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(54) CIOCOB TIOAYYEHUS MPOM3BOIHMX
HMIMTASONA MM UX OM3HONOTIHECKH
MPHEMITEMNY COIIEf

(57) Hsobperemue kacaercs mpomspon-
HEX HMHZA30NA, B YACTHOOLTH TOgyde-
wig 1,2,3,9-rerparugpo-9-meTn-3-
[(Z-Merﬂn—lH-Hmnnason~l-ﬂn]meTnﬁ]~
4H-kapBasor-4-oma unp ero dusumono~-
PHUGCKH TIpHeMITeMBIX coned, HaxopA—
MUY TTPpHMSHEHHE B MegnunHe., lenn -
CO3/aHHE HOBHX BAmeeTs C BKTHBHOCTLI,
HE XapakTepHOH MId nagporc kiuacca,
Hx cuuTes senyT pearnueft semecrts
ofmux d-n:

CH=CH~CH=CH-~ C=C~N(CHy)~CH~CH—C(0)- CHY—(CHy), (1)

s  CH=CH-N=C(CH;-NH (11,

roe Y — MeTHITeH WK CH,2 npy 2 - xnop, guMe=
THAMHHO- WY METAHAMHHOHONHLHAS
rpyima. [pouecc BegyT IpA Harpepa—
wir ot 30%C o kunemus, HonyueHHY®R
cMech HHAHTMOMEPOB NpH  HeoGxXouMOC™
TA DaCHmenIdoeT u/unn npeBpamawT ocHO—
BAHHE B CONbL. HOBnie BemecTBa ABNANTCA

1

AHTAPOHHCTAMH “HeBPOHHLX' peuenTopoB
S—orewrpunramuna (5-HT), moxamuao-

BAHHLIX HA OCHOBHWX UEHTDOLTPEMHUTENb—
wetX Hepepax. JhhextHeHada pgosa EDg =
= 2,5-11,6 Mr/kr, TokcHuHAa® 033 B

1000 paa meme ED_ .2 rabn.

HasofpeTemie xacaeTcs anccofa nmoay-
HMEHHEA HOBDIY I‘ETE]JOLIH"UIH‘-‘GCKHK coegu—
HegyuH, A HMEHHD GPDOBIBOOHEY HMJAHAZON2
AV WX cofnefl, HaxomdmuR IIDIMeHeHHe B
MeIRIHAR.

Ten, M206peTeHWA — CHHTES HOBHX
coepurFedui, ApPORABNANEHX AXTHBHOCTH
B KauecTBE AHTATOHHCTOB, Bul3BaHHBIX
S5~oxcurpunraMueoM ( 5-HT) peaxumit “

H3ONMPOBAHEOTO GIyAIAUmerc Heppa Y
KDBbiCHI,

vy coenHHeHHA RefcTRYIOT KAk
CHABHbIE W H3BHpaTenbHue AHTATOHHC—
Th "werponHex'' 5-HT peuenrropos, Joka-
TH3HUpPOBAHHLIX Ha OCHOBHHX NSHTPOCTpE-
MHTENLHWX HepBax, HUTO ABIALTCR HE
XapakTepHuM LR RAKHOrO pRN& coenHHe~
Huii.,
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PacTsoptt BrCcYymaBalwTCeA HAD Naisodl
TEepAbHEe BeMecTRA BLICYNHBRKWTCH B Ba= }
Kyyme Hag P,0; mpu 50°C 8 Teueuue
HouH. XpomarorpadHa oCYmeCTRIAETCS
€ MCHOMh3OBAHMEM HSBeCcTHOHR MeTOOHKH,

MTpumep l. 2,3,4,9-Terparuppo-
N,N ,N-Tpumernn-4—oxco—lH-xapBazon-3-
Me TAHMMHHOHOIU . '

Pacreop 3-[{4-mersmamurouernn]- 10
1,2,3,9-rerparugpo-4H~kapbason—-4~ona '
{0,53 rr) B uommme merana (15 mun)
HATPEBALTCA ¢ oBPATHLM XONMOOWIbHHKOM .

B TeMEeHHE 5 9W M BMUapHRAETCH A0CYXA,

B pe3ynkTATE NONMyUaeTCA coeUuMHeHHe B 15§
EHOe 6enoro TBepAOro BemWacTHEd

(0,84 r), e r.nn. 202-205°C.

Hpwuwmerp2, 2;3,4,3-Terparunpo-
¥,N ,R-O9-rerpamerun-bd-oxeo- |H~gapba~
30N~ 3-Me TAaHHMHHOMOMMT .

Cycnensus 3-[{ mmeerunamuso YMerun |-
1,2,3,9-rerparunpo-9%-—meTun~4l-kapGa-
som-4-ona (3,80 r} B nomoMeraume
{100 mn) nepeMernuBaeTCA IPH Harpesa-
HHH C 06paTHuM YONOQUINLHUKOM B Teue-
mie 57 u, Mopyyennan cycreHsus BLNapu—
BAETCH B BAKyyMe, B pesyrbTaTe noiyua—
eTcH LeNenoe coeaHHeHwe MRTAHHMHHOMO-
oup B BHpe TeRepaoro Bemectsa (5,72 r)
¢ t.mm, 192-195°C.

Apuwmenp 3. 1,2,3,9-Terparug-
po—9-Merun—3I~me runen~4H-xapbason-
4=oH,

Pacrpop npomykTa mo npuMepy 2
{5,0 r) B Bome (20 mn) momsepra=-
erca 0oBpaboTke 2 H. KapGoHaTOM HAT-
paa (6,55 Mn) u Harpemaercs OpH
35°C B revenme 45 Mum, IlonydeHHas
cyclle H3¥A OXnaxmaeTcd M0 DDC, TBEpLOE
BemecTeo dHNBTpYETSA, NpOMLIBAETCHA
BOAOH W BHCYMHBAETCH, B pe3yiIbTaTe
YEre NOIYYaeTCH HefeBoe COSJMHEHHe
(2,8 r) ¢ T.un., 127-129%C.

