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FARNRSYL CHAIN MODWICATION OF SQUALRNR SYNTHASE lNHlBlTOR 
BENZYLFARNRSYLAMINE: CONVERSION TO THE TBRMINAL 
BIS(l’RIFLUOROMETHYL) DERIVATIVE 
Charks F. Jewel1 Jr.,* John Brinkman. Russell C. Pelter and James R. Wareing 
Depatbnent of Alhexc&e.rc& and Vascular Biology, Reclinical Research 
SanQz Research Institute. San&z F’hammceuticals Corporation 
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CONFORMATIONAL ANALYSIS OF DIRITHROMYCIN Tetrahedron, 1994,50. 3857 
AND El%DIRITHROMYCM 

John M. McGill and Rosr A. Johnson 
Lilly Research Lalx~nlorle.~, WI Lilly and Company 
Lafayette, IN 47902 

The solution conlormalion of dirllhromycin and epl-dirithromycin 
was determIned using NMR apcctroscol,y in conjunctbn 4th mc4ecul~r 
mechanics calculaUon3. In solatbn, dirllhromycin exlstq In a “folded-in” 
conformation, while epi-dirilhrumycin cxisb in a “folded-out” conformalbn. 

Dirithromycin 

lsolstion and Relay Synthesis of lla-Hydmperoxy Diicetyl Hederagcnin, 
a Novel Triterpeooid Derivative from Serjcmia trigueho (Sapindaceae). Biogenetic Implicatipns. 
Maria Isabel Chavez and Guillermo Delgado’ 

Tetrahedron, 199450, 3869 

lnstituto de Qufmica de la UNAM. Cudad Universitaria, Circuito Exterior. Coyoacln 04510. MCxico, D. F. 

The novel triterpenoid derivative and key bmgenetic and chemical intermediate 3. was isolated, and synthesized from 1. via 2. 
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Configurational Analysis of New Furano- 
sesquiterpenes from Dysidea hcrbacea. 

Tetrahedron, 1994,50, 3879 

Assignment of Absolute Stereochemistry. 

Philip A. Searle, Naser M. Jamal, Greg M. Lee and Tadeusz F. Molinsk?, Department of Chemistry, University of 
California, Davis, CA 95616 

Isomeric acetates (+)-1 and (+)-2 and their respective enantiomers, 17 and 18, were isolated from two samples of 
the marine sponge Dysideu herbuceo which appears to have a dual capacity for antipodal cyclization of gemnyl 
pymphosphate to furodysin or furodysinin and elaboration of these oxidized derivatives. 
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SYNTHETIC STUDIES ON THE KEY COMPONENT OF THE NEW Tetrahedron, 19!34,50, 3889 
GENERATION OF QIJINOLONECARBOXYLIC ACID, DU-6859. 1. 
SYNTHESIS OF (lR.2.9).2.FLlJOROCYCLOPROPYLAMINE BY THE USE OF OPTICAL RESOLUTION 

Ckam~ Tamua,’ Masam H~shiioto,~ Yuko Kobayashi,‘) Tad&i. Kat&.* Kazuhiko N&a&,‘) 

Maahim Keb) Isao Hayaka~a.~) Toshiiumi AkibaP’ and Shii Ternshim.+* 

Sagami CYstical Research Center. Nishi-Ohnuma, Sagamiham, Kansgawa 229. Japan’) : Production Technology Research 

Laboratories.b) Exploratory Research Laboratorie~,~) Daiichi Pharmaceutical Co.. Ltd., Kim-Keui, Edogawa, Tokyo 134, Japan 

R=A. Me,or Ph cis:lranr=max. 93:7 HX=HCI or TsOH 

SYNTHETIC STUDIES ON THE KEY COMPONENT OF THE NEW 

GENERATION OF QUINOLONCARBOXYLIC ACID, DU-6859. 2. 
Tetrahedron, 1994.50, 3905 

ASYMMETRIC SYNTHESIS OF (1R.2Sb2-FLUOROCYCLOPROPYLAMINE 

Toshifumi Akib%* Osamu T~mura,~) Mssuu I-Isshiknot~.~ Yuko Kobaya~hi,~) T&hi. Kudlb, Kazuhiko N&,,,ip) 

Masahiro Kamada,‘) Irao H~yakawa,~) and Shii Ter~shimn*~) 

Pmduction Tkhnology Research Labmaties,‘) Explcar~my Remarch Labcmtoric~.~) Da&hi Phlmncatical co., Ltd. 

