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NOAYYEHUE ALLI- I AJIKIJIITPOUSBOIHBIX
2, 3-BEH30-15-KOPOHbI-5 *

Tawnyxancdosa A.1., Caiipyaruna H.iR.

Hrucruryr 6uoopeanuvecrot xunuu Aradenuu nayr Y3CCP, Tawxenr

Pearupmeit amuposadus 2,3-601u30-153-K0POHBI-5 KAaPOOHOBHIMII KHCIOTaMU B ITPHCY T~
B 1oTrOcOPHOIT KHCAOTHL JTONYIEHL ee HOBBIC ALUNTIPOM3BOTHEIE, KOTOPBIC BOC-
CTAHOBJCHBI B COOTBETCTBYIOUIIE AJRIITPOU3ROJHEIC. [[oAyUeHHbIE COCANHCUAA OTHOCHT-
CA R RIACCY KOMIEKCO0OPA3YIOWIUX LIIRIOROIHIQHPOB 1 00XagaI0T Jyduieil Aunouis-
HOCTHIO IO CPABHEHHI0 ¢ ICXomuoll 2,3-6e1r30~15-K0poHoii-5.

Ilannoe coobuieiue sBASETCS TPOJIGKEHIEM HALTHX MCCAe0BAHIT, Omyo-
mRoBaEARIX pamee [2—4]. Hamu paspaboramsr cnocodbl MOMYIEHNS HEKOTO-
peix mpomssomuerx 2,3,11,12-nuben3o-18-woponsl-6 ¢ MOMOINBIO peaKUUH al(y-
NUPOBAHUA  MARPOIMKINIECKOTO IOIuadupa KapOOMOBBIME  KIUCHOTAMU B
npucyreTBun wogndocdoproit wirexorsr (IIDK) ¢ mocmegyiommam BoccTamoB-
TEFHEM HHANMIIPOH3BOAHBIX [0 COOTBEICTBYIOIIMX MHATKHI- M JM-0-OKCHAI-~
KUANpousBoAnsIX. B wacrosiueit pabore gannbsiit cnocod OpUMeNen st moay-
TEHHA AU~ I AJKUIIPOMBBOLAHEIX 2,3-6eH30-10-ROPOHBI-D.

N3 nareparypsl UBBECTHO, Y10 HPOU3BORHbIE 2,3-0eH30-15-KOPOREI-O MOMKHO
MONYYaTh UURIN3ALNEN OPOU3BOMHLIN TUPORATEXHHA € JUXJOPHTAMK 3TIJEH-
ramroncit [1], Tax 6ptmm moxywenst 2,3-(4'-rper-Gyruin)-, 2,3-(4'-merun)- =
2,3-(4"-auerun) -6enso-15-woponsi-5 [1, 5, 6].

CoBceM HelaBHO TOABMIOCH COODNIEHME AMEPUKAHCRUX XWMHKOB O MOMI¥-
QuURaIE TURIOTONTIDIPOB ¢ TOMOIIBIO ANMAMPOBAHNA X RAPOOHOBBIME RIC-
JOTAMH B IIPHCYTCTBUM naTumorucy ¢gocedopa B MeTAHCYILOOKHCIOTE, ITHM
cnocoboM monyueHnbl 2,3- (4-awerwin) - n 2,3-(4’-remranomn) -6enso-15-kopora-5
¢ 631 55Y% BEIXOZAMI COOTBETCTBEHHO [7].

Mirepecuo orMeruTh, YTO aBTOPLI AaHHOM paBorbl, YRA3BIBAS HA BO3ZMOIK-
HOCTH Mcuodbzosamia [IDK B 210l peaxnwm, He CMOIMH IIPOBECTH PEARI{UIO
ALVIIPOBAHIS TpH MOBBIIIEHHOI TeMIIeparype, ccbllagch Ha 00paszoBaHile Io-
aumepa. ITosroay onm samenumn [TOH wa natwornces docdopa, pacTBOPERAYIO
B METAHCYILHORNCIOTE.