Npumwepd, 1,2,3,9-Terparugpo-
3-{ 2~MeTwn~ | B-umumason= | —unMeTHn ) -
4H-mapBazon-4—ou,

PactBop npomgvkrTa no npHMepy |
{6,60 ) u 2-Merunumumazon (17,00 r)
B mumernndopuamune (75 mn) Harpesa- |
ercs apu 100°C » revenme 17,24 1,
ORNIARAAGTCA, BBONUTCA B BOOY H 3IKCT—
PATHPYETCR NECTh pas =2THwidlleTaToM.
CoefuHeHHENT 3KCTPaAKT OpOMLBASTCH,
BHICYIMBARTCH H BhmapnBaerci. B pew
SYNBTATE NOJYUAETCA TBEPAOe BEMECTBO, gg
KOTODOE ouYHmaeTcsl B KonmoHHe € Kpew-
pesemoM (Mepx 7734) mpu amoupoBaHxH
cMechlo PTWIAHETATA C METAKONOM B CO—
orromenun  4:1. locrie BemapwBaHHA
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NoNyyaeTCH CQefHHEeHME& B BHOE TBEepIO—
ro BemecTBa, KOTDPOE CYCIeHIHMpYeTCH
"B ropsaneM sTaHOle W IoNBepraetcd of-
paboTKe MaNeHHOBOH KUcHOTONH.Pacrmop
OXNAXOAETCH H KDHCTALIHUECKoe TBep—
Ooe BemecTBo GUMLTDPYETCA H BuIICYDHBa—

eTcd, B DE3YIBTATE HEero Nonyuaercs
HereRoe CoenHHeHHe, NMpeHCcTABnALKEe
coBoit conby ManemHomo# kucmors (0,4 r)
¢ r. nn. 155-156°C,

Mpuwmep 5 Xnoprupgpar 1,2,3,
Y-rerparuapo-9-merun—3 [ 2-meTin-
1H~Hnnna30n—l—un}neTHﬁ]-&H—xapﬁa-
son—4-oua. .

Pacrsop MeTammmuuomomuna (2,0 r)
¥ 2—- merTunmwMpgasona (5,0 r} B Buey-
mennoM muMeTmndopMamune (30 mn) me-
peMemuEAETCRE B artMmochepe alora npu -~
95°% & Teuemme 16,75 u u savem ox-
narnaercd. TBepObit NPOAYKT, KOTODHH
KpHCTANMHIYETCA H3 pPACTBODa, GunbT—
pyeTcHa, NPOMDBAETCH OXIAROEHHEM .
NLOOM CYyXHM gEMerrndopMmamumoM (3 X
¥ 2 M) M BHCYIIEHHWM OPOCTEIM 3dHDOM

(2 x 10 Mn) ¥ 3arTeM BHcYmMBaerca, o=
nyuennoe TBephoe Bdmecteo (0,60 r)

CYCTIEHSHUDVETCA B CMecH abecoimoTHOTO
ITaAHOIIA (30 MiI) ¥ STaHOMBHOrO pacT-
BOpa XNODHCTOrO Bomopoaa (1 mn) w
OCTODOXKHO HATPEBAETCHA OO IOTYIeHHA
pacreopa, korcpufl dunerpyercs p Temn—
oM CocTOAHMH. 3aTteM deutbrpaT pas—
BapnAeTCca BHICYWNEHHMEM IPOCTHM 3dHPOM,
B pe3yiabTaTe Uero B OCaA0K BeIAZAET
TBeprice BemecTse (0,6 r), xoropoe me-
DEKDHCTANIAHIOBHBACTCH H3 AGCOMOTHO =
ro sTaHona. B pesyasTarte nonyuzercs
neneegoe coeagwdéHue B BHHOe TBepaoro
semectsa (0,27 r) ¢ r.mn. 186-187°C.

Hafinexo,4: € 61,93 H 6,43 N 11,8,

CygHyqNa0 » HCL - H,0

Brouncneno,Z: C 62,37 H 6,1
W 12,16,

MTpuwmep b. Manear 1,2,3,9-
rerparuxpo—~9-merwr-3- [ ( 2-meTan-1H- ]
HMHH&SUH“]“HH)M€THH]‘4H‘K3P5&30H’4-
oua, -

1,2,3,9-TeTparsnpo-9-merun-3-| {2~
MeTHmIMHAAS0/ 1~ ) Me T | - 4H-kapba-
som-4=-or {300 MT) cyeneHaupvercs B
‘ropsuem sranone {5 mn} wu nomeepra-
arca ofpaBorxe MAMEHHOBOR KHUCTOTHH
(116 mr)}. Pacreop oxnammaercs, H
ofSpasvwmiifick TeBepauit Oenwsdl KpucTan-—
nuyecknl npoavkT SHALTDYETCA ¥ BHCY-
MUBaeTcd, B PE3VILTATE Uer0 nolydaeT—
et nenesoe coepunenne (300 mr), c
T.HNA. 132,306.

!
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Apuwmep 7, 1,2,3,9Terparno-
pa-9-merun-3- [ 2-Merun-1 H-umunason-
1~un )merun} AH-kapSason-4-on.

Pactsop l,2,3,9—T3Tparnnpo-3-[f2—-
MeTHn—IH—MMHﬂason—i—nn)meTnn]—&H~
kapBasoi-d~ona (1,0 r) B BuCcymen-
HOM mmMertiidopMamuge (10 wn) pgobas-—
nAeTcA To KanmmiM B oatmochepe a30T4 B
NepeMemaHHyy OXNaKISHHYI0 NBAOM Cve—
meH3mo THApHAA mpatpusa {807 p Macne,
a,l1 I} B BHICYBEHHOM DuMe THROC pMaME-
pe {5 mn). Ho mcredesuu 0,5 ¥ Bpmo-
murea mpMeruiacynbdar (0,34 mn), n
PacTBOD TepeMEMUBASTCH MOPH KOMHATHON
TeMmepaType B tevedwe 4 u. Tomyuerhoe
TBEpIOEe BEMEcTBO QWILTPYETCH, MTpOMBI-
BAETCH OXTMAWGEHMHEM JLJOM CYXKHM JuMe—
THIHOPMAMHEOM { 2X5 MiI} M BHICYIEHHLIM
mpocTeM Sdupod (3 x 15 Mm) @ Becy-
DHEBAEeTCA, B PE3YNBTATE UOTO HOMYIA -
ercs neseBoe coemuHeHHME B BHAE TREp-
moro memecrtea (0,25 r), e T.ma. 223
224°¢ (¢ pasnowennenm).

