COH03 COBETCHMX
COUMANTUCTUHECHAX
PECNYB/IUH

FOCYAAPCTBEHHbIR HOMUTET CCCP
NoO AENAM U3OBPETEHUA U OTHPLITUA

OMMCAHVE W3OBPETEHUA|1 . "2, 2

- H ABTOPCHOMY CBUAETENLCTBY

(21) 3722686/23-04

(22) 05.04.84

(46) 30.10,.85, Bionn. ¥ 40

(71) HHCTHTYT opraMHueckoll XHMHMH

AH ApMmCCP
"(72) A.A.TeBopksin, M.C. Caprcas
K.A.llerpoca#,0.M.Bnaxud u C.K.Oro=
POOHHKOB '

(53) 547.814.07(088.8) |

. (56) ‘Burger A, Turuball.L.B., Din-
viddle.I.G.Some derivatives of Tetra-
hydropyran . as Potential Pharma-
colodynamic Agents, F.Am.Chem. Sos.,
1950, 72,5512. -

(54)(57) 1. CIOCOB TIONYYEHHA 4=THO-
POKCUMETWITETPAI'MIPOIIMPAHA c mc-
NoJb3OBaHHEM NPOH3BOLHOTO TETPAaTHA-
poriipaHa, MeTaJUIOprIaHHYeCcKoro coe-
OHHEHH H OPraHMYecKoro pacTBOPH—

v

Teg, O TJI HYAaWM#BAHUCHA

w VY 1188171 A

(54 Cc 07 D 309/10

BCECOI02NAS i

2
5

I

o iy oy
SHLARQTIREA

TeM, 4To, C LeJIb0 YB&JIHYeHHMR BbhIXoma

LesieBOr0 NPOAYKTA, 4-MeTwieHTeTpa-
THADONMHPAH MOABEPranT B3auMomeHcT—
BHIO CO CMeChi0 GOpPrHApHAa HaTPHA

u 3dupara TperTopucToro Sopa B TOKe

" a3oTra B cpefe 4-MeTHNAEHTeTparHppo-

fHpaHa B KauyecTBE OPraHHyecKoro
PACTBOPHTENNA C MOCIENYIONHM OKHCIe~-
HHeM DeaKIHOHHOH CMeCH NepeKHCHIO '
BOOOPOLa.

2, Cnoco6 no n.1, o T 1 ¥ ¥ a-
oMM HCSHA TeM, 4TO Ipolecc
NPOBOOAT IIPH MOJIAPHOM COOTHOUEHHH
4~MeTHIIeHTETParHAponupaHa, Goprug—

- pHO4 HAaTpHR K adHpara TpexpropHc—

tToro 6opa t4:1-2:1,2-2,4 coorsBeTcT~
BEHHO, '

3, Cnoco6 no n,{, o TN H 4 a-
O muHCBHA TeMm, 4YTO Mpouecc
NPOBOBAT NpHM Temneparype ot — 10
no + 20°C. .
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H3obpereHne OTHOCHTCHA K CHocoby
NoNydYeHus 4-~TUOPOKCHMETHIITETPArHI~
ponupana /MTITI/, kOoTOpHEX HaxXoOuT
IpUMEeHEeHHe B KaueCTBe MOJIVIPOAYK~—
ra B cHHTese (4-TeTparuaponHpaHHi) 5
MeTHIIOKCHYKCYCHOM KHCJIOTH, NpHMeHs—
omeiica B CENIBCKOM - Xo3siicTBe B Ka—
yecTBe QUTOTOPMOHA.

