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CUHTES3 2,5-AM3AMELLEHHbIX 1,3,4-OKCAONA30NOB
HA OCHOBE ®OPMUN®EHUNT NTIMKO3NAOB

KypbsiHoe B.O., Tokapee M.K.

Pance [1] Hamu ObLT OCYINECTBICH CHHTE3 M HCCICTOBAHA AHTHMHKPOOHAS aKTHBHOCTH
psida 2.5-am3amvenienneix 1.3.4-okcaamazonoe u ux O-pP-D-raroko3amunuios. beimo mokasaso.
yto |.3.4-0Kcaama3oNmel. codepskaline THIPOKCH(PCHUTBHBIN 3aMECTHTENb. JIETKO OOpa3yroT
COOTBETCTBYIOIHE TIHKO3HIH B PEaKLHH IKBHMOIAPHBIX KOJNHUECTB 2-aneTaMu10-3.4.6-1pu-
O-auetnn-2-1e30KCH-0-D-TTIOKOMUPAaHO3HINIOPHIA U COOTBETCTBYIOIIETO OKCAdHA307a B
JBYX(pasHOM CHCTEME «TBEPIOE TENO - OPTAHHICCKHI PaCTBOPUTENE» MpH KaTammse 15-kpayH-5
[2]. 3amaueii 1ganHOlT palOTBI ABNAETCA OMHCAHHE HOBOTO CToco0a  TONYYCHEHS
APHNTTHKO3HIOB. COICP/KAMINX B Ka4ecTe 3aMecTHTend 1.3.4-0KcaTuasoneHbI KT B O- HITH
N-TIOJTOAKCHHH ApOMaTHICCKOTO sxapa. HCXOIA m3 TITHKO3HI0B COOTBCTCTBYHOILNX
(peHHNTHIPA3OHOB.

MATEPHAJIBI 1 METO/bI

Temmnepatypsl miasneHus onpeaenstia Ha npudope ITTII. onTtudeckoe Bpamenue mpu 20-
22 C -- ma momapenerpe Polamat-A. 'H-SIMP-crieKTpsl TONyuUCHbI HA CHEKTPOMETpe Varian
VXR-300 (300 MI'm). Varian Mercury-400 (400 MI'w). BHyTpeHHHi ctaHiapt -- Me;Si
(pacteopuTens -- C"HCls. DMSO-d,). TCX npopogmmu Ha mracTHHKaX Sorbfil-A®B-Y®
(«Copbmonumnep». Poccus) B cucteme pacteoputeneii: OeH3onm -- mpomaHon-2. 20:1 (A).
Bemiectra oOHapyxuBanu 5% pacTBOPOM CepHOM KUCTOTH B OyTaHoNe-1 mpn HarpeBaHHH 10
200-300 "C. Kononounyro xpoMaTtorpayuro mporoIuiH Ha cumakarenre Merck 240-400 mem
(rpagueHTHAs Mo OeH3on—0eH301 -- nponianon-2. 20:1). JlaHHBIC 37CMEHTHOTO aHAIK3a
CHHTE3HPOBAHHBIX COCTUHEHHH COOTBETCTBYIOT PACUCTHBIM 3HAUCHITM.

Anmnruapa3vHel  CHHTE3HWPOBANH. Kak omucano B [4] w  ounmianm  JBYKpaTHOR
KpHCTATH3ALMEH U3 3THIOBOTO CITHPTA.

O01ast METOAHKA CHHTE3A rIpa3soHos 3-5 u 9-11

IKBHMOIPHEIE KOJIHMYECTRBA COOTBETCTBYIOIIHX AUWATUIPA3UHOB "
doprmndeHHATTHKO3HTOR 1 MM 2 KUNSTHIH B 9TUIOBOM CITUPTE. B3M1TOM 13 pacueta 40 M Ha
1 (xoutpone TCX. cuctema (A)). [To OKOHYAHHH PEAKLHH CMECh ONJIAKIANH. BHIMABIIHI
0CaTO0K OTICILIIH (PHIBTPOBAHHEM W MEPEKPHCTAITH3OBBIBAIH U3 3TaHONA. BBUTH MOmyyeHs:
N -[2-(2-ayemariuoo-3,4,6-mpu-O-ayemiri-2-oesoxcu- f3-D-
ZTOKONUPAHO3WIOKCU)Oen3uuoeH Joensocuopasuo 3, N -[2-(2-ayemavudo-3,4,6-mpu-0-
ayemiLi-2-0e3okcu- f-D-ziokonuparosiciokcu)oensinoen |- (o-xiop)oensoeudpasuo 4, N -[2-
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(2-ayemariuoo- 3,4, 6-mpu-O-ayemiri-2-oesoxcu- -D-ciiokonupanosuioxcu ) oe-

uadeH Jusonukomuro2udpasud 5. N -[4-(2-ayemarindo-3.4.6-mpu-O-ayemui-2-oezoxcu-f-D-
ZTOKONUPAHO3ITOKCU)OeH3uTu0eH [Oensocudpasuo 9, N -[4-(2-ayemavuoo-3,4,6-mpu-0-
ayemui-2-0e3oxcu-f-D-ziokonupanosuiokct JoeH3uiuoet [-(o-xiop)oerzo-cuopasuo 10, N -[+4-
(2-ayemaviuoo-3,4,6-mpu-O-ayenirt-2-oesoxcu- 3-D-ciroxonupano-