ToHxocRofuan xpoMmaTorpadus Ha
KPEMHEIEME NPH STIOHPOBANHH CMEChio
xnopabopu/meranon B coorromennn 93:7,
Ry = 0,27, ananuz ¢ nomombk Yihtpaduon
NeToBONM0 CHEeKTDPa M HOIOIUIATUHOBROH
KHCITOTH, OAHHME HOSHTHYHM DPe3YNLTATaM,
NONYUEHHER MIA OpOAYKTA IO fpHMe-—
py 1.

Mpwumrep 8., Manear 9-uuxnonen~
tan-1,2,3,9-rerparugpo~3- [{ 2-me rr~
1H-HMHﬂaSOH“]—HH’MQTHﬂ]—ﬁH*Kapﬁaaon—
4—ona.

PacTBOD !,2,3,9‘T9Tpafﬂﬂp0—3*[(2—
ueTnn—lH—nmanason—l-uniuernn]-4H*Kap-
Bazon-4-oma (1,20 r} B cyxom mumeTnn-
dopMammne {9 M)  BBOOHTCR B HepeMe-—
MAHHYI0 OXAKIEHHYIS IThAOM CYCHEHIHD
rugpuna mavpua (807 B macne,0,14 r)
B mmerunhopMavupe {2 Mn) B atvochepe
a430T2, NepevemrvBaHUe NIPOJONKAETCH B
,Teuenue 0,25 4, Bromurca BnoMupkao-
wegrax {0,501 un) u gepeMemammLmi pa-—
cTBop Barpesaerca npu 100°C B reue~
Hue !'8,5 u. 3t1oT pacTEOp oxnmaxmaeT—
CA M =2aTaM paclnpefendeTcs MexIy BoO-
mott {100 mn) w arunanerarom (3 x
% 70 Ma)}. CoeguHeHHbe OpraHpvYecKHe
IKCTPAKTH MPOMBBANTCHA 2 H. KapGoHa-
tTom warpua {2x50 mz), somo# (2 x
¥ S0 Ma) u comeps pactsopom {50 mm)
BEICYWHBANTCS, BHIIAPUBAWTCH NOCYRA
M OUHMAKNTCS B xpoMararpadiheckosf Ko—
JIOHKE TIpH SJHDOBAHHMH CMECHNW OHXAOp-
Mertasa, stawona, 0,88 amMuaxa {3 co-
oTHomeHnH 150:10:1), B pesynnTarTe
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nony4aerca wacno (0,27 r}. 3ro mMac—

70 PacTBOPAETCH B KHOAHEM €O CTEeKAHH-

eM dyrermel aGcomarHoM atanone (7 mn)

H EBORKXTCA pacTsBop ManenHoBo#fi KHcCo-

TBI (0,]0 r) B KUNATEM CO CTeKaHMaM

drierMs abBeomotHoM avamone (0,5 mu)

lopauuit pacTBOp dunbTpyerTcs W pastab-

TASTCA BHCYHSHHEM MPOCTEM 3DKPOM.

(20 Ma). Ponyuenmrst mesTeli cMOnMC~

TEE! MPOQVYKT NPOMEIBAETCA CYXHM IIPOCTHM

aupom (7 x 25 ma) H coexuMeHHHe

MATOYHEE PACTEODH M NPOMBBKNM OTCTaw—

BawoTceA., Teepon#lt RApogvkET, KOTODBH

KPACTANIKAYETCA H3 JAaHHOro pacTeopa,

UL TRYETCA, TPOMLUBAGTCA CYXHM OpPOC—

Teme 3bmpom (3 x 5 MR) M BHCYIMBAET—

¢, B pesynsTare nomysaercs LeneBas

COMs B BHOe TBEPAOTC KPHCTATLIMUECKO—

ro BemecTsa Benoro npera (0,058 r)

c T, 104;5~106°C. .
Hafineno ,Z: C 65,953 H 6,4: ¥ 8,6,
CpoHpgNy0- C HDq: 0,6 HyO.
Benpeneno,4: C 65,85 H 6,43 N 8,9,
HpwuwMep 9. Manear 1,2,3,9-

rerparungpo~3-| ( 2-mernn- 1 H-munason- -

1~Hn)MeTun]—9—(2-npcnennn)—&H~Kap—

Sazon~4=—cHa.

PacrBOp I,2,3,9—TETpaanpo—3~[(2—
MeTun- | H~ymunazon-1—nm )ueran | -4H-
kapBasan-4—ona (1,0 r) B CYROM
AuerTundopmamune (6 Mit) BBOOHTCHA B
NepeMeMaEHYn OXNAXOeHHYI0 TEOOM Cye-
MeH3mo rugpima Harpusa {807 B macne,
0,12 r) B cyxoM guMerundopMaMume
{2 M}, Yepes 0,25 u BBOSKTCA ASMITHI-
SpoMHn, DAacTROP MepeMemyBaeTcd TIPH
0°C B Teuemme 0,25 u_u NpH KOM-
HATHOH TemneparType B redenne 20 u,
Noclle Yero pacHpeaendeTcs Memiy
Bogoit (75 Mm) M 3THMaNeTaTOM {3 %

x 50 mn)}. CoenuHeHHue OpPrdHUYecKHE

SKCTPAKTH TIpOMEBAOTCH Bonod (2 X

% 50 wn), comessM pacrTropom {50 Mn)

BRICYIHB AN TCHA, BHITAPHBAKTCA B BaAKyy—

Me H OUHWAWTCA B xpoMaTorpaduuecKoi

KOJSIOHKe TIpH 2MOMDOBaNUH CMECBH LHXIOpP-

MeTaHa, artaHona # 0,887 sBopmoro

pacTeBOpa amMMuara (B cooThomeHum 200:

:10:1). B pesyabTare momyyaeTcs TBEp—

moe memecTso (0,43 r), Koropoe pacT-

BOpHETCA B KHIAMEeM cO CTeKaHHeM duiel=

M aBcomoTHOM.. atanone (2 Mm) u BBO-

AHTCA DACTBOD MAIeHHOBON KACTKOTH

(0,18 1) B KUNAMAM 0 CTeKAHUEM

drerMy abcomorHom stamome (1 wm).

