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OcyiuecTBnes XHMMIUECKUI CHHTE3 onan3annya — 2-MeTHi- 1 0-(4-metus- 1 -nunepasunni)-4 H-rneno(2,3-
b][1,5]6en3nuazenna, oTpadOTAHBI YCAOBHA BBEIECHHSA TPHTUSA B 3TO COCAMHCHNC H MOJNYUCH MCUCHHBII
TPHTHEM OJIaH3alliH C MOJIAPHOI paguoakTHBHOCTLIO — 12 Ku mmonb™.

Katouesste crosa: ONAH3AFIUH, CUHINES, ITIpLH‘IlLHi.

BBEIOEHUWE

Onansanun — 2-metun-10-(4-mertusn- I -nminepasu-
Hun)-4 H-rueno[2,3-b][1,5]16ensgnazenus (I) — opgun
u3 nandonee >(pPeKTUBHBIX NPEICTABUTENEN HEll-
POJENTUKOB (AHTHIICHXOTHKOB) HOBOIO MOKOJEHHS,
KOTODBIE XapaKTEPU3YIOTCH 3(PPEKTUBHOCTLIO NIPH
KYIIHPOBAHHHU HE TONbKO MO3UTUBHON, HO H HEraTuB-
HOH CUMNTOMATHKH Y OOJNbHBIX WM30(ppeHucei, oT-
CYTCTBHEM NOOOUHBIX 3¢h(PeKTOB, CBA3AHHBIX C HAPY-
1eneM (hyHKIMOHHPOBAHHUS 3KCTPaNHPaMUIHON CH-
CTEMBI, M MEXAHU3MOM [CHCTBHS, ONPEAC/IIEMbIM
CMOCOOGHOCTBLIO B3aMMOICHCTBOBATE € CEPOTOHHHOBbI-
MM, 1O0(DaMIHOBBIMY U IPYTHUME peuentopamu [1, 2].
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Llens ganuoii paboTbl — CHHTE3 MEUEHHOTO TPH-
THEM onaHzanuHa. HeoOXomumblil I DOMYyUCHHS
MeueHoro npenapata onansanuH (I) Obin cunTE3H-
poBaH no MOAH(UUHPOBAHHOM MeTOMKKE [3] u Hanee
HCTIONB30BAH ANt ONTHMM3ALUHM YCJIOBUI BBEACHHUS
TPUTHA B JAHHOE COEIMHEHUE.

PE3YJILTATBI U OBCYXKIEHHE

Cunres onansamina (I) ocymecTBnsian Kak npef-
JIOXKEHO paHee [3] ucxojs u3 2-aMHHO-5-METHATHO-
pen-3-kapGouutpuna (II), nonyyaemMoro no MetToay
l'esanbpa [4] (cxema). I[Tpu coxpaHeHun nocnefosa-
TENLHOCTH CTaHi, NTPUBEAEHHBIX B naTeHTe (3], Ha-
MU ObIJTH yCOBEPUIEHCTBOBAHBI METOUKH BbIee-

f ABTOp /ina neperincki (chakc: (095) 196-02-21; 3a. nouTa: na-
gaev@img.ras.ru).

HUSL [IPOMEKYTOYHBIX NIPOJYKTOB U BHECEHbLI H3MEHe-
HHsl B COOTHOLLEHUE PEAareHTOB M BPEMst NPOBEAECHUS
peaKIui,

ITpu xonpencaumu coepunenust (II) ¢ opmo-
propanTpodensonom B ripucytersun NaH 8 THF no-
nyden Hutponutpun (III). IMocnegnuit npu Boccra-
HoBsenun SnCl, B HCI n ofHOBpEeMeHHOI LUKI13a-
UMM AaBail xjoprujpat 4-aMuHo-2-meTin- |0H-TueHo-
[2,3-b][1,5]6en3nunazenuHa (IV), kunsyenue koTopo-
ro ¢ N-merunnunepasusom B cmecu DMSO u Tonyo-
Ja B Te€4YeHHe 24 4 npuBeso ¢ Bbixogom 65% K uene-
oMy onan3anuny (I), pusMKo-xuMuieckre XxapakTe-
PUCTHKH KOTOPOI'O COBIIAJIM € OIUCAHHBIM B IATEHTE
[3]. B pesynpTare notyucHo 6onee 2 r onansarmsa (I,
KOTOPBIA ObIJT HCIOAL30BAH AN OTPAOOTKH YCIOBUH
BBENECHMSI METKH B OJIaH3AIUH.

