599. (2) Le Flohic, A. et al.
Org. Lett. 2005, 7, 339. (3) Shao, J.; Panek, J. S. Org. Lett. 2004, 6, 3083. (4)(a) Pietran-

costa, N. et al. J. Med. Chem. 2006, 49, 3645. (b) Barchéchath, S. D. et al. J. Med. Chem.
2005, 48, 6409. (c) Costanzo, M. J. et al. J. Med. Chem. 2005, 48, 1984.

Presenting... t ‘

Sigma-Aldrich’s ChemBlogs

An industry-first for open scientific discussion.

Visit chemblogs.com.

Br.
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S% Br
S 677914 S
/ oy N, 7/[ o

; 0TBS Br 2 0TBS

C|Zn/q‘ SN
A

: PdClz(PPhg)z H
NHBoc NHBoc

Scheme 1
Br. A~ _MgCl g
ool T ey —
s Br THF, 0 °C s —_—
677914
/\’\\,z»N Ho &
N =
OCH,
s)7<\/>\fu s
(-)-Mycothiazole
Scheme 2

Br #PrLi, ZnCl, Br. o
Z/»'\“ _Pda(dba)s, dppf fﬁ‘)\ 1) £Bull, E0, -78 °C Z/»n\:
5)\( THF, -78°Ctort s~ Br| 2)acetone, -78 °C s)\{OH
677914

N\

N,
. i
MeO™0 ‘S\>_(N\//K,\/
R

R = H, Cystothiazole A
R = OH, Cystothiazole B

Scheme 3
R
N
o ‘ S%NHz
/@)K/Bf 685372 5
R toluene, t, 48 h OI:FNH Her

Scheme 4
2,4-Dibromothiazole, 97% <D
C;HBI,NS Br
FW 242.92 Z/»'L
[4175-77-3] soe
677914-1G 19
677914-5G 59
5-Bromothiazole, 95%
C5H,BrNS N
FW 164.02 o /[S h
[3034-55-7]
642517-1G 19
642517-5G 59
2-Acetamido-5-chlorothiazole, 96% <D
C4HsCIN,05 NoO
FW 176.62 m//\/;)\NJ%HB
[20256-39-7] H
673129-10G 109
2-Amino-4,6-difluorobenzothiazole, 97% <>
C,H,FNLS F
FW 186.18 QN\
[119256-40-5] . R
683337-1G 1g
683337-5G 59
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2-Amino-5-bromobenzothiazole, 97 %

CHeBIN,S o N
FW 229.10 @[ p—
[20358-03-6] S
647683-1G 19
647683-5G 59
2-Amino-4,5,6,7-tetrahydrobenzothiazole, 97% «<»
CyH NS N
FW 154.23 (I,
[2933-29-1] s
685372-500MG 500 mg
2-Amino-6-(trifluoromethyl)benzothiazole, 96 % «<»
CgHsF3N,S
FW 218.20 F C/Q )
[777-12-8] ’ &N
683329-1G 19
2-Amino-4-(2,4-difluorophenyl)thiazole, 97% <D
CoHgF,N,S FoonF
FW 212.22 q
B
S)\NHZ
683280-1G 19

«ED Chiral Vicinal Diamines for AsymmetricSynthesis

Ethyl benzothiazole-2-carboxylate, 97 % <>
CyoHgNO,S QN
FW 207.25 Y. O._CHs
[32137-76-1] Sﬁf
681040-5G 59
4-(4-Acetamidophenyl)-2-aminothiazole, 97% «»
CHHHNBOS [0
FW 233.29 HQCJ\NH
\_/
y N
‘\S»\NHQ
653527-1G 19
653527-5G 59
Ethyl 2-amino-4-(4-bromophenyl)thiazole-5- <>
carboxylate, 90%
Cy,H;BrN,0,S Br.
FW 327.20 2/—\
7 N
HsC O S»\NHZ
[0}
653500-1G 19
653500-5G 59