KiteKasti, Edogawa, Tokyo 134, Japan: Ssgami Chemical R-h Center, Nishi-Ohmuna, Sagamihara, Kanagawa 229, Japmb) 
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+ Isomers - NQRX HX.HCI or 

HaN max. ratio TsOH 

=65:25:6:4 
F 98% n 

Rl,Ph, R*,H; R1=R2=H; R’=R*=Ph 

SYNTHESIS OF SAFRAMYCINS. IX. AN EFFICIENT 

SYNTHESIS OF THE ABC RING OF SAFRACINS. 
Nsoki Ssito. Yssuko Obars, Tomoko Aiham, Shunji Ha&a, Yukiko Shids, 
and Akinori Kuho* 

Tetrahedron, 1994.50. 3915 

OCH, 

Meiji College of Pharmacy. l-35-23 Nozswa, Setagaya-ku. Tokyo 154. 
Japln 

1,2.3.4,5,6-Hexahyd1C~hydroxy-1,5-imino-9-metboxy-3,8,1 l-tri- 
methyl-3-benxaxocine 1 embodyiag all of the skeletal featares of the 

c”,,@: c*,,@; 

ABC ring of &&ins has been synthesized from compound 2 via a 
direct regioselective bromination, followed by the sequence redaction, z:XzH,v~O 3 

metal-halogen interchange, and reaction of the organometallic 
l:X.OH.Y=Ht 

intermediate with nitrobenzene. And the conversion of 2 to ap- 
quinone 3 is also described. 

I ~IYY Dtalte- Fmmatiom of Bkyclk Compomd~ 
by Iabamokmh Cycb&Wm of Chiral Thiadkmyl Nitmma 

Tetrahedron, l!I!M,50, 3929 
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Biic~withfauorfiveaImiguouschiralaatcrsvosebyrpoateaarus intramolecular cyclesddition of the 
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CLAISRN RRARRAN GEMIWT OF N-SEYL KEXENE N,O-ACEI’ALS 
GRNERATRD PROM ALLYL N-PIiRNYLIMIDATE.9 I Tetrahedron, 1994,50, 3951 

Org8nisch-ChemischesInsIi~dcrUniversitatM~.Comnsslra& 40. D-48149 Mllnsta, Germany 

Highly dia%mmdective Claim remmgements yielding &i&s 3 via dcpmmtb I silylatb of ally1 N-phcnylhidam 1 are 
reported. Addiliondly, NOE diffemce studies of ahcts and N-silyl kekmc N.O-mtala are &scrii 
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a) LDEA, THF. -78 ‘C 

b) TBDMSCI. -20 ‘C 

NHPh 

. 
c) 20 ‘C, THF (R2 = H) or 130 ‘C, decalin (R2 f H) R5 

R4’ ‘R3 d) NH4CI, H20. 20 ‘C 
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I REACTIVITY OF PYRROLE PIGMENTS: PART 16. 
MESOBIWVERDIN 1x0 AND MRSOBILtRUBlN IXa 
BRIDGED BETWEEN THE PROPIONIC ACID SUBSTITUENTS. 

I Tetrahedron. 1994,50, 3967 

I Josep M. RiM*. Joaquim Crusats, and Mon~lrat Marco. 
kpattament de Qofmica Grgimica, Univenitat de Barcelooa, c/ Marti i FrsnqUes 1. E-08028, Calalonia. Spain 

For n = 1 reactkily towards hu. Nu-, H*, B-. Zn(ll) 

is compared with thal of mesobiliverdn IXa dimethyl ester. 

For n = 1 the corresponding masobilirubin is also obtained 

and compared to mesobilmbin IXa dimethyl ester. 

AN EXPEDITIOUS ASYMMETRIC SYNTEESIS 
OF ALLOPHRNYLNORSTATINE Tetrahedron, 1994. SO. 3975 
Mark E. Bmmsge,. Stepben G. Da*“* Ckiwqkr 1. Goodwib snd Osamu lchiism~ 

-___ 

a TheDysooperrinsLabuatmy,Sw~parksR~~~OX13QY.uK 
b Fisons pk. PharmaceuticaJ Division, Research and Development LaLwsWes. Bakewell Road, Loughborough. LEI 1 ORH, UK 

Allophenylnorstatine, the pivotal amino acid in Ibe kyaostada HIV-1 protease inhibitors, has been prepared in 39% overall yield via 
a tandem lithium amide conjugate addidoaciectmpbik hydroxylsdon pmtocol. 
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ALKALOIDS FROM THE ANTARCTIC SPONGE 
KIRKPATRICKI. VARIALOSA. PART 1: 
VARIOLIN B, A NEW ANTITUMOUR AND 
ANTIVIRAL COMPOUND 

Nigel B. Perry,’ Laurent Eltooati.” Marc Litaudon,’ John W. 