INonyuuTs MeueHbIH OJAH3AIMH C COXPaHEHHEM
HATUBHON CTPYKTYPbl HEMEUEHOI'O NPEALICCTBEHHH-
Ka MOIKHO TOJIbKO METOAOM H3O0TOMHOrO OOMEHA.
Haubonee yacro peakuyst oOMEHa IPOBOJUTCS SKMf-
KO(Pa3HBLIM METOAOM (MEXAY PACTBOPECHHBIM COEIH-
HEHHEM M TPHTHEBOW BOZOH) MNM TBepPAODA3HBIM
METOAOM (ME¥K[JYy HAHECEHHbIM HA KaTaJIu3aTOp Be-
LIECTBOM H Ia3000pa3HbIM TPUTUEM) [5].

Haubonee ygauHON METOOUKOH M30TOIHOrO 00-
MEHA C TPUTHEBOI BOAOH CHUTAETCSA NOAYUEHUE TPH-
THEBOH BOJbI HENOCPEICTBEHHO B PCAKLMOHHON am-
nyJae, OJst 4ero B PEAKLHOHHYIO aMIyy MOMEILAaoT
PdO, ucxonnoe coegunenue u karanuzatop (00LIYHO
NajaagueBblid, HAHECEHHbI HA HHEPTHBIA HOCUTENb —
AlLO;, aktuBupoBaHHsid yroas, BaSO,, CaCO; u
T.IL.), 3AIIOJTHSIOT €€ ra3000pa3HbIM TPUTHEM U BbI-
nepxueator npu 70°C reuenue 10—15 mun. B aTHx
YCIOBHSIX TIPOMCXOJIMT NONHOE BOCcTaHoBiIeHne PdO
¢ 00pa3oBaHUEM TPHTHEBOW BOABI. 3aTCM COEPKH-
MO€E amMinyJibl (00pa3oBaBUWIYHOCS TPHTHEBYIO BOAY,
BEILECTRBO M aKTHBHPOBAHHBIN KATAMNU3aTOP) 3aMO-
PaXKUBAIOT XKHAKHM A30TOM, aMIIyJy BAKYYMUPYIOT
IS yAaneHUs razoo0pa3Horo TPUTHS U 3aN0JHSIOT
apronom. Ilocne Buecenus B amnyny pacrtsopa TpH-
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3TUIAMMHA B IMOKCAHE €€ 3allauBarOT sl NPEnoT-
BpALUCHHS NONAIaHKsl apOB TPUTHEBOH BOAbLI B aT-
Mocepy u flafiee BbIAEPKMBAIOT IIPH NEPEMELIHBA-
HUKX AHGO NpuU KOMHATHOH TeMmmepatype (B ciydae
onaH3anHHa B TeveHue 16 u), nudo npu osee BHICO-
ko temnepartype (100-170°C) B TepmocTate.

CymHOCTb TBEPHO(]A3HOro METOHA 3AKJIIOYAETCS
B HAIPEBAHUH CMECH OPraHMYECKOro BEWIECTBA U Ka-
Taau3aTopa (CrocoObl NPUIOTOBIEHUS 3THX CMECEH
NPUBEAEHBl BbILIE) B aTMocgepe razoo0pasHOro
TPUTHSI.

B pesyabTare npoBeACHHBIX HCCAENOBAHUNE (Tab-
AMUA) 0Ka3anoch, YTO OOMEH TPUTHSI HA NPOTMH
MEKAY ra3000pasHbIM TPUTHEM H OJIaH3aNHHOM TIPU
UCNOJAb30BAHUU TBEPAOMA3ZHOrO METOAA OKa3aJycs
oonee 3(PPEKTUBHBIM 10 CPABHEHHIO C BBEEHHEM
METKH H30TONHLIM OOMEHOM ¢ TPUTHEBOW BOMOH.
[lpu sTOM HaMAyILIHH pE3yabTaT HOCTUIHYT MPH
nposegenun npouecca npu 200°C.