FIOIWEEEY 7 VHEF. SHORNEFMEPEERRICEHEINDcH. GRIEEEICE O TIEDH TEERND
DCTY . BRERCINSDFIIVEEHEY 7 IV BZEN T 2 —RILSNIEFAFEL. ZDEHIE. EDDIFIENIE
BAEDBZE UL UEHNEEREE E o TVE T, Jik ChinbBlE. BEEMDI 7= (1) ZMOFSIVERHEY 7 =2
HICEIRT DI DFRRIFIERD LUK R DB ZRERELF LT INSDOITZVHEIE. AEREDRAL
FEUTHIAT DI LEDBTENE, EOICEHRRIVEIT O CHFIIVENTORYBR -S I I LZER/DIIEDHTEXT,

on OH oH
©/ NH ©/ @ O NH, OH O NH, OH
e RLECLE NS R (3 NGB o HN R O : O
NH, | 2) R*CHO N R \Nlﬂz l , OH NH, OH NH,
@C PN R 685879 685860
> on OH (5,5)-1 (R.R)-1

1

Other €&» Chiral Vicinal Diamines

e ocH
N ON HsCO 3
HaC NH, <4 HCl NHp CI 2 NH, s NHp OCHs
2 HCI «2HCI «2HCI
NH; O -CHs Cl NH O NH, O HsCO  NH, O
N NO, HsCO OCHj

CHs

685186 684058

E HsCO.
O N «2HCI O e «2HCI
NHa. O = NH O OCHs

684139

684031 684023

a0
OANe

684147

*2 HCI

.com/japan

684120

References: (1) (a) Chin, J. et al. J. Am. Chem. Soc. 2003, 125, 15276. (b) Kim, H.-J. et al. J. Am. Chem. Soc. 2005, 127, 16370. (c) Kim, H.-J. et al. J. Am. Chem. Soc. 2005, 127, 16776.
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Piperidines

EXUIVIE, ZIRICDIEDEREICBV\TEILT > TT
OvoEUTDRARLD D TWVWET, 1-Boc-2-(FP=/ AF
JENXUIVE post-Ugi A)LIRZ) U B/ 3 FAT7 = MEx
MCKDEHDORINRZETH—EDSBRNYI/OT I I
{EEYZFDDICELSNE Uz (Scheme 1)1, —7.
melanocortin 4 745 —77 5 - X hOGRSIRICB L
Tl&F. RELELTOLIREWVEREADAWVSINE Uz (Scheme
2), TNSDF7 VY AR MMEF IEBFENAEERA (involuntary
weight loss) DJAREICIRILDAIAEMEN D D F T %

TubEXUY VB K e, EEREFZOEE CEENEE D
TECLWBYETT, 3-BXrU4-T)LAOEXRIIV(FE, L)
FNHIRTFIIRTFEI—L I (DPP II) DFEIRFIFEEHEID
BRRRICANSNE Uz (Scheme 3), $§IC3-7)UA 08
B&EIE, SIMZEED L. eVERMEZRUE LI
References: (1) Vasudevan, A.; Verzal, M. K. Tetrahedron Lett. 2005, 46, 1697.

(2) Marsilje, T. H. et al. Bioorg. Med. Chem. Lett. 2004, 14, 3721. (3) Senten, K. et al.
J. Med. Chem. 2004, 47, 2906.

o Boc HN

o
687154 ?
@fLH + RICOH + R2CN MNP
| MeOH, 24 h @)Y
1) 4N HCI, dioxane. 0.
2) 5 mol % Pd(OAC);, NXR‘
Mo(CO)s, n-BusN R

diglyme, 160 °C HN
e
Scheme 1
o o
NH,
N
OCH, H
X 1) 656518 H,S, 100 °C
O 2) BaMnO, , CH,Cly, reflux
Br
Scheme 2
3
.|y it
H or N
Boc” N
Eoc/N\AOH N N LT
680168 665606 ] 1rp cH,Cl, A
BocN TBTU, TEA, DMF, piperidine Boc”
Cl
Cl
Scheme 3