Opmaro mamm uccieposauis woxasanu, uro DK asraerca yunsepcamn-
HEIM KOHAEHCHPYIOUTHM are¢HTOM ALMIHPOBAHMA PA3NHIHEIMA  RapPGOHOBBHIMM
rucnoramme, Mer memosbsosanu ee mpw agmiauposanun 2,3,11,12-gudenso-18-1o-
pourl-6 [1, 2], 2,3-6enso-15-kopons-d (Hacrosuiee coodmenne), a Taxme 2,3-
Genzo-18-roponni-6,2,3,14,15-nubenso-24-ropoms-8 u 2,3,16,17-nubenszo-30-wo-
poust-10 (mamupie GYZyT OMyONNKOBAHEL TIO3[HEE), TPHUYEM PEAKIAA alluin-
POBAHUA TPOTEKALT ¢ XOPOUIMME BBHINOTAMIL

* Mcnonapayercst RoMEHRIATYpa, Ipeuiokennasa [legepcerom [1].
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2,3-Benszo-15-kopouy-5 amuauposasiy RapOOHOBBIME KIICAOTAMY, COepHia-
marMn 2—7 aroMos yriaepoga B rend, Pearuya mporekaer B MACKWX YCIOBHHX
¢ prconumu Berxofayu (80—90%).
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ARKEAIPOU3BORTBIE 2,3-0eH30-15-KOPOHBI-O TONYYANH BOCCTAHOBISHMEM
COOTBETCTBYIONNX AlHAIPOUSBOANGIN, BoceranoBuenue IPOBOAUIH B AMOKCA-
HOBOM PACTBOPE AMAJNLIAMIPOBAHHEIM IIIKOM B IPHCYTCTBHE CONTHON KHCIO-
THL ¢ HoBaBiacHMeM HeGOILITOro KoamgecTsa toayoda [8]. Pearuns mporexaer
¢ Beixonom 50—70%. OGuapysmxerna Ta e 3aKOTOMEPHOCTH B WBMEIICHHY TeM-
aepaTyp HAaBIeHNS NOMOIOPOB ANKHITTPORSBORHBIX 2,3-0eH30-15-KOpOHDI-D, 4TO
n s pmanxuipoussonsmix 2,3,11,12-muberso-18-kopons-6: ¢ yanunenmem
OOKOBOIL eIy TeMIepaTyphl MIABICHHNSA TOMOXOTa WOHIGKAIOTCH, ONHAKO MaK-
CUMAUILHAA TEMIepartypa mWiaBienns uabiiogaercs y aMuAnpOU3BOITHOTO.

CTPyKTYphL MOAYICHHBIX COSHMASHAN YyCTAHOBIEHD! ¢ moMourpio VK-, AMP-
H MACC-CIeKTPOB,

CrrTesupoBatiHble COCNHECHUA UCCIEIOBANNCEH Ha OHOMOIAICCKHY MeMOpa-
nax » Orgene Guodmsury Mucraryra 6umoxummn AH YsCCP. Ankunnpousson-
apte  2,3-0euso-15-kopouwi-b obmapaior Gomee Bplconod MemOpamwpoi aKTHB-
HOCTBIO 1O CPABHEHHIO ¢ AUMMNIPOU3BOXELIMI. (0 YANHUEHUEeM YIHCROJOPONAHOK
NENOYRH 3aMECTUTEIA TAKMHE YBEININBALTCS MeMOpanHas aRTHBHOCTD, OXHAKO
HOHBAHA CENERTHRHOCTD DY 3TOM cHumaerces [ 9]

3 KCIIePHMCHTANLHAA 9aCTh

Crerrpsr '"H-AMP (pacrsopsr 5 CDCL,;) nonygens na coekrpomerpe XL-100
(Varian, CIITA) ¢ paGoueir vactoroir 100 MI'm, n xavectse BHYTPEUHEro CTam-
HapTa HCIIOML3OBAT TeKCAMETINIHCIIOKCAH, XUMIYECKHE CHBUTH IIPHREICHLL B
O-IIKANE, CORPAIIENUsST: ¢ — CWHTIer, J — Aydmer, T -— TPUNIET, K — LBaprer,
M — myanriaurer, MH-cnexrprr (pacrsopsr 8 CHCly) mamepenst ma crnexrpodo-
tomerpe UR-20 (TJ1P).

Mosekyaapubie  Beca ONPEJIENEHBI  MACC-CILEKTPOMETPHYECKH Ha irpndope
Varian MAT-311 npir suepruy nowusupypoimux ayertpouon 70 9B 1 npusene-
HWhL I OBKO3 ocHoBHBIX H3oromor (YC, 'H, *0O). g RomoHounod u TOHKO-
croiyolt  xpomarorpadui FCHONLI0BAXM ORMCL ajfoMunug (axtupaocTh 11).
TeMuepaTyphi NIABIEHNA O PeleTeiTbl B CEPHORNCIOTHOM DIOKe U He meupan-
JLEHBL.

2,3-Benso-I5-ropona-5 (1) (1. mx. 76—78°C) mnonyuena no Mertomy |1].