OwiIcTKy MEUEHOTO OJaH3aNMHA NPOBOAMIM B JIBE
CTAAMK: BHAUANE KOJIOHOYHOU xpomaTtorpagpuen (KX)
Ha cuJKarene (puc. 1) nonydvaau UCKOMbIN NIPOJYKT
¢ 85%-HOH pagHMOXMMHUYECCKOH UHCTOTOH (puc. 2),
3aTeM nocne ouucTkH MerogoM BI2KX paguoxumu-
YecKasi UuCTOTa NOBbILIAIACh 10 98-99% (puc. 3).
Takum 00pa3oMm, TMONYYEH BBICOKOMEUEHHBIA
TPUTHEM OJIaH3ANHUH C MO.)'lﬂpHOﬁ PaagnoaKTHBHOC-
o0 12 KummMons™ u pajrioXuMirdeckoi 4MeToToi
98-99%.

IlonyuyeHHblit MpenapaT MeYeHOrO OJIaH3alKiHa
TUTAHUDYETCS B JAIbHEHLUEM UCTIOJIb30BaTh 1151 H3Y-
YEHMS HEIPOXUMNUECKIX MEXaHH3MOB IH30(peHUU
I psAfa gpyrux ICHXHYecKux 3abonesanuil. Kpome
TOroO, NPH HCNONL30BAHHH MEYCHOrO OJIaH3aNHuHA
MOKET ObITh OTPA0OTAHA METOMKA AJIs IIOUCKA [IeTI-
THIHBIX [pellapaToB, odJafalolnx (papMaxonoru-
YeCKHM npoduneM atoro Heirponenrtuka (I).

Ne 4

BHMOOPFAHUYECKAA XMMHS  Tom 31

DKCIIEPUMEHTANIBHAA YACTD

KaranuzaTopsl, pacTBOPUTESH, CTAHAAPTHE H pe-
AreHThl — KOMMEPYECKHE NpenapaTsl. TeMmepaTypsl
IJIABJIEHUST ONPENCIEeHbl HA MHKPOHAMPEBATENBHOM
cronuke “Boetius”. Cnexrpsl 'H-SIMP cusTbl Ha
cnekTpomeTrpe Bruker WM-250 (250.13 MTI'n), macc-
cnekTphl — Ha npudope Kratos MS ¢ IpsMbIM BBOAOM
B HOHHBIA HCTOUHUK, TCX OCylecTBAsIIM Ha NAACTHH-
kax Sorbfil (AO “Cop6nonmmep”, Poccust) B cuctemax
xnopocopm-meTanon-10 H. amvuax, 20 : 1:0.04 (A) u
20: 1.5:0.1 (b).

BD2XX MedeHOro onaHsanuHa OCyLIECTRISIN Ha
kononke Kromasil 100C,q, 7 Mxm (4 X 150 mm) npu
ckopocTH ayrouun 1.0 M MuH™!, B cHCTEME METAHO—
amMoHui—ocaTHblit 6ypep (pH 2.8) (1 : 3) (Bpems
yAEP>KUBAHMA oNau3anuHa (t) 5.13 Mun).

[ npuema n 00padoTKU XpOMaTOrpaMUECKHX
OAHHBIX HCHOJb30Banacy cucrema “MynbTHXpom”
(OO0 “Amnepcenn”, Pocenst) Ha 6asze IBM PC/AT.
PagoaKTHBHOCTb U3MEPSUTH HA CLMHTHILTSALIMOHHOM
cyeTyuke ¢ 3(pPEeKTHBHOCTBLIO PETHCTPAUNI TPHTHA

3aBHCHMOCTb BBIXONA U OTHOCHTEIBHOH MOJSIDHON pa-
AHOAKTHBHOCTH OJIAH3AMMHA OT YCJIOBMI peakuuH H3o-
TONHOro ooMena*

o , OTH. MO
Temneparypa, °C Beixon, % pamoaxT., %
23 60 7
150 77 3
180 17 34
200 10 100

* ITepBas cTpoKa — H30TONHbIT OOMEH ¢ TPUTHEBOI BOOI, 16 4,
ZHOKCAH-TPHITHAAMITH; OCTaJlbHble CTPOKH — TBEpAO(a3Has
peakunst: katammsarop — 5% Pd/BaSQ,, Bpema peakuun —
10 muH, gaBreHne razoodpasuoro TpuTisa — 333 rlla.

** 3a 100% npHHsSTAa MAaKCHMaNbHAS MOJSAPHAs PaguOAKTHB-
HOCTb B JAHAOIT CePilil 3KCIEPUMEHTOB,
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Puc. 1. Pacnpenenenne pagHOaKTHBHOCTH TIO (ppakumamM
npn KX Ha cunukarene (3a 100% npHHsATa cymmapHas
pagHOAKTHBHOCTL msiTH dpakuuit). Cucrema Xnopo-
dopm-meTanon (3 : 2), o6 bem ppakunii — 4 M.