3-Fluoropiperidine hydrochloride, 97 % <>
CsHoFN - HCI E
FW 139.60 Q “Hel
[116574-75-5] H
680168-250MG 250 mg
680168-1G 19
4-Fluoropiperidine hydrochloride, 97 % <>
CoHiofN - HCI .
FW 139.60 fj
[57395-89-8] - e

N
665606-250MG 250 mg
665606-1G 19
(5)-(+)-3-Aminopiperidine dihydrochloride, 96% <»
CoHy,N, - 2HC NH,
FW 173.08 O woo)
[334618-07-4] b
674109-250MG 250 mg
674109-1G 1g
(R)-(-)-3-Piperidinecarboxylic acid, 97% «<»
CgH;NO, o)
FW 129.16 (j)kOH
[25137-00-2] N

N
656356-1G 19
656356-10G 1049

2-(Aminomethyl)piperidine, 97%

CeHiaN,
FW 114.19 (Nijﬂz

[22990-77-8] H
656518-25G 259
1-Trifluoroacetyl piperidine, 97 % <>
C;H,oFsNO
FW 181.16 (Nj
340-07-8
[ ] FSCAO
683035-5G 5g
683035-25G 25¢g
(R)-2-Piperidineethanol hydrochloride, >98.0% (GC) <D
C,HsNO - HCl
FW 165.66 (Nj N
[787622-24-6] H OH
670057-250MG 250 mg
(5)-2-Piperidineethanol hydrochloride, >98.0% (GC) <>
C,HsNO - HCI
FW 165.66 (Njw
[786684-21-7] N OH
670170-250MG 250 mg
1-Boc-4-bromopiperidine, 97% «<»
CioH1aBINO, Br
FW 264.16
[180695-79-8] N
éOC
687448-5G 5g
(R)-1-Boc-3-hydroxypiperidine, 95% <>
CioH1gNO; o
FW 201.26 (Nj’
[143900-43-0] Boc
687278-1G 19
(5)-1-Boc-3-hydroxypiperidine, 97 % <>
CioH1gNO; o OH
FW 201.26 I\N/I
[143900-44-1] Boc
687367-1G 19
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CHHZZNZOZ
FW 214.30
(141774-61-0]

683515-1G

1-Boc-2-aminomethylpiperidine, 95%

CHHZZNZOZ
FW 214.30
[370069-31-1]

687154-1G

4-(1-Piperidinyl)benzaldehyde, 97 %
CioHisNO

FW 189.25

[10338-57-5]

678953-5G

N-Boc-4-piperidineacetaldehyde, 97%

C12HZ1NOB
FW 227.30
[142374-19-4]

680214-1G

CMHZSNOA
FW 271.35
(189442-87-3]

673927-1G

<

©

o

@

e

[¢]

v
II
=
SHE
i
13
YK
<JE

(5)-1-Boc-4-oxopiperidine-2-carboxylic acid, 97 % <>
C;1H;;NO; o)
FW 243.26
’}‘ OH
Boc O
676322-1G 1g
N-Boc-piperidine-2-methanol, 97 % L NEw J
C11HNO; (j\/
FW 215.29 N OH
[157634-00-9] Boc
681296-1G 19
7 681296-10G 109
()}
£ N-Boc-piperidine-3-methanol, 97 % «»
) Cy4H;NO; OH
= FW 215.29 q
-4 [116574-71-1] o
E 681318-1G 19
681318-10G 109
2-(Boc-aminomethyl)piperidine, 97% <>

Boc

Ethyl N-Boc-4-methylpiperidine-4-carboxylate, 97 % «<»

OO

W
Ha(?% CHg

\N/
Boc

19

Ethyl N-Boc-4-allylpiperidine-4-carboxylate, 90% «<»
CigH2NO, o
FW 297.39 HZC//?%O/\CHS
N
Boc
673730-1G 19
Ethyl N-Boc-4-(4-chlorobenzyl)piperidine- «»