3wroKcu)oensuder Jusonukomurnozuopasuo 11,

O0mast METOAHKA ORHCIHTENLHOH NHKIH3 A

K mepememmBaemomMy pacTBOpY (HIH CycCTieH3HH) THIpa3oHOB 3-5 mmm 9-11 B 25 mn
COOTBETCTBYIOIICTO pacTeOoputens (xaopodopm wmn JIMCO) goGapnmsanm KEATHIN OKCHT
prytu(l) (2.25 mone Ha 1 mone cyOcTpata). okcut Maraus (1.25 mones Ha 1 Mone ruapasoHa) u
o1 (2 mome Ha 1 mome cyOctpara). [lonyueHHYO CMECh TEpPEMCIIHBATU 10 OKOHUAHUS
peakuman (koHTpoas TCX. cuctema A). Ilpu npoBedcHHH CHHTE3a B XJIOPO(OpME TBEPIYIO
a3y otTmemsanu (pHIBTPOBAHHMEM. OCATOK MPOMBIBANU Ha (pHABTpe pacTBOpHTeNeM. DuibTpar
TMIEPEHOCHITH B JCTUTENEHY 0 BOPOHKY H TPOMBIBATH PAaCTBOPOM THOCYNb(aTa HATPHUA. 3aTCM
BOJ0H. OpraHuveckuii ol OTICHANN. CYIIHTH OE3BOIHBIM CYIB()aTOM HaTpHsa. PacTBoputens
¥ JATUTH TIPH TIOHHKEHHOM TABJICHHI.

IMpu ucnoneszopannn [JMCO peakHOHHYIO CMECh pa30aBmsiaH BOJIOW. IKCTparupoBaNH
MeTHIeHNXIOpUTIOM.  Opranmdeckylo  (a3y  JOTOMHHTCIBHO  MNPOMBIBANH  PACTBOPOM
THOCY TBb(paTa HATPHUA. BOIOI.

LleneBbie MPOIYKTHI BBLICITH KPUCTAIUTH3ALHCH HITH KONOHOYHOH XpoMaToTpajueii.

berm TIOJY “ICHBL 2-[2-( 2-ayemaniuoo-3,4,6-mpu-O-ayemui-2-0esoxcu- f5-D-
ZIOKONUPAHOILIOKCU)PerT]-5-erii-1,3,4-okcaduaszonr 6,  2-[2-(2-ayemanudo-3,4,6-mpu-O-
ayen-2-0e30Kcu-f-D-zuiokonuparoswiokcu)peni]-3-(2-xioppenui)- 1,3, 4-oxkcaduazon 7, 2-[2-
(2-aygemanitido-3.4.6-mpu-O-ayemit-2-0ezokcu-f-D-aiokoniparosiriokct e [-3-(+-nupuoirt)-
1,3,4-oxcaouaszo: 8. 2-[+4-(2-ayemariuoo-3,4,6-mpu-O-ayemui-2-0esoxcu- f5-D-
ZIOKONUpaHosIiokcu)eri]-3-enii-1,3,4-oxcaouaszon 12, 2-[4-(2-ayemarido-3,4,6-mpu-0-
ayenni-2-0e3okcu-f-D-zuokonuparoswiorcu)penit]-3-(2-xioppeniin)- 1,3, 4-oxkcaduazon 13, 2-[4-
(2-aygemanitido-3.4.6-mpu-O-ayemit-2-0ezokcu-f-D-eioxonipariosiciokct e [-3-(+-nupuoirt)-
1,3,4-oxcaouaszon 14,

PE3VJIbTATBI H OBCYXJAEHHUE

I'mukosuaer 9-14 nomyvanu mo cxeme. TPHBEICHHON Ha puc. 1. MCXOTM W3 ONMHCAHHBIN
pasee [2] o- u n-popmundermrmkosutos 1 u 2. I'makosuer | v 2 KOHISHCAHel B 3TaHOME C
HKBHMOJIIPHEIMH KOJMYESCTBAMH ALHITINIPA3HHOB TIPEBpalani B THIpa3oHH 3-3 m 9-11.
Peakums oObruHO 3akaHumBanace B TeucHue 3-14 4. Beixoasr rmmpasonoe 3-5. 9-11 nocne
MePeKpUCTATH3AHE  COCTaBHAH 06-96%. DH3UKO-XHMUYCCKHEC KOHCTAHTHI OOCYKIACMBIX
COCIMHCHHIH NMPHUBEICHBI B a0 1.