30% B pHMOKCAHOBOM CUMHTH/UISITOPE. BBIGOP yCno-
BUIl BBEJEHUsI TPUTUEBOH METKH IIPOBOJUIH C HC-
noab30BaHuemM 1% tputus [6-8].

Xumuueckuil CUHMES OAQH3ANLHA

2-AMuHo-5-meTHATHO(d eH-3-KapoounTpua  (II).
K emecu 15 r (0.47 moas) cepel, 33 1 (0.56 mons) ipo-
MHOHOBOTO ajbperupa B 95 mn DMF npu unrencus-
HOM II€EPEMELUMBAHMH M OXJIAXKACHUN fodapnau 40 mi
TPUITHIIAMHUHA C TAKOH CKOPOCTBIO, YTOOBI TEMIE-
paTypa peakLHOHHOH CMECH OCTaBaJlach B Ipeaenax
5-10°C. Tlocne 3TOro OXJNaAKACHUE CHSIIM U IEPCMe-
WHBAMM PEAKLHOHHYIO cMech NpUMepHO | 4. 3arem
K PEaKLHOHHOU CMECH IO KamnjisiM NpudaBMIU pac-
tBOp 31.5 r (0.47 Monb) ManoHoguuuTpuna B 60 mn
DMF, coxpaHsist TeMnepaTypy peakLHOHHON CMECH B

PanmnoakTusrnocrs, kbk

ITEBYEHKO u sip.

npepenax 18-20°C, u nepemeinusany eme 3 4. Janee
peakUMOHHYK cMech Bbuimnud B 800 MJ BOObL €O
JBLAOM, BOJHBIN CIIOH OTAEIUIN, OCTATOK 3KCTParu-
posanu xiopocopmom (3 x 200 m1). OpraHuueckui
CJIOH MOCNENOBATENBHO NMPOMBITH HECKOJBKO pa3
BOJOM, HACBIUIEHHBIM PAacTBOPOM CyJb(daTa HATpUS
U cyunu Oe3BopgHbIM cynbdaroM HaTpus. Ilocne
yRAJIEHHS] PACTBOPUTEJIS] ¥ ABYKPATHOIO YapHBaHUs
ocTaTKa ¢ 6€3BOAHLIM TOTYOIOM nosyaiu 39 r (60%)
2-aMHHO-S-MeTnATHO(DEH-3-kapbouuTpuna (II) B Buse
YEPHO-KOPHYHEBOI'O TBEPAOrO OCTAaTKa, KOTOPbBIi
UCIONb30BAJIH B CNCAYIOMWIEH CTAJUHU.

2-(2-Hurpoasuinno)-5-MeTITHO(eR-3-KapOoHHT-
pun (III). K uHTCHCHBHO nepeMeLlIMBaeMON B3BECH
14.5 r (60% pucnepcus 8 macie, 0.36 mosib) NaH B 50 M
cyxoro THF B armocdepe aprona npudaBuiiH 1O
Kamsim pactsop 28.2 1 (0.2 mons) 2-(pTOpHHTPOOEH-
3ormau 27.6 r (0.2 MONb) 2-aMHHO-5-METHATHOQEH-3-
kapoouutpuna (II) B 250 ma cyxoro THF u nepeme-
wuBanuM cyTku npu 25°C. 3areM peaKuUdOHHYIO
cMech BhUIMIM B 0.5 11 ef. BOAbI U 3KCTParypoBay
xnopodopmom (3 X 200 ma). OO0 beIuHERHbIE IKC-
TpakTsl npombiBanu 10% HCI, 3atem BOfOH, nocne
Yero CyLIiiu 6e3BONHBIM cyabgaToM Hatpust. Ocra-
TOK I0CJIE YAAJIEHUsT PACTBOPUTENS ABAXK/IbI EPEKPU-
crannusosany u3 usonponadona. Iomywunn 12.2 r
(23%) 2-(2-HUTPOAHUNHHO)-5-MeTHATHO(DEH-3-KapOOo-
Hurpuaa () ¢ . . 97-100°C (aut. pannsie [3] 99—
102°C). Cniexp 'H-SIMP (CDCl;, 6, M.1.): 2.47 (3 H, ¢),
6.78 (1 H,¢),6.97 (1 H,1),7.20 (1 H, ), 7.56 (1 H, 1),
827 (1 H, ), 9.63 (1 H, ym.c).