2,3-(4-Ayerua) benso-I15-roporna-5 (la): 1,3 r wurmomomadupa (I)
pacteopaii B 13 1 HOK npm marpesanwuu (50—60° C), upuasaman 1,5 ma
YECYCHOH wueaorsl u npogoixaim narpesanne (70°C) B 1eqenme 40 mun npu
HepeMeUMBanyi., PeakuuonAyo Mmaccy pasiaraiiin Bofoill m axeTparinposadi
xnopodopmor. Xiopodopmunit arcrpart npomeisamn 5—10% pacreopoy wie-
JNOYM, a 3aTeM BOJOH [0 BelrpanbHoi peaknmmu. Pacrsopuress yvgansim u
OPOAYKT Pearui OUYHUIANN KOMOHOYHOH xpoMmarorpadueil » cucreme xaopo-
opm — rexcan — aneron (3:2:1) m KpEcTamamsaumeii ma rexcada ¢ godaBIe-
HHEM HECRONHXRUX Kamenb aterowa. Beixom 1,3 r (87%), r. ma. 94,5—96° C.
Jlureparypupie gawnwie [7]: 1. mn. 95--96,5° C. Hajjenustir Mon. sec — 310,
perauciaennst g CpHn0 — 310,34, Hit-crextp (v, ea™*): 3060--3020, 1600,

282



1520 (=CH); 2960—2880, 1280, 1150—1070 (C—0—C); 1680—1670 (C=0);
880—820 (1,2 4-3amemieunsii Genson). Coexrp '"H-AMP (8, m.p.): 7,52 (1H, ),
7,45 (1H, ¢), 6,79 (1H, o, ArH): 4,0--42 (4H, M), 3,8—4,0 (4H, ), 3,7
(8H, ¢, OCH,); 2,46 (3H, ¢, COCH,). UK- u AMP-cmerrprr mocaepyronmux
AlIIIPOM3RONHBIX 2,3-6e130-10-KOPOHKI-D aHAIOrHYHLl TPHBEIeHHLIM.

2,8-(4'-Il ponwonun) Genso-15-ropona-§ (II 6) wonygewa mws 1,08 r murno-
moaadupa (1), 10 r [IOK u 1,5 My npoumogosoil RICITOTHL TPU HATPEBANU
(70° C) » revenme 1 4. dmoenTt pus xpomarorpadun — xIOPOPOPM — TERCAT —
ameron, 4:2:1. Boxop 1,2 r (92%), = mn. 87,5—88,5° C. Haitmermsiii Mo,
Bec — 324, pprumcnenunrit gag G, H..0s — 324,37,

2,8-(4'-Byrupus) 6enso-19-ropona-5 (11 B) monywema m3 1,3 r mariomoNm-
sdarpa (1), 13 r [IOK u 2,3 s macnsuoil xucnorh: npn warpesanuu (70° C)
n regenue 1,5 v, Duwenr mnaa xpomarorpadum — rewcas — xnopodopM — aie-
ton, 3:2:1. Buxox 1,3 r (81%), r. . 62,5—63,5° C. Haligenuerii Mo, nec —
338, erancaenmbiii gua CisHy0s — 3384,

2,8-(4'-Banepus) benzo-15-xoporna-5 (11 r) nonxyuena us 1,08 r uurmonommn-
apupa (I), 10 ¢ TIOK g 2,04 mn pasepuarosoii kucnorst (70° C, 2 19). dmoent
mrs xpomarorpadun — xaopoopy — Gemson — ameron, 3:3:1. Bwixom 1,25
(83%), T mmr 54—555° C. Haigenusiit Mox. sec — 352, BLIYMCICHHBIR IS
CioHzs06 — 352,42.

2, 3-(4'-I'ercanoun) benso-Ii-kopona-5 (11 ) nomysena na 0,52 r uurmo-
nosnadupa (1), 5 r IIOK u 1,3 ma xanponosoii kucnorsr (70°C, 4 w). Bmoenr
st xpomarorpadiy — rexcan — xaopodopu — auweron, 4:2:1. Beixom 0,06 r
(80%), 1. mn. 52—54°C. Hahmennstit mon. pec — 366, BRIUMCICHHLIT s
CongoOG - 366,45

2,3-(4' - I'enranoun) 6enso-15-koporna-5 (11 e) momyuena us 1,08 r nurmomo-
muagupa (L), 10 r IIOK u 3 mn swantosoii kucmorer (70°C, 12 u). dmoenr
s xpomatorpaguu — rerrai — xaopodopy — aneron, 4:3:1. Bwixog 1,1 r
(73%), . wr. 49-51°C. Haiigenustit mMon. sec — 380, BLIMHCHIEHHBIN s
Co1Hy,06 — 380,48, JIureparypusie gamnsie [7]: v, nn. 49—51° C.