Henpo HsoOpeTeHHs sapigeTcA yse-
JIHUeHHe BHIXOHOA LejleBOTo INPORyKTa. 10

Mmpuwvep |.NonyueHne 4-rugpox-—
CHMeTH/ITEeTPAruaponupaHa,

B kxonbBy,.nponysaemMylw asoToM,
nomemanT 49 r (,05 mons) MITT u
1,3 r (0,035 mMons) Goprugpupa Har— 15
pUsS W npH —10°C, TpH TepeMemuBaHHH
o xaminaM pobasiswr 5,7 T
(0,04 monp) adupaTa TPexdTOPHCTOIrQ
6opa. lepeMemHBaHHe npH 3TOH Xe TeM—
nepatype 2 4, 3arTeM TemnepaTypy poso-20
OAT 00 30°C, npubasnsawT 2 MII BOOB
u 12 mn 3 H., pacrsopa NaOH u 1o
kannam - 12 mn 30%-Hoit mepexucH BOZO—
pona. Peaxnuonnyio Maccy ofpabaTsiBanT
pacTBopoM cynpQUTa HATPHA, oTOelnswoT 23
OpPraHH4YecKHH CJioH, BOQOHBIH CJIOH 3kcTpa-
rupyior 3¢upoM, oOBeNUHANT opraHudec—
KHe CJIoM, CyumaT cyiabgaToM MATlHHA.
Tlocyie ynaneHusa adupa ¥ MIDII pasroH-—
Koii B Bakyyme Buamenswor 11,6 r (837, 30
PACCUHTaHO Ha 30uparT TpexdTOopHCTOro
6opa) 4-rHapoxcuUMeTHATETPATHIPONHpA~
Ha, T. kum. 100-102°C/10mM, nZ 1,4605.

Hatimeno,%: C 61,723 H 10,14, _

+ Buoumcneno,Z%:C 62,07; H 10,34, 35

i puMep 2, B xonby, npogysae-
Myl0 asotroM, nomemawT 49 r (0,5 Monn)
MITH # 2 r (0,053 mons) Sopruppupa

“Hatpur ¥ npu 0°C 1pH - nepememusaHHM

. o kamnaMnpubasnsor 8,6r (0,06Monb) 49

adupara Tpexdpropucroro 6Bopa. llepeme-

mEBAaHHE IIPM 3TOH Xe TeMieparype npo-—

posckaiT 3 4. 3aTeM TeMIepaTypy LOBO—.

OAT 00 35°C, npubasaswT 3 MI BOOb!

u 18 Mn 3 H. pacTBopa NaOH u no 45

KamnaM -~ 18 mn 307~Hoil nepekHcH BoO—~

nopona. llocne obwuHONH 0BpPaboTKH Bbl—

mensior 18 r (92%) 4-rupgpoxcHMeTHI—

TeTparugpondpada, T. KHM. 97—98/101@9

20

n, 1,4614, 50
NIpumep 3. B xonéy, npopysae-~

Myl asoToM, noMemawT 49 r (0,5 monn)

MMl u 2,6 r (0607 MoJip) Goprumapupa

HaTpus B npd 20°C npH nepeMemHBaHHH

o xamaM npubasiswoT 11,4 ©

(0,08 Monp) adupaTa TPEXPTOPHCTOrO

6opa. llepeMenMBaHHe NPH 3TOH Xe

TemnepaType npopoixkawT 1,5 4, 3aTem

TeMNepaTypy HOBOLAT IO 40°C, npﬂﬁaé-
nanT 4 M Bogel ¥ 24 mn 3 H. pacTsopa
NaOH u mo xanmnaMm - 24 mn 307-Hoii
nepekHcH Bogopozna. llocie obmuHOM
o6paBoTku Bhpensior 19,6 (70%) 4~rup-
POKCHMETHIITE TPAIHPONKPAaHa, T, KHN,
100-104°C/12 v, 01,4612,
Ipumep 4. 3 Konby, nponysae—~
Myl asorom, noMemawT 49 r (,05 mons)
MITTT « 0,9 r (0,025 Mons) Goprumpu-
na Hatpus (MeHbpme 1 MONB) WM IDH
~20°C (umke -10°C) npu nepememusanun
no xannaM npubasaswoT 3,9 r
(0,024 Monw) sdupara TpexdbTOpUCTOIrO
Gopa (Menusme 1,2 Mosp). llepeMemuBa-
HHE TIPH 3TOlH TeMmepaType MPOLOJIKANT
1,5 u (Menbme 2 u)., 3aTeM TeMmmepary-
py moeopaT mo 25°C (amxe 30°C) npu-

. GaBmsmor 1,5 M Bome,8 Mn 3 H,.pacTBOpa

NaOH wu no xamnaM - 8 mn 30%Z-Hoit
nepekHcH Bogopopa. Illocsie oOGpuHOR
o6paboTku Bbimenawr 8,9 r (85%Z) 4~
PHAPOKCHMETHNITETPAarHAPONHPaHa , T, KHI,
75-77°C/2 mv, n%01,4615.