3TOT TOpAUHK pacTBOP DUILTRDVETCH,
pa2BaABNASTCH CYXHM NMPOCThR 3dHpoM

{4 Mmn), u BukpucTannMaonamMoe HI |
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pacTBOpa TBEpNOe: BelecTBO (BUlbTpy-—
eTCcA, NPOMBBASTCA CYXHM MMpOCTHM b=
pom (3 x 5 mn) u swcynusaercn, B pe-
SYRNRTATE UOTOH NOTYHAETOH CoepgHHeHHe

B Bume BeJloro TREpHOTrO BemecTBa

(0,48 ), ¢ 7. nm, 150,5~151°%C.

Haiiperno,%: C 66,33 H 5,75; N 9,6,

CpoHayNa0* CaHqO4

Bouucnere,%: C 66,23 H 5,8;

N 9,65, )

Npumenp 0. 1,2,3,9-Terparnn-
pD‘Q*METHﬂ‘S-[(2-MeTHﬁ*4H-HMHﬂ&30H-'
l*nn)]-&H—Kapﬁason-4—oH.

PacTBOp Xnoprupgpara 3—[(nHMETnn—
avuno Mernr|-1,2,3,9-rerparuapo—9-
metnn-4H-kapbason-4-ouwa (1,7 r) =
Boge {17 Mn} nopeepraeres oSpaboTxe
2-verammMpasonom (1,4 r), satem pa-
rpepaeTcAd ¢ 06pATHEM XOIOAHNBRHAHKOM B
Tevenwe 20 w. OxpaxgeHHas cMelh
dunerYpyaTcHd, OCamoKk TUpOMLIBAETOHR BO—
moit (3 x 15 mn), B pesynerarte uero
nonyu4aeTeHd CHpof MpagyyT (1,7 r) ¢
.. 221-221,5%C, 3ror BPDOJAYKT Tie~
PEKDIC TANNHM3IOBHIBAETCA H2 MeTaHOMIa,

B pesylbTare YeTro NONYYASTCH Heslae-
MOe coepHIeHHe (1,4 1) ¢ 1.\,
231=232 C. AHaTH=2 TOHKOCHIONHCOH XpoMa=
Torpahnelf TOKasdn, YTO 3ITOT NPOLYKT
HoenTHdeH TIPOAYKTY H3 NpmMepa 3.

Npuwmep il. 1,2,3,9~Terparan—
pO“9‘METHﬂ‘3—[(Z-METHH—]H*HMHnaSOH“
]—un)METﬁna*&H-xapﬁascn*&—oH.

CycneH3ia TPOAYKTE N0 ApHMMEpy 3
(0,5 r) u 2-merummmunasona (0,4 r)

B pome (5 mMm) HarperaeTcs ¢ oBpar—
HBEM XOMOSHILHHKOM B Teuecnwe 20 1,
OxnaxpgeHHan DeaKIMOHHAA cMecb QHIBT-
pyeTcad H OCaAoK oT PEIbTpAaIHe TTPOME—
paerca momofi {3 x 10 mn), PmcymHBa-
ernf ¥ IepenpUcTalNUs0BHBAeTcAd H3 Me—
ranona {18 M), B peayneTaTe 4ero
nonyuaAeTcd LEneBos coennHeHHe (0,3 )
¢ T.um. 232-234°C (¢ paznoxenwem).
Anamgne MeTomoM TOHKOCJOBRHOM XpOMaTO-
padiy TOKA3IHBAET, YUTO OAHHHIE HPOOYKT
HoGHTHYeH IPONYKTY M3 npuMepa 3,

Mpuwmerp 12, Xnoprugpar 1,2,
3,Q-Terparunpo-g-(npon—Z-un]-B-[(E—
MeTun-lH—Hunnaaon—I—Hn)MeTHn]—4H—K&p
6ason-4-oHa.

usppun matpus (80Z-mas gucnepcus
B macne, 0,208 r) mpogurcA B nepame—
maudefi pacteop 1,2,3,9-rerparuapo-
3-[(Z‘METHH—IH—HMHﬂaSDR—]“Hn)METHﬂ]—
4P-gapGasom-bd-oua (1,93 ) npu
0°C » pumerundopMamume {35 mn), momy-
yeryHan CYCIIeHRHS lepeMmenHsaeTcd Ipd
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0% ® Teuesue 0,25
2-6pomnponan (0,78
BaWMe TROFOIRAETCA
MepaTtype B TedYciuHe IOYH, MOCHe Hero
OHO NROJOMKABTCH B TeueHHe 4 u rpu
40°C. PeaxmuoHHas cMech paclpemenf-
eTca Mewgy KapboHaToM HaTpuA (2 M,
pacteop, 200 M) B aTunaueratom (2 x
x 150 mn). CoemHHeHHBe OpTraHHYecKue
RETpaxTH upoMmBanTces somch (3 x

X 75 Mn); BHCYIIHBAWITCA M BhLIIADMBANOT-
¢ B maxyyMe. IIpoayKT OWHmAeTCA B
¥poMaTorpadvuyeckKod KONoHKe HDH .~ 3JIw—
HPOBAHHH CMEChl JUXAODMRTAH: >TAHON:
ramMuaK (B cooTHomenmn 100:8:1),

B peayabTaTe Uero nofiyyaercs Macno,
KoTopoe pacTBOPHAETCS B 3TadoNe ‘
{3 Mn}, NOAKHCIRETCS ShipubiM pacTRO~

poM XJAOPHCTOIG BORODPOOA H piszfaBns-— '
ETCA CYXHM TPOCTeM 3d1UpoM, B Pe3yIb=
TaTe uerd BEFIANAST B OCAfIOK USHeBOe
coefHHeRre B BHie Jencro TBEepHoro
BemecTBAa (0,13 r), ¢ r.um.230-232°,

Hatipeno,%: € 65,33 H 6,63 N 11,1,

C oo Haq W30 » HCI: 0,5H,0

BuuncreHo,4: C 65,43 H 6,93
N 11,45.