2,8-(4'-91un) 6enso-15-roporna-§ (111 a). Cumecs 0,6 v coepurenus (I a),
0,9 r amamsramzposausoro uuaka, 1,2 v roayona, 1,2 Ma wonm. HCL 0,5 aar
oAbl w15 M pmuorcama rumarwam D0 ¥, moGapias rampeie 3 1 mo 0,2 M
xouu. HCI. [Mocre pexamTallny PACTBOPHTENE OTTOHANE B BAKYyMe H OCTaB-
ureecs Macdao pacTBopsiu B xnopodopme. XaopodopMublil pacTBop MIPOMBIBA-
mu pacreopom NaHCO;, a sartem BogoH [0 HEHTPAILHON DPEAKIMH, CYIIHILI
CaCl, u pacrsopurens yaansnn., llonydensoe Macio OIHIUAIM KONOHOUHON
xpomarorpadueit B cucreme rexcaH — xuopoopm — anerol, 5:2:1. Hpoayrr
RPHCTAINII30BANN W3 reKcana W OTOUILTPOBLIBANI Ha BOPOHKE ¢ OXJIayRIeHH-
eM. Brixonr 0,29 v (51%), =. na. 33,0—34° C. Hajigenusii mon. Bec — 296, npI-
gucaerustii mius CeHz.0; — 296,36, WK-coexrp (v, em™): 3060—3010, 1610—
1590, 1520 (=CH); 2970--2880, 1270, 1140—1070 (C—0—C); 890—830
(1,2,4-zamemenneiii Gemson). Cmnewrp 'H-AIMP (6, M. nm.): 6,5—6,8 (3H,
M, ArH); 3,96—4,16 (4H, m): 3,76—3,96 (4H, m), 3,66 (8H, ¢, OCH.); 2,52
(2H, x, CCH,); 1,12 (3H, r, CCH,). UK- u AMP-cuexTpsl mocaemylonurx ai-
KIIOPOX3BOANLIX 2,5-0€H30-15-KOPOHEI-D aHANOIHYHEL TP BENCHEBIM,

23 (4 - ponur) 6enso-15-vopona-5 (111 6) nonyuema us 0,96 r coepume-
mus (11 6), seixon 0,66 v (72%), 1. . 27—28° C, amoent s xpoMarorpa-
$uu — rexcan — xnopodopm — aueron, 6:2:1, Haiiyrenswiii mom. sec — 310,
sorguciednolit giia G HaeOs — 310,39,

2,8~ (4-Byrun)benso-15-roporna-5 (111 B) wonyuema uz 1 r coegumenwus
(IL 8), Beixom 0,57 v (60%), 7. mn. — 25—25,5° C, a0eHT [JIs1 XPOMATOrpa-
$uit — rercan — xaopogopm — aweron, 4:2:1. Haiigemnsrt wmon. pec — 324,
peruncyenuntit aun CeHesO; — 324,41,

2,3-(4'-Amun) 6enso-15-ropona-5 (111 r) momyuema uz 1,05 r coegunenns
(IT r), serxon 0,67 r (67%), ©. mur. 49—51°C, amoent ans xpomarorpaduir —
rexcan — xjgopogopm — ageron, o:1:1. Hajigenupiii sos. pec — 338, meramcuen-
#olit jia CoH ;05 — 338,44,
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2,3-(4'-T'ekcun) 6enso-15-vopona-5 (111 1) monyuena uz 0,3 r coeguueHus
(I1 m), sexoa 0,16 v (58%), 7. mr. 26,5—28,5° C, smoenT ans Xpomarorpa-
by — rexcan — xaopodopv — arneron, 4:2:1. Hafigennnii mon. pec — 352,
poiaucgeHusil s CaoHanOs — 352,47,

2,3-(4'-Ienrun) 6enso-15-kopora-5 (111 e) monyuena us 0,65 r coemuuenns
(IT e), moxom 04 v (64%), r. m. 19,5—22° C, anroent gasa xpomarorpadiuu —
rexcan — xnopodopm — aneron, 4:3:1. Haligewnsiit mox. sec — 366, peramenen—
B pas Co He O — 366,5.
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PREPARATION OF 2,3-BENZO-13-CROWN-5 ACYL AND ALKYL DERIVATIVES
TASHMUKHAMEDOVA A, K., SAYFULLINA N, Zh,

Institute of Bioorganic Chemistry, Academy of Sciences
of the Uzbek SSR, Tashkent

By acylating 23-benzo-15-crown-5 with carboxylic acids in the presence of poly-
phosphoric acid some novel acyl derivatives were obtained, which were reduced inte
corresponding alkyl derivatives. These compounds can be classified as complexing cyclo-
polyethers and possess higher lipophilicity than starting 2,3-benzo-15-crown-5.
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