BhmtP Murray H. G. Mtmr~.~ Sean Parkin* and Hakon Hope.* 

“Department ol Chemistry. University of Canlerbory. Christchurch, 

New Zealand and *Deparlment of Chemistry, University of 
California, Davis. CA 95616. USA 

The title compound has been characterised by X-ray crystallography. and a degradation product. variolin D, identilied from its spectral data. 

Tetrahedron, 1!@4,50,39!93 

variolin A 

ALKALOIDS FROM THE ANTARCTIC SPONGE 
KIRKPATRICKIA VARIALOSA. PART 2: 
VARIOLIN A AND N(J’)-METHYL TETRAHYDRO- 
VARIOLIN B 

Golakoti Trimurtulo.Y D. John Faulkner.w Nigel B. Perry.O Laurent 
EttouatiP Marc Litaudon” John W. BhmL” Murrav H. 0. Munro’ 

and Geoffrey B Jameson.* 

#Scripps Institution of Oceanography, University of California, 
San Diego, La Jolla, CA 92093-0212, USA, oDepartment of 
Chemislry. University ol Canterbury. Chrisichurch, New Zealand 

and *Department of Chemistry. Georgetown University, 
Washington. IX 20057. USA 

The title comoounds. which a= bolh cvlotoxic. have been characlerised by X-ray crystallography and interpretation of spectral data. 

Tetrahedron, 1994,50, 4001 

RADICAL-CEAIN ADDITION OF BENZENETEIOL TO ALLENIC ESTERS: EPRAND PRODUCT STUDIES 
Sakato~ Cabiddo, Claudia Fathtoni* 

Dipartimento di S&rue Cbimicbe, Univarsit& via OspedaIe 72, I-09124 C@ari, Italy 

Marco Lwarini, Gian France Pedtdli 
Dipatimento di Chimica Organica “A. Man@“, Uniwrd, via S. Donate 15, I-40127 Bologna, Italy 

The radical addition of benzemthiol to the title campmds has been sbdied. The Eactiw products have been identiiid by 

tHNMRandtbe intermediatemdicalsd&ctedbyRPR~. 
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SYNTHESIS AND COMPLEMENTARY COMPLEX FORMATION Tetrahedron, 1994,50,4009 
PROPERTlES OF OLIGONUCLEOTIDES COVALENTLY LINKED 
TO NEW STABILIZING AGENTS. 
A. Balbi’. E. Sottofattori, T. Gmndi. M. Mauei -Institute of Pharmaceutical Sciences, Wale Benedetto XV, 3 - Ge- 
mw (It&); T.V. &am&, S.G. Gkhov, A.V. L&t&v*-institute of Bioorganic Chemistry, Novosibirsk (Russia). 

Oligodeoxyribonucleotides (ODNsJ 2 

of different lengths have been 
linked to the new stabilizing 
agents (Us) 2-5 related to the cou- 
marin family and tested against a- 
cridine connected oligomers of the 
same sequence. Melting temperature experiments demonstrated that all ODNSAs formed complexes of 
increased stability with complementary sequences of deoxyribo-20-mer. 
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LACCASE ENZYME CATALYSED EFFICIENT SYNTHESIS OF 
Tetrahedron, 1994,50,4019 

3-SUBSTITUTED-1,2,4-TRIAZOL0(4,3-b)(4,1,2)BENZOTHIADlAZlNE-8-ONES 

U.T. BHALERAO’, C. MURALIKRISHNA 8 9. FtADHA RANI 
Organic Division II, Indian Institute of Chemical Tedmobgy, Hyderabad - 500 007, INDIA. 

Full details of an efficient one step synthesis of J-substituted-l ,2,4-triazolo(4,3-b)(4,1.2)benzothiadiazine-8-ones(4) 
by Lactase enzyme (E.C.1.10.3.2) mediated reaction of various 5-substituted-4-aminoo-3-mercapto-1,2,4-triazoles (1) 

and hydroquinone(2) is described. 

(2) 
(4) 

EFFICIENT SYNTHESIS OF 3.MONO AND DISUBSTITUTED Tetrahedron, 19p4.50, 4025 

LACTAMS USING MEERWEIN ESCHENMOSER [3,3] SIGMATROPIC REARRANGEMENTS. 

Brian Coates, David Montgomery and Paul J. Stevenson.* School of Chemism, The Queen’s University of Belfast. 
Belfast, BT9 SAG, N. Ireland. 

Methoxymetbyleniminium tiale or methylsulphate salts react with ally1 alkoxides 10 give 3-ally1 substituted lactams in 
good yield. Twelve examples given. 
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64% yield Rl=Me, n = I. 
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