Npume p 13. Xnoprunppar purug-
par 1,2,3,9rerparugpo-9-meTun-3-
[(2~MeTHn~1H-nmnnason—l—Hn)MeTHﬁ]—
4H-xapBason—~4—omna.

1,2,3,9~TETparnnpo—9—MeTHn—3—[(2—
MeTun—IH-HMHgason~]*nn)meTHm]—AH— 1
gapSason-4~ox (18,3 r) B ropaueft
cMecn miomponanonz (90 mn) # Bomm
(18,3 mn) nogsBepraercs o6paborie
KOHICHTPHPOBAHACH CcomasHol KucnoToHl
(6,25 mn)., Topsuan cMech GHILTPYET-
¢, H SENBTPAT paiBaRnAETCA HIOTPO=~
manosom (90 Ma) n wepememmBaeTcs
TOpH KOMHATHOH TeMneparType B TedYeHHe
17 », ouxmaxpaercsa Ho 29C u TBepmOe
BemecTso dmaerTpyetcs (21,6 r). Homy-
yeuHssi npoaykT (6 r) mepexpucTamTH~
SOBMBABTCHE U3 CcMecH Boas (6 mn)
#sonponanona (10 mn), B peaynprare
Haro mony4aeTCH coeguielre B BHOE
TREPAOTC KpPHCTARNMUYECKOro BemecTBa
Gemorg ugera (6 r}, T.nn. 178,5-
179,5°C.

Hafigeno,#: C 59,453 H 6,45
N 11,5.

C1QH“}N30‘HCI 1 2H20 " ¥

Bruncneno,4: € 39,13 1l 6,6
N 31,5. E

AHAIIMS HA COOEDXAHHE ROMH.

Hanpeno,Z: 10,23,

C(aHﬁNgn' HCI - 2”20.

u. 3areM BROOHTCA
M}, 4 nepeMemu-
Opy KOMHATHOW TeM~
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Bruucneno, %2t N 9,85,

MTpumMerp ld, 1,2,3,8-Terpa-
FanO*g—METHH‘S—[(Z‘METHH*}H-HMHQE“
3on—]-nn}meTﬂn]-4H-xap6ason—4—on~
doehaT {1:1).

1,2,3,9-Terparnapo-9-metmn-3-[(2-
Merwn- |H-migason~1-wun) Me'nm] ~4H-
kapBasomn~4-ox (0,61 r) pacrTeoprAer-
cA § Topsiveld cmeck dochopHolt Kucno-
(907, 0,13 mn) u somet {10 mm),
deneTpyerca depes Hyflo u xkpucran-
MHSyeTcd, B De3yibsTATE uero nojaydaaT-
en neneboe coemuuenne (0,5 r), ¢
T.n. 225°C.

Hahpeuno,%: C 55,13 H 5,65 N 10,455

CigHyg N0 H,PO4

BruucneHo ,4: C 55,23 H 5,73 N 10,7.

Mpuwmep 15, Uarpar 1,2,3,9-r1er~
parﬁnpo-9—meTHn-3[(2~NETHH—1H-HMHna- 20
3on—l—nn)MeTHd]—4H—Kap5a30n—&—oHa
(2:1}.

],2,3,9—Tetparunpc—9—mernn—3—[{2“
MeTHn*lH—HMnnason~lwun)MeTnn]—éH-Kap—
Gason-4~on (0,8% r} pacTeopseren B |\
ropayeM pacTBODE JHMOHHON KHCIOTM
(0,58 r} B orawone (20 mm)} ® pacr-
BOD KpHMCTAnMHIvercd., llonyueHHoe wHpHe-
TanTAMYECKOe TBEpAoe BEmeCTBO Nepe—
KDHCTATINH3ORLBARTCH HYTEM DACTEODE-
A B cMecu aneton/mopa (2:1,2 wm)

u pastapnaerca aneroHom {20 Mn),
B DesvIbTaTe HUeTo NONTYYAETCH NAlaeMoe
coeppaenue {0,6 r), ¢ r.nm.162°C.

Tpumeplb. 1,2,3,3~Terpa-
ruapo-9-mernt-3 | { 2-meTan- 1 H-wmnason-
I-Hn)METthnéH"Kapﬁason*ﬁ—OH.

{i) 3-(xnopMermn)-1,2,3,9-TeTpa~
rappo~9-Meran~-4H-kapSason-4-ou, .

Ydupm (npocToll abup} pacTBOp
wxnoprcToro Bogopona’ (3,0 M)  BRoAMT
cA B IIEpeMENAHHLE OXIMAROEHHHE NbIoM
pacTLOp TpomyKTa us upvmepa 3 {1,30 1)
B xiopodopre (15 M), nonryyennas
CYCTeHIHA NepPEeMelHBASTCSs B repMeTH—
TecKkH SAKPHTOM COCYNE NPH KOMHATHOH
TeMuepaType B Teuewwe 16,5 u, BemapH-
paeTes B DAKYYME, H OCTATOUHRHA TBep—
mii npoaykr (2,27 r)  curmaercsa B
xpoMaTorpaduieCcKod KONOHKES HDH 3TOHPO" g
BaHWx WnopodopMoM, B DESVIBTATE Yerao
NOTyMaeTCH [[efleR0e COSNMHOHHE
(1,75 rY ¢ r.an. 109-110,5%C, Homar-
Ka KPHCTAUIN3AUME NOPUME ATOTO Mate~
pHana MS 3THNAIETaTa PHEOOHT B pe—
3VALTATE K YACTHUHOAY DASNOKEHHD.