[onyueHHble THIPa3oHB OBUIH  TOJBEPTHYTH OKHCIHTCIBHOM —LHKTH3ALHH 10
COOTBETCTRYIOIIMX  2.5-am3amenmicHHBIX-1.3.4-0kcagmasomor  6-8. 12-14.  [{ukmrsanmro
TPOBOIMIHN. KAK OMUcaHo B [3]. adelicTeueM kentoro okcuia prytu(ll) m Momeky mapHOTro moma
B TPUCY TCTBHH OKCK1a MarHusa. M3-3a HH3KOM pacTBOPHMOCTH HCXOTHBIX COCTHHEHHH BMECTO
PEKOMEHI0BAaHHOTO aBTOpaMu paboTel [3] audTHAOBOTO “(Mpa. PeaKIMIO MPOBOIUIH B
oessoanoM  xhopoopme wmm  aumetanacynbdokcuae  (JAMCO).  VYceraHoBneHo.  uto
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BapBUPOBAHUE pacTROpHUTENCH TMO3BONACT J00HMBaTBCS TOBBILLICHUA BBIXO,TOB
COOTBETCTBYIOLIMX MPOJIYKTOB TETEPOLHKIH3ANMH W COKPALICHWI BpPeMEHH peakiun. B
YaCTHOCTH. B cperde Xiopodopma okcamHason 6 CHHTE3HPOBANH 3a 7 4 ¢ BBIXOI0M 43%. B TO
pemst kak B JIMCO yanoce doctayab 50%-Horo Beixoda 3a 2 4. Enie 6oiee nokasatenpHbIM B
3TOM OTHOWICHHH sBIfETCS LHKIH3amma reipazoHa 11 B rmukosna 14. B stom ciyuae
MpHMEHEHHE XJTopohopMa TMO3BONHIO TOOUTHCS Wb 8%-HOW KOHBepCcHH THipasoHa 11 B
okcaguazon 14 (5 cytok). B 1o Bpems kak B JIMCO Brixo coeauneHus 14 coctaun 36% (1
CYTKU).
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Puc. 1. Cxema cunTtesa rmuko3u1os 6-8 m 12-14.

Tab6amma 1.
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Bpems cHHTe3a, BHIXOTHI H (U3HECKO-XHMH'IECKIIE KOHCTAHTHI ripasonos 3-5 u 9-11, u
IHKO3HTOB 6-8 1 12-14

CoennHerme el peanmie (o BLI)XO'EL Ton. °C []540- ©
pacTBOpUTEND Yo
3 3 85 152-156 -54
4 7.5 66 139-141 -50
5 8 93 146-150 -56
9 10.5 82 279-281 +8
10 9 85 257-259 +6
11 14 96 273-274 +8
6 2/IMCO 50 214-216 -71
7 5.5/xmopodopm 45 204-205 -71
8 2/JIMCO 43 226-227 -96
12 2/xnopodopm o0 213-215 -19
13 24/AIMCO 42 224-225 -19
14 24/AMCO 36 232-234 -17

CTpocHHE TMepaLic THIHPOBAHHBIN [THKO3HIOB 6-8 1 12-14 Gbino oaHO3HAuHO ToKasano 'H
SIMP cnektpockomnueii (Tad. 2). WK CPaBHCHHEM C 3aBEIOMBIMU 0Opa3uaMu (pOu3BO,THOE 6).
Bpems cHHTE3a, BBIXOTB W (PH3HUCCKO-XHMHUYCCKHC KOHCTAHTHI  CHUHTC3HPOBAHHBIX
COCTUHCHHIH TPHUBEICHBI B TaOIL. 2.

Tabmamma 2.
XuMiueckue ¢IBHTH (M.1.) MYJIbTIILIeTHOCTH curHanoB u KCCB nipoToHoB B 'H aMP
cHeKTpax coeTnHeHmii 8, 12-14

[ "pvrima v atom 7 8* 12 13 14*
H1 (J,-) 5403 (8.4 5.391(8.4) 5.523(8.4) 5.521(9.3) 5.531(8.8)
H2 (J-3) 4.19M 4.16Mm 4.22Mm 4.23Mm 421m
H3 (Jz.4) 5.1431(9.9) | 51430 (10) | 52431(9.6) | 5.2511(9.3) | 5.2401 (10)
H4 (Jy5) 49311 9.6) | 49611 (10) | 4.9631(9.6) | 4.96171(9.6) | 4.96:11 (9.6)
H5 (Js0aJ5.00) 4.06M 4.08M 4.07™M 4.07M 4.08M
HO6 (Jien) 4.06M. 4.08M. 407, 4.07M. 408m4.21m
4.19m 422m 422m 4.23m
NHAc 1.56¢ 1.54¢ 1.70c 1.80c¢ 1.79¢
OAc 1.90¢c. 1.98¢. | 1.93¢.1.99¢ | 1.96¢. 201c. 1.96¢. 1.96¢,
1.99¢ 202¢ 201¢.2.02¢ | 201c.2.02¢
NH (Jym-) 7.9171(9.3) 7951(9.2) 8.137 (8.8) 8.131(9.6) 8.131(9.2)
CH.pon 7.291. 7.291, 7.257, 7271, 7.27x,
7.43x1. 7440, 7.64M, 7.601, 8.051.
7.68M. 7.691. 8.10x, 7671, 8.141. 8851
7.881.8.071 | 7.994. 845 8.12m 774,
8.071.
8.11m

* - Pabouas gactota mpudopa -- 400 Ml
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