4-carboxylate, 97%

CooHasCINO, Q
FW 381.89 . @?%\ON:HS
N
Boc
673900-1G 19
Ethyl N-Boc-4-(4-fluorobenzyl)piperidine- <>
4-carboxylate, 97%
CyoH,6FNO, o
FW 365.44 HSCAo)%j\@
’\“ F
Boc
673919-1G 19
Ethyl N-Boc-4-benzylpiperidine-4-carboxylate, 96 % «<»
CyoH2NO, o]
FW 347.45 @/E%LO/\CM
N
Boc
673749-1G 19
Ethyl N-Boc-4-(4-methoxybenzyl)piperidine- <>
4-carboxylate, 97%
C21H31NOS Q
FW 377.47 MOACHS
HaCO™ N
éOC
673897-1G 19
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Pyrrolidines
R)-2- AF)ILEOUI Z)LEF. REHRESNTEWLWKDHD H fhon
FISERID 75 =2 NCEET BEEIEE>TEEL o
feo BBDMRIIV—TIF—BDHIV-1 FEEEREEE =& octts .
MUFELIED. TDSBRADBEEFMERLIZDIE(R)-2- Figure 1
XF)bEOU I VEESHAT Uz (Figure 1)1, BIDT)L—(3. N
MDA Z RS —EDE AT =V H, LTIV yoe " )
A= RDARIC. (R)-2-AFIVEOUIVEREEDEI T e w? _— Q
F4I70voEUTHWE U (Scheme 1)2, N-Boc-4- )
FEYVL-TOUVIEERE, FASTS/BEETHDS-T Scheme 1
OUY-AFF ZVEREOERRINCBWLWCEILT > JT 5 -
0w ELTHVSNE Uz (Scheme 2)%. TO7= /B Loy = e < B
EIF—EDN-17)L= )V BURTF REERAICEDIAFI. 7R ool I O S o
WEWARTFRUETS—O7 IZANEFFP VY TZR Scheme 2 =
k& UTDERDDIRENTNET §"
1-RUY)-3-7Z/EOUI VG DBk e, LETI— ot o
EHEBELTD, L ETY—ICRDEUVEREZR T —EDEN N
B R—J(Z VD, LETI—F Uy T2 N8B =HICAL ) O .
51 UJz (Scheme 3)%, THS07 >4 I=R M, ADHD S @AEb
CEEXRLHUES). /\—F VR, BRUMRKEEES W A
FEBLDEEDAREICEELETT, Scheme 3
References: (1) Krajewski, K. et al. Bioorg. Med. Chem. Lett. 2006, 16, 3034. (2) Sun, M.
etal. J. Med. Chem. 2005, 48, 6482. (3) Mollica, A. et al. Bioorg. Med. Chem. 2006, 14, (R)-(-)-2-(Trifluoromethyl)pyrrolidine, 97 % «<»
2253. (4) Egle, I. et al. Bioorg. Med. Chem. Lett. 2004, 14, 4847.
CsHgFN o
FW 139.12 N s
[119618-29-0] H
680087-250MG 250 mg
680087-1G 1g
(S)-(+)-2-Methylpyrrolidine
CSHHN
FW 85.15 { D oony
- - - H
Monthly Chemistry E-Newsletter 59335-84-1)
649147-1G 19
Got Chem N eWS? (R)-(-)-2-Methylpyrrolidine <
C5H11N &
. i . FW 85.15 CH
sigma-aldrich.com/chemnews 11720083 N
679097-1G 19
N-Boc-4-oxo-L-proline, 97 % <D
CyoH1sNOs Q
FW 229.23 I on
[84348-37-8] v
681202-500MG 500 mg
1-Benzyl-3-aminopyrrolidine, 95% <D
C11H15Nz /_SNHZ
FW 176.26
[18471-40-4] N
0
675814-5G 59
©
>
0
-d
VIR R — IV 7y T DT - 9
T7A VT EHIVESESER Tel:03-5796-7340 Fax:03-5796-7345 E-mail:safcjp@sial.com :
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(5)-(-)-1-Boc-3-acetamidopyrrolidine, 97 % <>
CHH20N203 H
FW 228.29 My e
[114636-37-2] Q o
éOC
665088-1G 19
665088-5G 59
1-Z-3-Pyrrolidinone, 96% L NEw d
C12H13NOS o
FW 219.24 (‘f
[130312-02-6] N
Cbz
3 661201-1G 19
.E 661201-5G 59
.'E (R)-N-Boc-2-phenylpyrrolidine <>
) CisHyNO,
= FW 247.33 Q@
n>.’ [174311-02-5] Boc 7
685291-250MG 250 mg
685291-1G 19
(5)-2-(Methoxydiphenylmethyl)pyrrolidine, 95% (HPLC) «=»
CygH,NO
FW 267.37 N O
[118971-03-2] H OCHg
670197-100MG 100 mg
670197-500MG 500 mg