Xnoprugpar 4-avmuo-2-metni-10H-Tueno[2,3-
b][1,516enzmnazemuna (IV). K s3pecu 5.0 r (0.019 monn)
2-(2-HUTPOAHUIHHO)-5-METUNTHO(DEH-3-KapOOHUT-

45
Omnanzanus
/\J\N\MVJ\IWWMM | | | v | | ‘ \
1 2 3 4 5 6 7 8 9 10 MIH
Pue. 2. Ananuriyeckas B22KX ¢pakunn 4 nocae KX Ha cinnkarese. Ipogpnns 350aTta o pagiioakTHBHOCTH.
BHUOOPTAHUYECKAY XUMHUSA  Tom 31 Ned 2005
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Puc. 3. AHas3 MEUEHOro OJIaH3amuHa rocsie ouncTku Metonom BOXKX. [Tpoduis an0aTa 10 pannoak THBHOCTH.

puna (II) B 55 mn aranona npy 50°C B TeueHue 10 Mun
pobasuii pacteop 13.6 r (0.060 mons) xnopuga ono-
Ba B 45 mu koHu, HCL. 3aTeM cMech KHISATHIR NTPU
NePEMCILMBAHUU B TeueHHe 1.5 4, ynapumn go nouo-
BUHHOIO O00b€Ma U OCTABMIIH B XOJOJHILHHKE IPU
+5°C Ha HOYb. Bhinapiumit 0cagoxk OTHILTPOBAIH,
HPOMBITH HEOOTBIINM KOMMUECTROM BOIbI 1 1€PEKPHC-
Ta/I30BaNd U3 aranona. [lonyauwnu 6.9 r (65%) xnop-
rugpara 4-amuno-2-metiia- 10 H-rueno[2,3-0][1,5]0en3-
muazenuna (IV) ¢ 1. nn. >250°C (mat. panssie [3]
>250°C). Cnexrtp 'H-SIMP (DMSO-d;, 9, m.i.): 2.24
(3 H. ¢), 6.80-7.15 (5 H, m), 8.90-9.15 (2 H, yw. pj,
9.58 (1 H, ymr. ¢), 11.27 (1 H, yur c).

2-Metun-10-(4-merun-1-nunepazunnn)-4H-tueno-
[2,3-b][1,5]6enzmuazenun (I). Cmecn 6.9 T (0.012 Monsb)
xnoprugpara  4-amuno-2-metun-10H-trenol2,3-b][1,5]
Oenzpuazenuna (IV), 30 ma N-meTunnunepasuHa,
40 ma DMSO u 40 mn Tosyona KUNATHAN ¢ O0parT-
HLIM XONOAWILHUKOM B Teuenne 24 4, 3areM no0aBu-
au 50 M BOJIBI M OcTaBuaH nipu +5°C ans kpucran-
au3aumd. Beimapwimi 0cagok OTQUABTPOBANH H
fnepeKpHcTaIIn3oBany U3 aueroHutpuna. [ocne
BbICYlIMBaHUs B Bakyyme npu 60°C nonyymnnu 2.48 r
(65%) penesoro coegunenus (I, 1. . 195-196°C
(mur. panHbie [3] 195°C). R, 0.39 (A), R, 0.90 (b).
Cuexrp 'H-SIMP (CDCls, 0, m.i1.): 2.30 (3 H, ¢), 2.35
(3H,c¢),248 (4 H, M), 3.55 (4 H, ™), 5.00 (1 H, yw. ¢),
6.39 (1 H, ¢), 6.60 (I H, 1), 6.80-7.15 (3 H, m). MC,
mfz (1, %): 312 (26.3, M*), 254 (9.4), 242 (100), 229
(68.4), 213 (53.7).