(i3) 1,2,3,9-Terparanpo—-9-eTun—
3-[{Z-MeTHn—lH—HMHnason-l-nn)MeTHﬁ]—
4H-xapbazon-4~0H.
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Pacreop 3-{xnopmerun)-1,2,3,5-1et-
parngpo-9-merun-4H-rapbason—-4-on
(0,50 r) u Z-meTun-tH-wMupason
(1,60 r) = CYXOM OHMe THIDU pMaMHIe
nepeMamyBaeTcs 8 aTMocdepe asora
npu 90°C B Teuerwe 3,75 w, 3arteMm Bmi-
paerca B Bony (25 mn). Cycnemsus nepe-
MEMEBAaeTCA B TedeHHe | 4 M TBepObil
HPOAYKT OTOHHIbTPOBBBIETCH, NPOMBRAGT-
CH BOpOMH (3 x 20 mn) = BLICYIFHBAEGTCH
B BaKvVyME& NpH 50°C. Tocne XpoMaTorpa-
dHYeCcKOoTr0 pasfesneHMa B KONCHKE 3TOFO
reepaoro npoavkra {0,53 r) npu smou-
poBaZHKM CMechlo AMXNOpPMeTaka, 3ITaHONAa
# 0,88% momHOoro pacThbopa aMMmHara (B
cooTHomenmn 150:10:1) mnosyuaercs
nesiepoe coegunenue (0,45 r) ¢ r,mwr.
228-229°C. Kax noxasemawT aHamH3n
METOOOM TOHKOCROHHOH xXpoMaTorpadu,
METONOM HAEPHOrO MAFMHHTHOIG pedoHaHea,
3TOT MATEPHAII HOEeHTHYeH HPOOYKTY H32
npiepa 6.

NpuwMerp 7. Manear 35-1,2,3,9-
TETpaPano—S“[(2—METHHHHHnaSOH-I—Hn)
MeTu@]~9—meTHn~4H—xap6aaan—é-oﬂa.

PacrBop UponyxkTa H3 napuMepa b
(0,5 r) pacreopReTcR B TopAYeM MeTa-—
uwonte {30 Mi) w momeBepraeTcA ofGpaboTke
ropAYiM pACTROPOM MOHOTHADATa (+)-au-
napa-Tonyun-D-grHHOH Kuchotw (0,7 r)
B merasone {10 mm), nomyueumn#i pacT-
EOD KPHCTAINIM3YETCH B TeYeHHe HOUH, B
pesyibTaTe uYerc NOAy4YaeTCH Menepas
cone {0,68 r}, KoTopas pacTBROpAeTCH
B ropsueM muMermibopMamuge (20 ma),
pasfaBagerTcs ropAveil BagoOH f]O Mn }

H KDHCTARMHayeTcA B TedeHue Houm. llo-
nyyeHHMH NpoAykT OoTdHNbTPOBLBASTCH M
BLICYNHMBAETCA P BAKYYMe, B peiyabTare
yero nomyuaercs rpuMepHo 907 upetoht
sHanTHOMepHol (xak MOKasaHO- AHAIHIOM
ANEDHHM MAPHHTILM DE3OHaHCOM) conM
{+)~mu-rnapa-TonyHn-D-BHHHOR KHCMOTH
(0,23 r) ¢ 7.1m.231-233%C. 3ra coms
{0,15 r) pacopemgensercs Memgy BZ-
WM GuxkapboHaToM HaTpua {25 Ma)

u xnopodopmom (2x25 mn). CoepuHen—
Hhlé SKCTPAaKThl BHCYMHBAIRTCR W BrHlapH—
BaWTCHA D BAKYYMe, B pPesyihTave Hero
gonysaercs vducToe cBoLOgHOE OCHOBa—
Hie (0,0? r}. OcHOBaHMe ‘DACTBODHET-
ca B meraHone {5 Mn), nogxmcnmercs ,
Maren#oBoil Kucrorod {0,03 r), u cons
ccarnaerTes NYTeM A05aBIeHHA KIGHTOU=
HOT'Q KOMMYSCTEA CYXOI'o npocrToro >bupa
{80 Mn), B pPe3VALTATE Hero noayuaer-
cR memaemoe coemmuenme (0,062 r)

e T.nor. 142-145°C.

Lt
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[

PR
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Kax noxasmBae’ aHanua MeTONOM TOM-
XKOCNOHHOE XpoMmaTtorpajuwv Ha KpeMHese—

Me TIpH WTHOHDOBAHHMH AHXNODMETaHOM,
aranonoM, 0,88 avmuaxom (100:8:1)

Ry = 0,3, a raxxe adanna c NoMOmbI
Vib-cnexrpa H C AOMOWBI HOJAOTINZ THHO—

Bo KHCHNOTE, MaHHL NpoAykT HAEHTHIeH °
npoOyKTY uz npumepa 6. OTHomeHHe
3HAHTHOMEPOR (S:RL KaK TOKAaanBaeT 10
AHANMUI NeTOHOM DPOTOHHOI'O AepHOro
Mart#uTHoro pesoHarca { HSIMP)Y, coctas-
ngeT 93:7. O6pazen panHol ManeaTHOH
comyu He oBGHAPYXMBAET SHAUMTEILHOTO
OM'THIECKOTo BpameHHs B Meragone. Cpo-
SogHOe oCHOBaNMe, TIONyYaAeMoe H3 Maje-
arHoit CcomM, maer [oi]q;-l-frr’ {c 0,19,
MeOH) .

NMpuwmep LB, Manear 3 B-1,2,
3,9-TeTpaFHﬂpU‘9'METHH'3-[(2-METHH-
IH—HMHnason—l—Hﬂ}ﬂETHﬂ]*AH*Kapﬁason—
4-~0Ha.