ChemDose®
SR RIED Y I DY

® o=

[ -
o “
Pd(OAC),

X-Phos Pd(dppf)Cl,*CH,Cl,

PEPPSI™-IPr

(R)-2-(Methoxydiphenylmethyl)pyrrolidine, 95% (HPLC) «=»

CigH,NO
FW 267.37 ().
H OCHg

=

g
670308-100MG 100 mg
670308-500MG 500 mg
(S)-2-[Bis(3,5-dimethylphenyl)methyl]pyrrolidine, <>
>98.0% (HPLC)
C19H36Nzos CHs
FW 420.50
[553638-66-7] \H O e

HaC ‘ CHs

669520-100MG 100 mg
669520-500MG 500 mg
(R)-2-[Bis(3,5-dimethylphenyl)methyl]lpyrrolidine, <>
>98.0% (HPLC)
CoiHyN
FW 293.45

670405-100MG
670405-500MG

PdCl,(PPh;), Pd,(dba),

R ER RN |

c

©

o

° I3 Web ¥ RETEL ZEL

£ www.sigma-aldrich.co.jp/aldrich/organic/chemdose/
. < Reference (1) Ruhland, T. et al. .. Comb. Chem. 2007, 9, 301. .
I ; \_J PEPPSI is a trademark of Total Synthesis Ltd. (Toronto, Canada). ChemDose is a registered trademark of Reaxa Ltd. A ALDH’CH
Ll é = Chemistry
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£
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http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=670197&Brand=ALDRICH
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http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=670405&Brand=ALDRICH
http://www.sigma-aldrich.com/ProductLookup.html?ProdNo=670405&Brand=ALDRICH

Sulfonyl Chlorides and Sulfonamides

ZIURZILZOYU Rlg. ATOR7PZVERSICRIGLTE
MIFR)VIRNY P E RE5Z D12, EERREZ(CBLTUIR
UXEILT 4o 70voEULTREENE T, —BlEUT.
o070/ )ik Z)Lbo0OyU REoORY Y >V 2k
)by REEILT 070y o EUTHWEINF-oZE
HaEESR (TACE) BESHI DAL Z R UE I (Scheme 1), &/
2070 )UEFE. MMP-2 BKU MMP-13 & EEE LT TACE
[CHUCHWLEREZRUE U,

Flesr, £ bOJ)ILI)LF A4 RIS — (hGR)UH
Y ROBEHBBESNTVNET 2, CDORILKRYT7 = RlFo-
AFIIVNITH=E2,4,5- N)oOONY BRIV
20U R 5ER S (Scheme 2). hGRANDFEE I pM
LARNILTUTze COMERICBWVTIE. hGR EDIRMIFES
[CEVTHRIVIRY 7 = RED D EhH CEBFREIZ R
ULTWBD T EDBELHCEDE U,