BUOOPTAHUYECKAS XUMUSL  Ttom 31 Ned 2005

Honytf,euue MEHCHHO220 MPUMUEM OAAHIANUHRA

a) B peakupOHHYFO aMITY Ty TOMEIUAM 3 MI" OJTaH3a-
rvna (I), nanecennoro ua 60 mr 5% Pd/BaSO,, Bakyy-
muposanu ee fo pasnedus 0.1 [1a, 3anonusinym raso-
00pa3HbIM TpUTHEM fi0 nasnenust 333 rila u Bbigepaxu-
Basm npu remneparype 200°C 10 mun. M36p1TOUHBLI
TPUTHIL yaansiiu Bakyymuposanuem. [locse oxnax-
AEHUsS MPOAYKTBI PEaKUMK 3KCTPArupoOBaly METaHO-
aoMm (6 x 1 M), KaTanu3aTop OT(UILTPOBBLIBAIH,
(punbTpaThHl yNapyuBanaM, OCTaTOK PACTBOPSUIH B ME-
TaHoJe (3 MJI) H BHOBb YMAapHBAJIH; 3TY OIEpayulo
(ynancHme naOMIBHOTO TPHUTHS) NOBTOPSIIH /IO TIpe-
KPaleHusi NaJeHMst PaJUOaKTHBHOCTH PacTBOpA.
Kak nokaszan ananuz merogom BOXKX, peakuuoH-
Has cmech copepskana 0.6 mr (Boixon 20%) MEueHoro
OJAH3AMHHA C PAAHOXUMUYECKOH YHCTOTOM OKOJ0 6%.

PactBop noaydennoro meuenoro onansanusa (I)
B 0.5 M cmecH xnmopodopm—meTaHoa (5 : 1) HaHOCH-
i Ha kKoyioHKy (10 x 200 mM) ¢ 5 r cunukaresst (Cu-
aukarens L, 100/250 mxm, Chemapol, Yexust) u no-
CNEfOBATENBHO 3nroupoBanu 20 Mn xjnopodopma,
CMECAMHU XJTOpOhPOpMa ¢ METAHOJIOM B COOTHOLIEHHH
10: 1 (10 mut), 7 : 3 (10 mur). KOHTPOITE 3THX 2ITH0ATOB
meronom TCX (cucrema A) moxkasas OTCYTCTBUE Me-
4YeHOTo osaH3amuHa. [Ipu ganvHelem 3MH0OUpPOBa-
Huu 40 M cmecn xaopodopMma ¢ MeTaHosoMm 3 ¢ 2
oToOpaHb! (ppakuun 0o 4 Ma Kaxpaast. AHAIU3 METO-
oM TCX mokasan, 4To NpakTHYeCKH BeCh MEUEHDIN
ONaH3ANUH HaxOAMACs B HETBEPTOH (ppakuyu (puc. 1).
B nell Op110 obnapy:xkeno 0.45 mr (Bbixog 15%) me-
YEHOI0 BELIECTBA € PAafHOXHMHUUECKOH YUCTOTOMH
85% (puc. 2) IonyuyeHHbild npenapaT O4HLIAIH TIpe-
napatugHoil BOXKX. Beixoy medeHoro npenapata
cocrasun 0.3 Mr (Bbixoa — 10% B pacueTe Ha ucxoa-
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HbIl HEMEUEHBIA NPOJYKT), MOJIAPHAs PAJHOAKTUB-
Hocts 12 Ku mMmonb™!, pajnoxumuueckast yucrora
(puc. 3) 98-99%.

0) Peakuuio npoROfHIN, KAK ONUCAHO B METOAHU-
ke (a), npu 150°C B reuenue 15 Mus. Berxop meueHno-
ro npenapara pocruran 77%, MOMsipHas Paguoak-
tusHOCTh — 0.3 Kn Mmosts™, paguoxuMuyeckast umc-
TOoTa — 98-99%.

Pabora BeINONHEHa NPH MONJEPKKE NPOrPaMMbI
(pynmamenTanbHbIx uceneosani Ilpesumuyma PAH
“MonekyaspHas u KJIETOYHAst OMONOrUsL” W CPaHTa
Hayynpie wkoast Ne HIIE-2150.2003.4 nop pykoBoj-
cTtBoM akafemuka H.®. Mscoepiosa.
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A Synthesis of Tritium-labeled Olanzapine

V. P. Shevchenko?, 1. Yu. Nagaev, Yu. V. Kuznetsov,
E. V. Polunin, A. A. Zozulya and N. F. Myasoedov

" Fax: (095) 196-0221; e-mail: nagaey@img.ras.ru
Institute of Molecular Genetics, Russian Academy of Sciences,
pl. akademika Kurchatova 2, Moscow, 123182 Russia

A synthesis of olanzapine, 2-methyl-10-(4-methyl-1-piperazinyl)-4H-thieno[2,3-5][ |,5]benzodiazepine was
carried out, and the conditions for its tritium labeling were optimized, to get a trittum-labeled olanzapine prep-
aration with molar radioactivity of 12 Ci/mmol. The English version of the paper: Russian Journal of Bioor-
ganic Chemistry, 2005, vol. 31, no. 4; see also http://www.maik.ru.
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