Pacreop npoagykra ua npuMepa b
(0,5 r) pacrTsBopAeTcs B ropsdueM Me-
ranone {30 mn) u nmomBepraercs oB-
paboTKe ropAYMM DACTBOPOM MOHOTHO-
para (-)-mu-napa-Tonyun—L-BHHHOH
xucnots (0,7 r) B .Meranene (10 mn).
NonyueHHbH pPACTROD KPHCTAINIH3YETCH
P TeuaNHe HOUH, B pesynLraTe uero
noftyuaerca menaemana comp (0,8 r).
3Ta cONe pPACTBOPHETCA B rFopAdeM IH—
meTundopmavuge {20 Mn]fpasﬁaBHﬂET-
ca ropsued sopont (10 Mn)  u xpucran-
musyerca B revedue 3 g. Mponykr 3
OThHATTE TPORLIEASTCR U BHICYMHBAETCH B
BAKYYMe, B pesyN:TaTe dero nanydaeTt—
cA apuMepHo 957-Haa uncTas FHAHTHO~
meprar (kak moxkaswRaer anamus AMP)
cons {-)-gu-napa~ronynn—I-BHHHOH KHC= 40
mora (0,26 r) ¢ T.om. 170-172°C.
Yaers stoll conu (0,2 v) pacnpegena-
eTc Mexny 8Z-Hppt GurkapBoHaTOM HAT-
pus (25 Mn) u xnopotopmom [2x25 wa).
CoepHEHHBIE SKCTPAKTH BICYIIUWBROTCA
M BLIT4pHBAWTCA B BAKYyMe, B Deayih-
TaTe Yero NMony4aeTcs Yucroe csobom—
Hoe ocHoBaHHe (0,12 r). 3T0 OCHO-
BaHHE pACTEODAETCH B MertaHome (5 wmu),
NOOKHCIRETCA MaleHHOBOHR KHCIOTOH
{0,045 r)} w ocaxgaeTcA conk TOpy MOBaB-
JTEHUMH H30BITOYHOrD KOHYEeCTRA CYXOoro
mnpocroro athupa {80 M), B peayumraTe
Yero nosydaercs xelaeMoe CoeRuHeHHe
(0,08 v) ¢ T.nn. 142-145%C.

) Kax mokasnBawT agargMabl MeToLoM
TOHKOCNOHHOH XpomaTorpadiid Ha KpeMHe-—
3EME HPU SIWHPOBAHHYH CMeChLI IHXROp-
MeTaHa, artavona, 0,88 awmnaka (B co-
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oTHomenn 100:8:1) Ry = 0,3, a Tax-
Ke aHanu3 ¢ novomew Y®~cnexTpa H
MORONNATIHGROM XHcnoTs, mawmmri mare-—
pHanT HOEHTHYEH MPOAYKTY M3 npuMepa b,
CDOTHD‘IHEHHE AHAHTHOMEDOEB, ROTOROE
OApenanetHo MeTonoM 'HﬂMP, CoCTaRnA=
eT ¥ 95:5. .

Ofpaaern pando#t ManeaTHOH comM He
OBHADYRHBAET SHAYKTEJSbHOI'O ONTHYAC—
KOoro BpameHHa B MeTanone. (soSog-
 Hoe oCHoBAHHE, HonyvaeMmoe i3 aroi
ManeaATHON CORH, HAET [oL]Q; +16°
(c 0,34, MecOH).

Npuwmep 9, 1,2,3,9-Terparug—
po-9-mertun-3-[ ( 2-méTirmmMmpason-1-nn)
Mernﬁ]—éH-KapﬁaSOH-é—OH PHIPOXITODEIT .

CMéch BEmeCTBa TIO NpHMepy 2
(37,0 r) u 2-mMeTmmmupasona (90,0 r)
B cyxom AumernndopMampne (400 mn)
nepemermipawT 21 u B aTMochepe asora
HpH IOOOC, 4 3ateM OXNARAANT IbAOM.
OThHnk TPOBLIBAWT NOMYUYEHHOE TBepaoce
BEMECTHO , MPOMMBAOT NMENAHLM JHME T~
dopMdamunoM (3x30 M3) u B cyxom adu-
pe (3x100 M) w shicymmant n BaKy-
yme npu 50°C B Teuenue 18 u. Momyuen-
HOoe TBepmoe nemecTsBo (16,20 r) oum-
mawt xpoMartorpaduell ¢ KHCNONLIOBaAHUEM
B KauecTBE 2MWeHTA CMerh AHXIODMeTa~
Ha, stanona u 0,880 amvpara {120:10:
11} B NMonyuanT TBepHoe BEmeCTBO
{7,42 T}, kKOoTODOE DACTROPHWT B MIH—
xnopMeTane (250 mn). JloSapnawT ara-
HOMOBNIT XNopHCTH Bogoporn (5 Mn)
¥ nepeMemaHMpil pacTBOp pazbannsoTrT cy-
XM 3BHDOM (300 mMn). OrduneTpoBLEBA-
0T BHIIABMes B OCAMOK THepAde BemecT-—
B0, TpoMbBabr cyxuM sdupom (4x150 Mn)
¥ cymatr B Bakyyme 16 u npu 60°C, noc-
e ero HonyuinT LIesreBoe BemeCTBO
(6,51 r} ¢ T.nn. 166,5-167°C, Tomxko=
crofiHaa xpoMmarprpadusa [guxnopdertax:
:spanon: 0,88 amuuax 120:10:1) Ry =
= 0,35, AMP vxasan (0,25 Mone sTaHOna.