Q- FUXFILVUIL) T AU 77 = R(SES-NH,) &, R
ELUCERBEEEZD TRICEEEATDDICHN THD
CEPBPESMNIEDF U, ZD—HIH Bolm & Manchefio D
RTC. BAIRIC KD RILURFS RDA = /b SES-
NH,ZBWC AU F I = =Bl ERELUTVERT
(Scheme 3)3,

Lamaty B(&. aza-Baylis-Hillman fZJi&(C SES-NH, ZFWT. —
O SESRELR- 7=/ IRTIVZERULE U, INH5D
B- 7=/ IRTIVICESICRRRA Y Y ARIWVE T, 2,3-
TBEREO—)IUEEYZESE Uiz (Scheme 4)%,

References: (1) Condon, J. S. et al. Bioorg. Med. Chem. Lett. 2007, 17, 34. (2) Marshall,

D. R. et al. Bioorg. Med. Chem. Lett. 2007, 17, 315. (3) Manchefio, O. G.; Bolm, C. Org.
Lett. 2006, 8, 2349. (4) Declerck, V. et al. J. Org. Chem. 2004, 69, 8372.

3,3,3-Trifluoropropane-1-sulfonyl chloride, 95% <>
C,H,CIF,0,5 0.0
FW 196.58 Fc Sl
680117-250MG 250 mg
Cyclopropanesulfonyl chloride, 95%

C,H:CIO,S o
FW 140.59 >—s-ci
[139631-62-2] o
640573-100MG 100 mg
640573-500MG 500 mg
Cyclopropanesulfonamide L New d
C,H,NO,S 0

FW 121.16 [
[154350-28-4] 0
674060-1G 19
674060-5G 59
Cyclopentanesulfonyl chloride, 90%

C.HoCIO,S o
FW 168.64 Dt
[26394-17-2] o]
656607-1G 19
656607-5G 59
2-(Trimethylsilyl)ethanesulfonamide, 90% <>
CsHsNO,SSI Q0
FW 181.33 Hiscc‘\sli/\/S\NHz
[125486-96-6] CH,
681326-1G 19
2,4,5-Trichlorobenzenesulfonyl chloride, 95% <»
CeH,Cl,0,S Q0
FW 279.96 CI]@iS\CI
[15945-07-0] cl cl
680125-5G 59
680125-25G 259

Q Q
>—s$-al o [}ﬁ—m o
o o o HOHNOG é@o
HOHNOC, §Oo 640573 656607 ﬁgg
° /
fg / N g
R
R = cyclopropyl, cyclopentyl
Scheme 1
Qe
il
Me ° Sl
Me
c cl Q.0
NH NS
680125
> N\ A el
N EtsN, CH,Cl, N
H cl
Scheme 2
o 5mol % Fe(acac); 0 N-SES
S SES-NHz, Phl=0 s
©/ CHs “Ghgen, 181 ©/ ChHs
Scheme 3

o OCH, SES.

SES-NH, ¢+ ]+ Ho? 00T 05eaDABCO NH O
R™H o FPTOH, 70 °C R OCHs

CH

[o)

OCHg
_— 7
N R

H

Scheme 4
3,4-Dichlorobenzylsulfonyl chloride, 97% L NEW S
C;HsCl;0,5 cl _cl
FW 259.54 mso
[85952-30-3] cl
678627-500MG 500 mg
4-Chlorobenzylsulfonyl chloride, 97 % <>
C,HqCl,0,S Q\s,m
FW 225.09 be)
[6966-45-6]

Cl
664774-1G 19
2-Chlorobenzylsulfonyl chloride, 97 % <>
C,HsCl,0,S cl
FW 225.09 5O
[77421-13-7] ¢o
678643-1G 19
N-(4-Bromophenyl)methanesulfonamide, 97 % <>
C,HgBrNO,S oo A
FW 250.11 % Q
[4284-50-8] HC
680508-1G 19
680508-10G 109
4-Methylbenzylsulfonyl chloride, 96% <>
CaHoClO,S 0.0
FW 204.67 Sl
[51419-59-1]
CHs

664766-1G 19
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