Kax BMOHO M3 NDHBELEHHOFO MpH—
Mepa, NOoHHKeHHe Temneparypnt (Huxe
-10°C) M yMeHBmeHHMe MOTBHOTO COOT-
HomeHua MTITI:6opruapHa HATPHA: TPEX—
dTopucToro 6opa He NPHUBOAUT XK CyIecT-
BEHHOMY H3MEHeHHW BBIXOAA IelleBOoro
IPOLYKTA. )

Hpuwse p. 5. B xonby, npopy-
BAEMYW 'a30ToM, noMemawT 49 r
(0,5 moms) MITH u 3,9 r (0,105 Monsb)
6oprugpuna Hartpua (6onbme 2 Momb)

u npu 25°C (seme 20°C) npu nepeme-—
MMBAaHHHM MO KamiaM npubasnmot 17,1 ¢
(0,12 Momnb) sdupar. TpexdropHcToro Go-
pa (Gonbme 2,4 Mone).llepeMemuBaHHe
OpH 3TOll Xe TeMleparype NPOoRoILKawT

4 y (6onpme 3 u),3aTeM TemMnepaTypy Lo
soaaT nmo 50°C (Bmme_AOOC), npuGaslifoT
6 Mmn Bomnt 1 36 M 3 H. pacTBOpa

NaOH u no xarmam - 36 min 307-Hoi
nepexkucH sogopoza. Ilocie oObuHOH
o6paboTku BupgessawT 14,7 r (357%)
4~ruppoxcuMe THITETPArWApONUpaHa,
r.xun. 75-78°C/2 mm, n%01,4610.,

[ipyMepn OCYMEeCTBIIEHHS HAaHHOTO
crocofa NpH PasIHYHBIX COOTHOMEHHAX
HCXOAHBX PEareHTOB M DasiIMuHbHX TeM—
neparypax pgasm B rabauue.

{3 npHBeOeHHHX AaHHHX BHAHO, UTO
IpennouYTHTENbHO NpouLecC MNPOBOGHTDH
npH MOJABHOM cooTHomeHHH MTITI,

‘NaBHy wu Et,0 - BF, 14:1-2:1;2-2,4

COOTBETCTBEHHO H IIPH TeMnepaType
Q
or =10 mo + 20°C.
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MTITI : NaBH4 BF3 Tem—~ {Buxog

: nepa-|" ¢ T4
MOJIb r COOT=- | MOJIb r COoOT~- [MOJIb r cooT~ gypa, {

Home- - | Home~ Home—~| C :

HHe HHe HHe ' ‘

[}

lpepnaraemsii HHTepBaJ
0,5 49 14 0,035 1,3 1 0,06 5,7 1,2 -10 11,6 83
0,5 0,5 14 0,053 2 1,5 0,06 8,6 1,7 0 18 92
0,5 0,5 14 0,07 2,6 "2 0,08 11,4 2,4 20.. 19,6 70

Konrponshsie mpumepn
0,5 49 14 0,025 0,9 0,7 0,024 3,9, 0,72 -10 8,2 80,5
0,5 49 14 0,025 0,9 0,7 0,024 3,9 0,72 20 7,4 70,5
0,5 49 - 14 0,105 3,9 3 0,12 17,1 3,6 -10 26,3 62,8
0,5 49 14 0,105 3,9 3 0,12 17,1 3,6 20 16,8 40,2
0,5 49 14 © 0,053 2 1,5 0,06 8,6 1,7 -20 17,6 90
0,5 49 14 0,053 2 1,5 0,06 ‘8,6 50

25 9,8

Cocrasrnrensr T,Kamuna .
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