Mpusmerp 20, 1,2,3,9-Terparuo-
po-9-meTwn-3 [( Z-Merwmmmgason—1-un)
merTwn |- 4H~kapBason-4-on IHEPOXNOPIN,

CycneHnsuw no npudepy 2 (1,40 r)

i 2~mermmumugasosa (3,5 r) B cyxom
muMe TundopMamuge (15 w1} nepememnea-~
wr 6,25 u npr 80°C, sarem oxnaxganr
neaoM, OrduanTpoBHEBAKT ODONYUEHHOE
THEPAOE BemecTBRO, TMPOMBBANT B CYXOM
mumerundopMavune {2x3 ua)l B cyxoM sbH-
pe (3x6 mn),, BucymuBawT W nonyuawT
tTeBepnoe memecTtse (0,5 r). Ero cye~
NEHIHPYHT B cMeCcH abComnTHOrO 3TaHo-
na (20 m1) u STaHOnOBOro XJOpHUCTO—

.
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ro Bogopona (] MNT}, Cflerka nonorpera- MOKET OuTh onpelened in vive onpegen-
KT H Nomydawr pacTaop, KOTOpEET Apo— NepHA addekTa coenmnHenwly Ha pedutexc
hHIB TPORMEAT TeRmsM. dunsTpart GslcT— Besold-Tarisch BeiamaamEsft 5-HT.
po TEpPeMCHHBAWT ¥ paIBaBAANT CYXUM Pesynpratel npencrasniess B rabn. 2,
sdwpoM (50 mn), Tomyuemsoe TBeproe xak EDg, , mo32, TpebyeMoR pnA wuHIu-
BERECTEC NMpohHTE TPORMBANXT, NPOMRBA~ eupoBamya pedviexca, BHSPaHHOro 5-HT
WT CyxmM adHpOM (3x35 MI) H CymaT B Ha 50%. T aGmuma?
Baxyyde 18 u npr 40°C, nocne uyero -
NCpyuawr Henesoe vemectso {0,25 r) 1o Coenunerne [ Ell o, Mr/kr
, ¢ r,m1. 185,5-187°C. No IpHMEDY
' Hammero,Z: C 61,063 H 6,43 W 12,1, 1 7 -
Cig Hyy My O HCI' 1,25H,0 | 4 3,2
Betuppeneno,%: C 61,43 B 6,4, 5 2,5
N 11,9, 15 ) 11,6
HiutopManua 0 CCTPOF TOKCHUHOCTH *
. 'mogvueHa Ips BHYTDHEEHHOM BBefeHUH Jeransnupe posst AN EperyaraeMux
i DASNFYHBK OOSHPOBOK MBMMAM XapaKTep= coeprrenuit B 1000 pas Bomeme, wem
HEIX TpencTaBHTeneil paga coennHenyit o34, KoTopasa HeoBxonrMa mnA nogap-:
\ ltiopM'yﬂbl fl). HU3HDOBKH5 MpH KOTOPHX 0 l,JIEH‘HSi BH3BaRHOTO 5-HT pedmeﬁca BET.[OHB—
BuMRMBANO MeHee 50Z amepukoB, cocTam- ma~Rappuma Ha 507.
. ameT 2,2 Mr/Kr“1B/B ons coegUuHEeHHT PopMyna usocbBbperTeHuas
npumepa | u Gonee 10 mr/er~'®s/p nna Criocot nonydeHHs NPOMIBOAHLIK
coepuHeryit pimepon 4,5,8, MeromoM . HMEgasona GopMynsl ,
in vivo piM BHABIEHHA AHTAr'OHWawa 23 | 0 ) -
peakisy, BespanHoil 5-HT y "ue#ipomane f il
: mrx" 5-HT-penenTopor, ARWICR MeTon l T P .
OnpeHeents NeHCTBHA NDeiAT aeMbx N T (1)
coepauEennit Ha pedutexc. Benomspa-Map- o CHy - .

. DHMA, RBWIIEEASMEH S-HT.™ 30 { é}ig
AHTATOHMSM OTBETHHX peaknui, Bh—

gsanuex 5-HT opu "wespowmmex" 5-HT
penenTopEX CoegvHeunxME u3znbpeTenud,
MOXET OuTh ontpefereH in vitro masecr—~ |

HIM HX DHIHONOTHIECKH, NPHEMASMBIX
conefi, o rAuuawmnuica reM,
4T0 cOoeAnHeHue dopMyme 1T

. HEM crocoboM, 35 0 Y
, Pesyaerars 37THx uensTanpi! suipame=-
: HHM B BuAE SHAUeHHH pA, HPHRB e H . (1L
: B Tabn,l. 3TH 3HAYeHHR OIpemefoHH KaK )
OTpHIIATENbHE JoTrapidM MomapHoi KoH— c313

HeHTPAHH AHTATOHHCTA, Tpefyemol CHH— 40
aurs sdexT asofino#t CDge or 5-HT < mo
sbbexta EDgyB OTCYTCTBHE aMTATOBUCTA.

roe Y-=CH, wnu rpynna bopMyse CH,Z,
rge 2 - arToM Xnopa HOM  JEMe THIaMH
HOPPYINA Wi MeTAHHNMHHOBRODHT , *

Tasgaumal OOOBEDPIranT B32HMOTeHCTBHN ¢ HMMHOazo~
45 oM HOpMYAL -
- L} —

Coenurenne no PaccunTaHnnoe SHaq?Hﬂe . lihﬁfﬂq (r11)
IPHMaDpY pA,, W3OAMPOBAHHLL ' . ! v
GryagalomHi HepB KpPHICH (}13

== B Cpexe pACTROPHTENS NPH TeMrnepaType
1 8,6 or 80°C mo TemmepaTypu KHIeHHA Deak-
4 8,5 HMOHHOI CMECH H, eClIH COoelHHeHHe
5 8,7 dopmyner (T) monmyuawT B Bume CMecH
Y 9,1 SHAHTHOMEPOB , IPpH HeoOXOOHMGCTH pac—
) ey e M2TidoT cMech and IIonYyYeHHA SHAHTHO™
55 Mepa, H/unu kKorpa coenuHeHue bopMy-
AHTaroumsM oTRETHWE peakuwil, BHa- m (T) npepcrasnaer coboit csofonHoe
BaMHLY 5-HT upu "HeppoH#wmx” 5-HT OCHOBAHHE NPH HeoDXOOKMOCTH TDeBpa~

DENSIIT! hax coeRHHEHHIMH H3OBpPETeHAR, mawT 3T0 cBefomioe ocHOBaHHe B conb, ¢
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